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=i eyl

AEP- G g
T RO B .
, Bk 7))
MEE St '8
I & #17e.
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ABRH TR E SN IR SHER B LU ED BRI 73T M T KRS H 2H B,

f'f‘:: * SR @zz o | HEEA B HEks RO BE ‘?ffﬁ "g
B-1 [ HhBfCH Fow b Bz-“CiE#E tk L RS SRR S L 351
il a7 B CEMRZ K ot 63 RYMITHEUEAEZ L,
B ZHHE T L7, Cmux. Tmax,
ZATHAE L MTIZ 5 meke | AUCHEILISERISE T
THEIIHERZORS L {1895)
7o, WIZL B i, 2 ke B R RO
BELER G REN D AR X
Lz,
B2 | shipitH I Be-UC IER E SATE 05 BERTE G E. 2 ixEInH a54
in vitrn 2% 3 B MCEFR Z K VIR A% AR Lic s, 4 BRI
B R E ] e FLO2%LL NI L, I S
4~5 % 105cells/ plate (2%} . . ,
L RS2 EEM lug B A L, EEA {1995)
DEE CUBL, 0.6 X | B Thol ZiEh5
O 4 BER R LBt 4 o0 . : KK % [l
1. f”J ﬁ | /= ¢ I%‘f‘tﬁ%;i T
Fro U O —BK i RS
7o, E RO Z RO {CEEILES
T, EEEDZ w0 Rl
P NSY (Ao ACl il
B-3 dth i {4 7wk Py-140 155 I {& 58 48 BfE CoBH b ~0HE bt
A0 - H#f - A Ty 140 4285 7§ HERLE 24 BRR T 25~65%., 48 B
&E ABi+ e BxMC#E# E % T3B~B81% Tho/, Py MR 18 &
W 73 47 Bz 1O &R Z {6 & 7 L 0~ 24 B R o> A4 Lk
. MEatr Ui, b sl s {1993)
HAE KL MIZ 5 mglke | FUT. ME R E s,
THEREICHEE NS L.,
48 PR FE TR AIER L | Ef45 K1k 3]
Fall & PREE Shk,
Z ah5 R i

& BlRIE 2N,
E ka5 1L77 v i K B
ETHD & DRAR, 7
WERG LI v e Z Tk
T&d . ARl
Ao, MG S BRI S s

ot

Zoo MERTE KE Z R oMMt
LB - OV LD L HE I,
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AE RN RSN RN B L URED BRI IIT MR TR RS HILH D,

i=t2 3 . fitz _ B N RERE | TR
o, HE: DR it PABTA B - BRI HEr RoPE () .
B4 | @hdmftast F b Py-4C 2% E {£ B 5 06 BEEE TIZBR S HARED X 363
REREHE- Py-HO S Z 1k i RE D BREE
HE PO Bo- O 138 |5 BRI B TR S 502 F {F
LB YT Bz-14C 8% 7 ik ETHES R, 4 REETHRE>
E T o fn, MR~ OHEERRL L (1005}
E&-Zik BIIEAE LM b mg/ | Ao,
RN 1y ky CHESE WM NS

|..24 BERifE(Z 96 MR &
TRELFREL

Py S E & Z (b g5 0~24 17
7 b F P I & i L7,

RSzt s a4 &b
ot 7 Ao mE TR AR
s,

E (k42 5 — R LA -
. : K
BT Eh, TERSEYIE

Tl i,

7 Rt — R ICEH

1 1 r &tﬁ
PRIE S AL, EERSIT
d Tdoen =, il

—H i,

B E AL Z ke i3
FILTHRLE, T FHTE ML Z
A ORISR = LA
o R ST,
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ARRHC RSN RICRDEF B L OCWE OB /7 M E T SRS dD,

o | FROEE | HEIEE - REBLE SRS ROHE ey | s
13-7 | HE4EIH A E Py-1aC #2538 B &/Z £(5:1) | BAHEO 1 369

BE% (BTSRRI 0 T2 %)

D 3g/10a L7 I (3 gf10a)

@ 25.5 g/l0a SNLBY T %)

e 1040 10.91 {1995)

Bez-4C 123 E #/Z #R(5:1) Tk 0,40 .22
B T 0.19 0.21

(3 3 g/10u 418 fii s 9.35 10.23

@ 255 g/l0n NI i) 0.46 .26

Hig 644 78.8

4BMOMMEREFTE | 3 748 897

LHEACRER 1/2000 7 — | IRFEWE (25.5 g/10a)

N b~ O IR T )

TR, HAUH(AEE 46 0 Bl 8.3 17.03
)y - IR 109 H Tk 0.44 0.25
W IRRAE R U A D e 0.24 0.28

L7z, bRE 7.20 16.00

f& (.55 .50

(3%) iR 62.3 90.4
3g/llarERRETHY, = 0.7 L07.3

26.5 g/10a 2 EMED 8.5
BHEHYOETERCTHD,

KeAriE®E (HRE ppm)
UL HEHD (3 pr10a)

T )
L 3.007 0.006
s 0.017 0.029
fid 0.0561 0.098
i} 0.070 0.078
MR (255 g/10a)
d @
Z# 0.065 (062
13 0.182 0).3R0
TR 0,735 1.883
it 1.811 1.525
Ao D
(BUEHE ppm)
I (B e/10a)
)
g S fR
B =0.001] 0.013
irr FE =0.001 0.013
# (E) =0.001
®| (2 <0.001
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BN RSN R RITRAOEN B L URNRO T LI 737 MEF LERASTIIHE,

" . {124 . - . ) BN | 8
No. Ao . AEAD - EBFIE R R ORE (s ) =
B-7 | fEtits P 369
(g (frx) (#e &)
)
{1995}
— v
]
ik o
7Kk 0.002 0.041
Era-F 58 =0,001 0.034
# (k) «(1.001 0.005
B (Z) <{).001 0.003
i OB T

(/% 0~8 cm)
s B ML AT D%
Iy (3 g/10a)

&I @

Tl 14.8 44.6
B (k) 1.1 11.4
(7] 0.5 3.6

a 50,4 74.7
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A BN SN E R RO BLUTRA O RILIIZI7 MhFE T ERASHIZH D,

oyl . . iR B . . HEEAE | a#
No. B g et HBED - ABFE BB EOES @se | xm
B8 | i RO | Py-RU Bz MO R OE » | RS TOHiE E ol 382
KBR-CL | B, Z (4 B85 Akg(sss Mk 52.9~133 H
HEAORK R R). KAR(G6 A L A K+ 2 0~86H
e MRS EREE 0137~010 ppm) L. | KB LW CofErusmed e, K
HTEEAN, MR ORESRUT | Bhadz, (1995)
THEL. kr FrEmBoEm L,
WO ESRRUSHEHMOME | FE M K &7 :
FIRE LT, T, 7T
. BT T ot
SRHOBE - BERLRT | E SRBE0Bs. i
TLC B TFARG O3 BUE AR AiEE
P-TfT o, WL,
L Py o
L. #£72, BePy Riwm
R 5 .Y T Al
— it & AWV
VISR REE S .
Zhe ORI DO SRBITERMER
Ui in 2 R g S e St
Sl ThHrER al &
T S RN TSR
7.
B9 | #%=i A APILARMOUA CEER bR e SR L7, 491
g Ay
C-5 | nakams WREE | pH4, TR IZEAB LA 5.2 | e pHIZE LT L AMIARD 5 aGa
{(pH4,7,9) | ppm DORBIEE 50°C, 5 Bk | highai,
L0, (1994)
O-6 | NASresa | MACHRELEAYEE (FRCE) £0, WU I 2307 A FL SRS L 8 ik 394
o, ABEEE L,
C-7 | AR sEE HEK | Py MOEMBER HETE P By SRRSO % 395
B B#sK | Py-BCEE 2R B KBTS ik O, B o 495
AT fClY; 9] Bz-“C{ZE®E % iR 74 HERY, Py {Z#fb T, &2
B MCERZ K A TI0 B 185 BRI TH - 7,
(2006)
a4 me/l O 2RCTAT | NBSeMB o R s, #8k
K {FELS T —F T 0T BRUFBZAT, £%160~244 B A
AV, ¥IE 690 W2 T | F24~b3 B ans,
120 BEMIHRG L7,
Sl EHSZRIEE 51
M4 G IEERLETE L0l
EAFLRNEERRALEDES
- A Tl U Al
RIESNF D TLHS
DERBRURIELE
b, EESREAEET BV
B2 RO Py
oA LEEXRN
Fioil
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KGR EHMENTBRIFIEINBLCABRDERRZ7IT AT T ERNS IS5,
o, HER RS i HEBTHHE - BB AR R OME () e
C-7 | SrERE R FEA | Py MCEREE W C-T IR, T 403
Wz DFIE H #Rk Py-MCIERZ & A5 e S gl
(A7) | BerMC IZREE (4 DT, LO/MS/MS % 1,500 T
BE Lz- MO Z &+ -l Wit { )
LEEE L, IIPLC R AT | (2007)
14 mp/L O 23CTAL | MS R34 R a-pi- 1L,
¥ AT T )
FH, R 590 Wm? ¢
120 BefHREH L/,
C-2 | ARearfR BEEE | # 14 ppm O 25°CC7 7 | HET 104
(F7 vz KB 927 (20WE 7 cm (0824 | BEEEWK E{k 4050
HE G b AGHNT | mWiem )b 58 HREIEES, AfF [01 B
A - W H #h7K Eff 231 H
[l v Z{& 178 B {1995)
(xTWIERRE) Mgl Lamus,
-3 KBS HEAEE, | Py-RUF Bz “C k4811 | MEWREEARTO 55 HED K 407
A iE LWEY | ppm MR L. SEEEAK, B | BIZ 14911 Tho, kR
BE | (EEDERX) B | EEER, BEEE kD 3 | B A30T A Ch ol
HmA | EHOKET SR BR] ABRID | B2 Bk, i@ i m
FEBL. BEERHLE, mOK>BAEEEm K- A | (1005)
BAROIETH -7,
kOl - MER IR
TLC BUF ARG ORIEET o< | BT T B/Z B850, SR
FFT7 =TT o, FEAYERO O s,
TE T Bz £k S
. \ i, Py %
B0 Ky
WA XL,
C-4 AL - FIEA RN ALY # 5.2 ppm OREHE | N TERMBAIZHKLT, 1 BT 410
$HUTIZL B 11 em. 136 mW/em®, 18 | TE#i(# 1L.3TANT# L. 18 H:RY
BE | ko BERAMA L /o, I MHEED 1.5% 58 | (1994)
L./,
KEA¥ : 494 ppm kERHE | RESEEH TRV T, 45 B
2 224 BRI g8 L 7m. TEHE(LA 18607, 224
D¥R#% 8. 7% FE L7,
C-l | hEEmF ST | 0.00331~4.99 u/mL 0 E & | MR (Kees) 412
1% SEL BB FIL, E £ 7.51-45.7
ZRUT AR FREREE{EIT- Z ik 3.78~22.9
7. IR B EHRE (Keoo) ©
E & : 125~1270 {1995)
Z{E; 215838
C-8 | EitE = B JEERE A, RERE . RBERKDREURATOBRE L 415
0.5 mg/l. G005 mg/l, &F | T— 2 CHB LI,
BEHM 28 HRY, PERER - 4 | I8 0 BCFss . SBEK 9
A0, A SER 44T HRER 10 (2008)
SHE | GfHERE 16 [ B ZiRO BCFss : MBEER 3
REBRWBIT RIS A L EREK <13

ERELL T

4 HRECEaicim X hir,
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FEPHEBINIBRICRDEF B L OB OB/ IT ML LER NSt HS,

<{\lioyieth BE>

FH 3 b (BEER) L F4 HEX
pyriminobac-methyl | methy] 2-(4,6-dimethoxypyrimidin-2-yloxy)}-6- G
KIH-6127 {1-methoxyiminoethyl)benzoate NOCH,
KUH-920 COOCH, o_cqy,
{4
il
=
O—CH,
) . . HC  O~CH,
E-isomer methyl 2-(4,6-dimethoxypyrimidin-2-yloxy)-6- R :
(E)-(1-methoxyiminoethyllbenzoate 7
N 000K, ooy
Hiam }
R/
*<N_ (
0—CH,
Z-isomer methyt 2-(4,6-dimethoxypyrimidin-2-yloxy)-6- HE N
N
(Z)-(1-mcthoxyiminoethyl)henzoate 0 CH,
00, o ¢y,
N
o N
_<N_
o—CH,
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AERH RSN AT RICBLEF] B LONEORERRVIT7T MEFE T Rk ®h D,

it

Er (B

A

#,

g
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AERH REHSN T ERICRIHERN B L OB OB 737 A2 T 25X athich s,

IER

FPF (RETT)

‘“f.—;':'?l
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AEN B SN SR ITAESHERN B LW ROBRE ST M55 L ER ST,

K 3R B (AEF) b4 s
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ZEFHCRH SN ERICRDER B L OCNEO BRI ZIT M E T REER SIS,

<EARBIS HO TR OS>
EU L8y 7 AFADEREMRRIL, TRONETER LER e Ao,
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AFEHI RSN B RIRIEN B LRSS O R LR II7 ML T LEKAS HIIHD.
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AR ERINA T FRIEDEN B L ONEDCRER I MEE LA /IS D.

(1) BWiEmEMRER
1) D, HEE R O A (%%
(FHB—5)
REHERY
Wi EMERE 19955

AR L O - AR TITUCHNRRKIA-6127 AR AR E4 . IOEFRTRS L., #0510
THRE AT,

{bZ4  methyl 2-(1,6-dimethoxypyrimidin-2-yloxy)-6-{1-mcthoxyiminocthyDbenzoate

E IV B [2-110] MEBKIH-B127- Bk [Py-uC-KIH-6127 Eff & Bg4]

ST HE
P8 N K |l b ey
e~ OCH,
N
COOCH, 5_cp AR
3
N
o—d/
=
O—CH3
b BHIE
TSR M
H,C
—N
Y
0—CH,
COOCH, n_apy
N 3 * | S
O——J’ \
A
=
O0—CH

Ay E YR [U-1C] BEKIH-6127- A [Rz-14C-KIH-6127 Fi& LB+

Lt aE
&Rl SipFER 4
HC ~— O—CH,
=N
COOCH, oy, AR
N
o—( N
=
O=CH
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AERH TSN B RIBIEN B LONENERR 737 MEF L EERAS®HIZHD,

AR [U-14C) FERKIHA-6127- Z4K [Bz-14C-KIH-6127 2% S8 1]

bt EE
Hat b F 88 E
H.C
—N
‘o—cH
3 % . g
COOCH; g, PR E
N
o—d
=
0—CH,

LT, ¥ 1V BEMKIHBI12TOEZ=4 1 REW A Py-H#C-KIH-6127, XV U R
B KIH-61270 B Z4~4:1ik G ¥ % Ba- B C-KIH-6127 + 24,

Y Fischer® (F-344) M7 o~ F (B~98#) . REPEMEE (WMo s) (d54£4
BE, oA A CHRHIE  H 14688
RBRAE
FRERAE DR
TR ot (4CHE) 7w MR Era gy BN

W1 (Py) o 5 mgkg 3

d28E (Py) 0 mglky 3

w38 Iy) " dmgkeg 3

ik, e EARE (Py) ' 500 mgke 3
R FELHEE (Ba) e 5mgkg 3
E6#f (Ba) o 500 merkg 3

ET78 (Bz) it 5 mg/ke 3

HBEE (B2) 500 mg/kg 3

W18 (Py) ” H mgkg 4

F28E (Py) 500 me/kg 4

FIEF (Py) " 5 mgkg 4

PR, SRR, PR FAHE Py) 500 mg/kg 4
HERER (BEfRE) H54f (Bz) ” 5 mgkg 4
H6H (B ) 500 m/kg 4

F 78 (Baz) " i mg/kg 4

F 8/ (Bz) 500 mg/kg 4

R, P, BT 168 (Py) " o 3
BLERR (i) 2@ (Py) mg'kg 3
18 (Py) HE 3

i : T2 (Py) L 3
B+ R ER 5537 (B2) H o mg/kg 3
AR (Br) e 3
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AEFHC T RSN BRI B LUNBO BRI 737 ME P LERRSfIZHA,

PETEH BEE (MCHE) F v MR B8
FERR PN R R S 18 Py
(Be51%, 6, 24, 168 BHE]) W2 Py 5 mgkg
E3E Py
FAR (Py)
FOE (Py) 500 merkg
FHOHE (Py)
BT (by)
HEHE (Py) 5 mgkg
FO®E (Py)
108 (Py)
1L Py) 500 mg/kg
128 (Py)
% 138 (B2)
%148 (Be) 5 mgkg
% 15 4 (Bz)
W16 EE (Bz)
W5 178 (Bz) 500 mg/kg
% 188 (Bz)
F19% Bz
F20H Bz 5 mgke
E21EF B
W22 4 (Bz)
Fi23# (Bz) H00 mgky
248 (B2)

&
i

c REFRLGHEHEBCESH A TB I bmg/kgCRAMRTR S L, BE5%THIZERLS Y
FRILRSETHRBEORS L, o, TGO~ OHEMIT THAR CRO bhizh-
T, AR T LR LA oz,

FIEAE VUMM TREAT LS, RBRICH L, SRSas~1T8HMRA L, ok
BEHRIZT A, BE#, ®0& By - PN CRMIICHAT Lk,

#® B FERLEESY (RERTIIHFERLSH) %, Smg/3 TMBy/SmLAkg /it
H00mg/3. TMBy/SmL/Ake ¢, = —Mic R LT, o5 L7s, BRSE6FR LG
IR UME K Lz,
£S5 (5mgkg) RUEEES (A00mg/kg) BOSKEHESMEMSHERAR THEYE
Enifr Sz 50ppm (8 T3.8mg/kg/day, # T4 Img/kg/day) & HEERMEI N
7=0000ppm (H#EC378me/kg/day, HET413mgrkgiday) 3Rz L7z,

AR ;
T W VEREE - RERIRA DL BRI 1200 M & THRE L, M4 Mg oA E
#HE LI,
2. WROEPERE L ERNARFEER (B R, BN 5® S, 24 BRR, LIK24 ]
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FERHTERINABRIBIFELOCNEOBRTRIITME T LERRSHIZS S,

fEET 168BFMIE CTHRERUAHERZAE L, r— VRS bERLUE. RRET
RElZ T b RRBRSES A, AR U RIEBEIL LD AR EELR -, K
FRGCBT LR, EBDHMATRNBRERT BEFIREGOES LRRICEE L.,
3. BRI HEM  BEEII =2 — LAER, R—A v A=A L, E51%48 1M E
TR CIRAEERLE, £, R, ELERLE,
4. MARNBIE R %e . 24 BFR. 168 BERIRIZ T o MR B, ML,
Bl - BARAFEE L CREL EHiICKHEERRIE L.

WHEOHIE | RiIBKTHERE, BB -Fl—arpvrv— (L8O THELS,
2, i, %, BBEEREEAEZMA, LTI UHMAL T, LSCTHIT L 7=,
¥ R, B, Iy MR TR, BRO—MoRSHEEs AR Uit G
FA— 6 THE)

REBERER

L) WU - Pt

O F R

G—1 bmgkexsbet (—1)
Py-11C-KIII-6127 % % W3 Bz +C-KIH-6127# Mk 7 & - i2 hmg/kg THEIF L &5
IR VB oo miR, T EGHERE DR TENAT A=Y —FWRITRT.

ST Ak Py-1C-KIII-G127 B 5§ Bz-14(-KIH-6127 & 5 8f
i i i3 I
i 'S 6 10 3] a8
Tm: s
max(hrs) A 5 10 G m
Cmax i 7% 0.94 1.00 0.71 0.96
(# g cq./mL) i 4% 1.83 1.61 1.33 2.02
1A
t 1/2 o (hrs) oy 11 - - -
JIikES 2.5 2.5 2.2 1.9
t 1/2 g
B @ays) [y 2.1 27 19 20
AUC(0 =) 1 7% 38.3 41.3 290 37.2
(g eq/ml) 1 B 62.6 63.4 47.9 63.8
- B EE

PEORERL Y Py #C-KIH-61278H 5 TITHEE H ST A — & — BB/ 1150
O LA he ol Be-MC-RIN-6127#: 5 T iR, mEEo Cmax, AUCD-o) o F50s
T, BECLI~15 (5 ThD ., HRECATOERREDLNRE, Ik, HTEhim
R RERIE2~3A T o7
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AGEHI RSN HERITRAEN B LURNEOBTLIE 737 1% LEMRKR SIS,

O—2 500mgke® 54 (R—2)
Py UC-KIIT-6127 3 % W 3Bz 1C-KINT-6127 28/ 5 o~ 2 500mg/ke THIDIREE &
ko Eansmim, M REEREORR HEMN AT A —F — kKT Ti,

RS Py-11C-KIII-8127 #5-2f Bz-1C-KII-6127 #% 5
i3 13 M i3
i % 6 6 6 6
Tmax(hrs) T 5 5 1 G
Cmax k(g 103.14 10918 88.17 139.05
{1z g cq./mL) i 4% 163.03 157.455 156.10 201.85
2o i - - : :
t 1720 (hrs) - ) - - 13
) ) ki3 2.9 2.7 1.9 2.1
t 128 (days) —ny 2.1 24 18 22
AUC0-0) ik 4930 5690 3780 5580
{ng eq./mL) i #§ 6620 7520 6020 8160
- RO

EREDE Y, Py 11C-KIH-6127# 5 TR JiFr AT A — 7 — [ LiELAHETES S
nAphsn o d, Bz-HC-RIT-6127#H% 5 T3k, Mo Cmax, AUCH-)os\\ T,
HEFITERE D13~ 16 Th o, RICHToOENEhons, 4, HEeshnzuF
FREIIZ~3H THD, KRESEORA L ZERBECH T,

(HE

@—1 HERSGCOR, #, BRI ~OHLE CERE R

@—1—1 amgkglilinl#58 (F—3)
Py-1C-KII-6127 3 3Bz *C-KIH-612T2# MM T » MoSmu/kg CHFIR 15
L, B, BRCEZR~OHMIZSUTRE L. TRROBMEEZE, FRA~D PR T
8 P SR S R S TN s R il
WHORIZTRTID | ZERTEOE VLA ROB VT, L LED LN -
FoNs, PR Z IV TR P AR M > . EDEEMR M < BE T D | MR 08
ERaLr b 4V halt
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AERHI RSN TFRIIFmAHEN B IUREOBRIIZIT7 MEF LERA SIS,

e M REIC R T A%

T Py-14C-KIH-6127 # 5.8 Bz-4+C-KIH-6127 # 5 #%
Bt i e i3
R (0~168hrs) 34.0 12.2 33.9 48,2
# (0~168hrs) 58.3 16.5 62.4 49,3
FEf (168hrs) 0.2 0.3 0.2 0.0
Ar— YRR 0.5 t.5 0.6 0.4
=) it 93.0 0.5 97.1 97.9

@—1—2 500mg/kgHEFES#H (F—4)

Py-14C-RKTH-6127 S A\ it Rz 14C-KIH-6 1272 MR o | fZ500mg/ke T HEOEE O K
5L, R, Z~OHiconTRE LE-ER2EREICTT,

BH IR ST 5%

% B Py-1C-KIII-6127 % 58 Bz-4C-KIH-6127 ¥ 5 4%
i gt )i i
# (0~168hns) 35.3 51.0 36.5 49.7
# (~168hrs) 53.0 458 56.2 38.7
JeiA (168hrs) 0.8 0.6 0.3 0.5
Ar— AR 1.5 1.6 0.5 28
& 2t 91.3 99.0) 93.5 915

oy, ERAEOEVIZL DHBEOR T, @Ml LIS SR o A,

AR R I J T R PR (I > B, PPkt IE<HETH 0 MR EGRD
BdT,

@B—2 REHRSTOR, BEORBREENBTE
Smg/kgR @R HEE (k—5)
WED v MOAERKIH-GI2T26 R MK ERE DRSS L, 5% 7 11T Py-1C-KIH-6127

oy \ﬂ.:th-i4('}-1‘&11—1-6127ﬁ_’ﬁmg;’kg'f‘%@ﬁ L L. B, e ~OBEEir B+ 5 &3t
BREREO LT,
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FEFH_ERIN R RIBIER B LORNE O BLIII7I7 MU P TEARRSHIZHS,

BAEHHEIHTH%

I Py-1+C-KIH-68127 & &8 | Bz-1C-KIH-6127 58
CEA .
M [iv3
MR (0~168hrs) 49 4 461
# (0~168hrs) 497 455
ik (168hrs) 0.5 (.2
Ar— SRR 0.7 1.0
& o 93.3 92 8

R R O R G CENEBRIZT, REVEBOROICE S HABD R, T
MR & GRS L B L TESRD LR w o 2o NEESILL D
Pet ~OFEIT NS LB L,

3 A7 BE

2)

2)

smg/kghilnlF¥ 54 (X—6)

Py-11C-KIII-G127 2 5 W EBz-C-KIH-61277 #HE = » | iZhmg/kg CHPEIFE Lk S5
L. &5%A8RE O, R, #~0ft L, WHWILERNGHERETOBEREER
R LR EmRERIL T,

EEBHEEIINT 5%

- Py-14C-KIH-6127 # 54 Bz-14C-KTH-6127 #& 58
i3 i3 38 ¥
AR (0-~48hrs) 65.4 59.6 70.7 55.8
R (0~48hrs) 21.3 20.8 19.5 29.8
& (0~48hrs) 0.4 0.2 0.2 0.2
BIEAAEY (48hrs) 7.3 5.0 1.7 6.3
Btk (48hrs) 3.0 6.1 3.0 3.5
PeilZds (0~48hrs) 89.7 86.5 93.2 88.6

WELE & b RPN OB ORI RITTIRE AEBIIED L o N, mERA
T B &L WIZRPEEBILEFEEADBDL R, RIRBUIERELELEGFTH Y,
FR LR S RONW% TH 2Tz,

AAT

Py-14C-KIH-6127 &5\ % Ba-C-KIH-6127 &M T » b i” Sme/kgE 713 500mg/
kg THIHR G L, 851 6 KB, 24070, 16815 EICHBAIRH R (ug/s) RUY%
MR (RHED%) OBERIT,

—1 bPmgkgfbst (R—7~F—10)

Py 1MC-KIH-6127 2#EMHET o MIhmg/kg CeE LA Tt BB BEER I R O i
HEHEDEERD LT, LA VOBE RS R e BRCREmBEA L, MLT. F
AR L 0@, BEFRETHD, BOEEA LOBBITLEL DK -
7o HOHBSIRE R OV A EITRENICE Y L, BS%I168I5H I 2T oM BT
MEFETREL T Chor (F—7. £-8) . BTHICSHECEH 5 ERENH T



BB RS S EEAEN B LUNANF LI 737 b F L E RS HILhD,

RS » b & BIZ021%U T Thot (R—9, £-10) ,

Bz 11C-KII1-6127 #MEMET » MiobSme/ke T &5 LB & T, MR ER L
MUS B4 #S Li-Py-1uC-KIH-6127 S tHIFABOBRL T L (K- 7.4 8),
¥ G %168 RIS 5 BABEN I RIS » F 2L 0 13% T Th 7 (F—
9, #—-10) .

-~ 2 500mg/kettHBE (K 11~4& - 14)

Py-4C-KTH-8127 %M Z v R IC500my/kg GG L84, RARBEERERUSMICN
ENRMEDCETRDONT ITLAVYOMBARVOHENGRE Th o 5% 6 FFEIc R
AT L, HBE, TR, BB, AR CEAEDIIMmEL ¥ &, 1213
MATHD, hoid A oM L g o/, BEERER U T BITREY
o U, 5% IR RIS 2TOMBAREEEOI3%EL FIoRH L (4—11.
®—12) , BHRIGBEFHICIS T2 COMBAS M FIIMRET » F 2 LI 01T%L T
Ttz (R—13, £—14)

Bz-11C-KII-6127 # MM T » b i2500mg/ke ™ # 5 L/, #BNBTEREILE R
mE&H LI Py-BC-KIH-6127 S ITITFAED R L L7 (&-11, £-12) , B5%1
GREFMNZ BT D BN TEMMMET v P BIC 0L IB%RLL T Th A (F—13, &
—14) .

PAEDRESR, BESHT, MAEEOFEME~OSMITEL< . L 0EE LEeh T
droode, fE- T, Py-HC-KTH-8127 &} Bz-4C-KIH-6127 ¢ 5mgke K IR500meke
VPO S, LB TE-EB-OBRMITEGCEEL BN,

3) o

HEB— 6 THSE
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AGEENIRBINEERIBOHERN B L CRNEO BRI 7 M5 LER K 2HIZHD,

# 1 Py-""C-KIH-6127 F 7213 Bz-"C-KIH-6127 £ BEHE T o MC S mg/kg OIS 10450} 5 Mhk, Mgt

AT e IR (CEHIE)

u g MEH mL
Py-"'C-KIH-6127 Bz-*C-KIH-6127
3 it H li:o

g [ IR 1 4% 1L iFE i3 ik rim 4t ifin 7% 4
154y 0.26 0.70 0.36 0.86 0.22 0.49 0.53 1.20
3047 0.40 0.84 0.52 1.21 0,42 0.87 0.63 1.23
1 B0 0.45 1.01 0.66 1.42 0.44 0.87 0.69 1.34
2 B5 R 0.62 1.31 0.84 1.73 0.57 1.17 0.92 2.14
4 KSR 0.84 1.75 0.80 1.79 0.64 1.23 0.94 1.98
6 R0 0.94 1.83 0.71 1.47 0.71 1.33 0.96 1.52
8 [ 0.74 1.51 0.84 1.42 0.61 1.06 0.83 2.02
10 B 0.77 1.46 1.00 1.61 0.66 1.22 0.80 1.51
24 R4 0.32 0.55 0.37 0.51 0.28 0.46 0.35 0.52
48 B F 0.20 0.32 0.20 0.26 0.15 0.24 0.21 0.30
72 B 0.14 0.22 0.14 0.20 0.10 0.17 0.15 0.24
96 714 0.10 0.16 0.10 0.15 0.07 0.13 0.10 0.16
120 FFA 0.09 0.12 0.09 0.12 0.06 0.08 0.07 0.11
T1/2 e (hrs)y* - 11 - - - - - —
T1/2 4 (days)* 2.5 2.1 2.5 2.7 22 1.9 1.9 2.0
AUC(O-2) 38.3 62.6 1.3 63.4 29.0 47.9 37.2 63.8
(z eq*hreml)

*TIR it 824 hr F— 5, TI231148-120hr 77— # A3 B

#2 Py-"C-KIH-6127 E 7~ i1 Bz-'"C-KIH-6127 2 MEHE T » N2 S00 mg/kg R 1R 5405347 4 ik, Mg

T E S (SEE)
pg HH mL
Py- 'C-KIH-6127 Be-"C-KIH-6127
e i bl It
Fep 4] I #% JTR::4 Pk 1 8% i 1% ifin 4 1 7% i3
15 4% 24.67 61.83 23.65 46.61 12.60 68.44 32.33 62.43
30 47 43.54 80.72 37.19 72.94 51.74 103.28 53.00 104.23
1 FER 60.03 11606 | 5145 R2.85 72.15 13536 | 68.47 111.90
2 B RS §3.21 151.48 71.47 11859 | 79.54 152.88 | 100.06 | 131.20
4 B5 R 90.44 151.66 | 101.60 | 157.25 | 87.51 156.10 | 124.80 | 186.29
6 FE [ 103.14 | 163.03 | 109.18 | 157.55 88.47 14568 | 139.05 | 201.85
8 B RS 9536 149.75 | 10738 | 150.21 67.11 11285 | 12309 | 186.72
10 A 87.18 13247 | 10619 | 15031 82.27 14443 | 10695 | 159.67
24 47.28 68.53 53.65 73.40 42.22 64.73 57.69 79.29
48 IR 22.42 34.97 27.67 40.65 21.14 33.86 31.02 45.05
72 BEE] 18.76 24.07 23.07 27.54 14.74 21.35 21.31 3121
96 K51 13.45 17.03 16.83 21.66 9.40 13.69 15.57 21.83
120 B RS 11.23 1332 13.17 16.57 7.14 10.56 11.45 17.59
T1/2 & (hrs)y* — 14 _ _ _ _ _ 13
T172 8 (days)* 2.9 2.1 2.7 2.4 1.9 {8 2.1 2.2
AUC(O-20) 4930 6620 5690 7520 3780 6020 5550 8160
(ueq*hr-ml)

*T120 1L §24 hr F— 4, TIR BT 48120 he F— ¥ 5B L
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AEEHIRIE SO EBRIR SN B LURNEORMRA 717 MEF LRSI,

#3  Py-"C-KII-6127 E724d Bz- *C-KII-6127 A MEHET » 1O S mpkg ORS00 5 RROERH:

itk =g (SE2{E)
Heihad (B 5 I EEIZ AT 5 %)
Py-"C-KIH-6127 Bz-“C-KIH-6127
iz i3 i i3

B K £ A R % 3l R -3 HEl IR % aat
0-8 138 ] 00 [ 139 [ 170 [ 00 [ 170 [ 154 [ 00 1 154 [ 232 | 00 | 232
24 309 | 482 [ 790 [ 370 [ 352 [ 7210 [ 314 [ 534 847 [ 447 [ 452 | 899
48 330 | s69 | 900 | 409 | 449 | 858 | 330 [ 613 [ 942 | 472 | 486 | 9538
72 335 [ 580 [ 915 [ 417 [ 461 | 877 [ 334 [ 620 [ 954 | 476 | 401 | 967
96 337 [ s82 [ 919 [ 419 [ 493 [ 882 [ 336 [ 621 | 957 | 479 | 492 | 971
120 338 | 582 [ 921 [ 420 [ 464 | 884 [ 337 [ 623 | 959 [ 7481 | 493 | 97.3
144 339 [ 583 [ 922 [ 421 [ 465 | 886 | 338 | 623 [ 962 [ 482 | 493 | 975
168 340 | 583 | 923 [ 422 [ 465 | 887 [ 330 | 624 | 962 | 482 | 493 | 976
BiE L~ o2 | = | = oz | = | = Jo2l| = | =1 oo
{168 hrs)

r—3

BV — — 0.5 — — 1.5 - 0.6 — — 0.4
{168 hrs)

R .

ok 93.0 90.5 97.0 98.0

#£4  Py-"C-KIH-6127 V=% Bz-"C-KIH-6127 A MEHE 7 » H 2 500 me/kg 8 Q508 5 RROEH

HEi g (FEHE)
PeiiE ks (B 5 HUOREEIC X5 %)
Py-""C-KIIL-6127 Bz-""C-KIH-6127
HE B Jiis e

i) & ® | &% | R & | &3 R ¥ | A3 b # | OFt
0-8 9.3 0.0 9.3 R.1 0.0 8.1 9.4 0.0 [ 94 | 125 1 00 [ 125
24 200 | 381 | 67.1 | 382 | 246 | 627 | 324 [ 418 | 739 [ 378 | 185 | 563
48 336 | 513 | 848 | 482 [ 409 | 89.0 | 356 | 542 | 898 | 472 | 337 | 808
72 | 346 | 529 | 875 | 497 [ 446 [ 943 | 361 | 555 | 91.6 | 488 | 37.7 | 864
96 349 | 534 | 882 | 502 | 454 | 956 | 363 [ 558 | 922 [ 492 | 384 | 876
120 350 | 53.6 | 88.6 | 50.6 | 456 | 96.1 | 364 [ 560 | 924 [ 494 | 385 | 879
144 352 | 538 | 890 | 508 | 457 | 965 | 365 | 561 | 926 | 49.6 | 386 | 882
168 353 | 539 [ 89.2 | 51.0 | 458 [ 96.8 | 365 [ 562 [ 927 [ 497 | 387 | 883
LS

(168hrs) 0.6 0.6 0.3 0.5
b3

B - — 1.5 — - 1.6 — - 0.5 - - 2.6
(168 hrs)

#m

% 91.3 99.0 93.5 91.4
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ARG BRSNS R RANER B L UREOELIIZI7 A5 LERK Iz,

#5 TR KIH-6127 2T o« Mo Smgked | B 1A 6 BERUESHE, HE#%

7 HiZ Py-"*C-KII1-6127 F 7-¢d Bz-""C-KII1-6127 5 mg/kg & A& 1T 5R

R O BRIl (KT fE)
Pedi il (Bt G HEEIC X4 4 %)
Py-"C-KIH-6127 Bz-""C-KIH-6127
B R # &t 7 % &%
0-8 19.4 0.0 19.4 18.0 0.0 18.0
24 45.0 35,2 80.2 41.6 38.0 79.7
48 47.9 41.4 89.3 44.7 442 88.9
72 48.6 423 90.9 453 45.1 90.4
96 48.6 42,5 91.4 45,5 45.3 90.8
120 48.9 42.6 91.8 458 45.4 91.2
144 49.2 42,7 92.0 45.9 45.5 91.3
168 49.4 42.7 92.2 46.1 45.5 1.5
B %168 hrs) - - 0.7 - — 1.0
= VR - _ - —
{168 hrs) 0.5 02
K= . _ _ _ o
R 93.3 927

#6 Py-"C-KIH-6127 £7213 B *C-KIH-6127 Z Wil » 12 5 mgkg #E LB 508317 2 R RO R HE

i3] CE#I{E)
BEMER (o 5 RBTEEIZ 2P B %)
Py-"*C-KIH-6127 Bz-"*C-KIH-6127
sz i3 e i
i [ [ R O] &k [ B [ R [ ¥ [mid ][ R | & [ M| R | &
0-2 14.9 — — 9.4 — - 19.8 - — 6.6 — —
4 300 | 53 — 280 | 209 — 39.8 | 6.1 — 155 | 42 —
8 490 | 14.9 — 533 | 153 — 573 | 132 — 31.7 | 128 —
24 619 | 195 [ 02 | 590 | 203 | 02 | 662 [ 171 0.1 507 | 267 ] 02
48 654 | 213 [ 04 [ 596 ] 208 ] 02 | 707 1 195 | 02 [ 553 [ 268 | 02
HiEE
R | — - 7.3 - - 5.0 — — 1.7 — — 6.3
(48 hrs)
BE A
(48 brs) ~ 3.0 - — 6.1 3.0 — — 3.5
fﬁ - — 97.4 — 91.7 — — 95.3 - - 95.1
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AGEHI RS SH - HRIEAEF B LUPRNEOBFE 73T LER RS/ h A,

# 7 Py-""C-KIH-6127 F /263 Bz-*C-KIH-6127 285 » FiZ S mg/kg B O R HI10350) & MR &

(i)
pgE g
Py-""C-KIH-6127 Bz- C-KIH-6127
FHAG N R 6 hrs 24 hrs 168 hrs 6 hrs 24 hrs 168 hrs
i 3% (/mL) 1.15 0.47 0.04 1.43 0.41 0.03
1L i (/mL) 0.62 0.29 0.03 0.75 0.25 0.03
M K 0.05 0.04 0.03 0.07 0.06 0.02
HRE 0.02 0.01 <0.01 0.02 <0.01 <01
N 0.02 0.01 <0.01 0.02 <0.00 <0.,00
T &4 0.16 <0.16 <0.19 0.19 <0.15 <0.12
AN £k 0.06 0.02 0.00 0.05 0.02 <0.00
IN— T — 0.11 0.05 <0.01 0.12 0.05 <0.01
EK e 0.18 <0.09 <(1.08 0.23 <0.11 <0.07
TR 0.12 0.05 0.01 0.13 0.04 <0,01
TR s 0.20 0.07 <{}.02 0.16 (.05 <0.02
it AR 0.08 0.04 <0.01 0.09 0.02 <0.00
O 0.18 0.07 0.01 0.19 0.05 <0.01
Bk 0.24 0.11 0.02 0.28 0.08 0.01
[ 1.98 0.34 0.04 2.66 0.25 0.03
Il 1.03 0.27 0.03 1.63 0.22 0.02
S 0.14 0.06 <0.02 0.17 0.04 <0.02
[ 0.14 0.05 0.01 0.14 0.03 0.01
E Bt 0.17 0.05 <0.01 0.16 0.03 <0.01
SR 0.11 0.02 <0.00 0.12 0.01 <0.01
foy € fa R 0.13 0.04 <0.01 0.12 0.03 <0.01
B ih 0.06 0.02 <0.00 0.06 0.02 <0.00
i & 0.18 0.11 0.01 0.22 0.08 0.01
A5 0.17 0.09 <0.04 0.22 0.07 <0.04
RERRE Y LooS 0.90 0.07 <0.02 0.73 0.05 <0.01
B 0.17 0.07 0.01 0.13 0.05 0.00
K s 0.18 0.07 0.01 0.19 0.08 0.01
BIT 37 1.32 0.09 <0.01 0,20 0.03 <0.01
= 3.39 0.10 0.01 3.40 0.05 <0.01
fINT 5.23 0.28 0.01 5.11 0.14 0.09
iz 0.42 1.20 0.02 1.26 0.77 0.17
PN ] 0.32 1.27 0.04 0.52 0.50 0.19
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AEEH RSN E R RO BELOARO QLI II7 M F TEKRASLIZHD.

£8 Py-"CKIH-6127 713 Bz-"C-KTH-6127 2 M 7 » b IC § mp/kg B U ES 1081 5 ARPERE

(i)
ugBE g
Py-"C-KI11-6127 Bz-"C-KIH-6127

R R 6 hrs 24 hrs 168 hrs 6 hrs 24 hrs 168 hrs
1L ¥ (/mL) 1.46 0.39 0.06 1.56 0.45 0.05
1 #E(/mL) 0.76 0.23 0.04 0.91 0.25 0.03
fiiTg 5 0.05 0.03 0.03 0.22 0.03 <0.02
A 0.03 <0.01 <0.01 0.03 <0.01 <0.01
/)i 0.03 <0.01 <0.01 0.03 0.01 <0.01
RE S 0.30 <0.09 <0.10 0.19 <0.12 <0.11
HE Rk 0.08 0.01 0.00 0.07 0.02 <0.00
N A — 0.17 0.04 <0.01 0.17 0.03 <0.01
IR 0.20 <0.08 <0.11 0.24 <0.12 <0,12
TR 0.17 0.04 0.01 0.14 0.04 <0.01

FYH YD oS 0.19 0.05 <001 0.15 0.05 <0.02
g B 0.11 0.03 <0.01 0.10 0.03 <0.00
Lok 0.24 0.05 0.01 0.21 0.05 0.01
A 0.32 0.08 0.02 0.30 0.09 0.01
B 1.80 0.23 0.03 2.15 0.23 0.03
R g 1.32 0.29 0.05 1.29 0.30 0.04
| B 0.23 0.05 <0.02 0.19 0.04 <002
R 0.16 0.04 0.01 0.14 0.03 =0,00
i 0.16 0.04 0.01 0.23 0.03 <0.00
EREN ] 0.13 0.01 <0.01 0.13 0.02 <001
BEEV 0.17 0.05 0.01 0.16 0.04 <0.01
iekiain) 0.07 0.02 <0.01 0.07 0.01 <0.01
g 0.22 0.06 0,02 0.19 0.07 0.01
o 027 0.06 <004 0.26 0.04 <0.04
HBMNRE U /3B 0.42 0.08 <0.02 0.62 0.07 <0.03
[T 0.35 0.09 0.01 0.39 0.09 0.01
T 0.37 0.08 0.02 0.30 0.09 0.01
& 1.98 0.05 <0.01 3.63 0.07 <001
N 3.24 0.09 0.01 5.53 0.11 <0.01
5 2.56 0.47 0.02 1.19 0.56 0.02
K& 0.79 0.34 0.02 .61 0.32 <(,01
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BEBHIRLE SN RIZBROHRN B LUNEOBRR 77 MEF LR S HITHD,

49 Py-"C-KIH-6127 £7:12 Bz-*C-KIH-6127 &85 v M- 5 mg/hkg FOH 5 LB oirH

Nk (CEEE)
PATE (b HREECRT 5 %)
Py- *C-KIH-6127 B.-°C-KIH-6127
R\ HERT 6 hrs 24 hrs 168 hrs 6 hrs 24 hrs 168 hrs
% 0.79 0.40 0.06 0.96 0.34 0.04
N 0.00 0.00 0.00 0.00 0.00 0.00
N 0.00 0.00 0.00 0.00 0.00 0.00
i 0.00 0.00 0.00 0.00 0.00 0.00
IREE 0.00 0.00 0.00 0.00 0.00 .00
m— & — ] 0.00 0.00 0.00 0.00 0.00 0.00
R I 0.00 0.00 0.00 0.00 0.00 0.00
T 0.00 0.00 0.00 0.00 0.00 0.00
[ 0.00 0.00 0.00 0.00 0.00 0.00
Lol 0.01 0.00 0.00 0.01 0.00 0.00
Hifi 0.02 0.0l 0.00 0.02 0.01 0.00
R ik 1.0§ 0.28 0.03 1.52 0.23 0.02
R 0.15 0.04 0.00 0.24 0.03 0.00
I 0.00 0.00 0.00 0.00 0.00 0.00
AL, 0.01 0.00 0.00 0.01 0.00 0.00
RS 0.10 0.02 0.00 0.12 0.02 0.00
AT 0.44 0.18 0.00 0.43 0.13 0.00
i 0.78 0.48 0.06 1.00 0.39 0.06
T E 0.05 0.02 0.00 0.03 0.01 0.00
¥ L {x 0.01 0.00 0.00 0.01 0.00 0.00
BN 9.06 0.43 0.03 7.67 0.05 0.00
B P 51.70 1.28 0.06 46.57 1.16 0.03
SN EY 048 6.29 0.21 3.09 3,88 0.03
KGR 0.12 2.70 0.18 0.00 5.4 0.00
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A FH B SN R IR DEF B L UNEO SRR 73T E T A% EHIZH D,

#10 Py-"C-KIH-6127 % 7=id Bz-*C-KIH-6127 & HET » M T 5 mykg R O#E L /-BoEggER

Ok (T-154i)
AR (B EHHEIC T 5%)
Py-*C-KIH-6127 Bz- "C-KIH-6127

#H R~ R A hrs 24 hrs 168 hrs 6 brs 24 hrs 168 hrs
M i 0.96 0.31 0.06 1.16 0.35 0.05
N 0.01 0.00 0.00 0.01 0.00 0.00
N 0.00 0.00 0.00 - 0.00 0.00 0.00
T 0.00 0.00 0.00 0.00 0.00 0.00
ARER 0.00 0.00 0.00 0.00 0.00 0.00
A — 0.00 0.00 0.00 0.00 0.00 0.00
Bk IR 0.00 0.00 0.00 0.00 0.00 0.00
b A i ' 0.00 0.00 0.00 0.01 0.00 0.00
Hiy i 0.00 0.00 0.00 0.00 0.00 0.00
Lo 0.02 0.00 0.00 0.01 0.00 0.00
A 0.03 0.01 0.00 0.03 0.01 0.00
BT 1.00 0.19 0.02 1.10 0.19 0.02
ETE 0.21 0.05 0.01 0.20 0.05 0.01
BB 0.00 0.00 0.00 0.00 0.00 0.00
[T 0.0! 0.00 0.00 0.01 0.00 0.00
H NGRS 0.13 0.02 0.00 0.12 0.02 0.00
A BT 0.60 0.15 0.00 0.52 0.12 0.00
& 0.94 0.28 0.10 0.84 0.32 0.07
HRE 0.00 0.00 0.00 0.00 0.00 0.00
PX 0.01 0.00 0.00 0.01 0.00 0.00
ElSE 2 3.64 0.12 0.05 6.29 1.46 0.08
RPN 43.82 1.25 0.00 47.76 1.67 0.13
SRR 4.89 3.54 0.08 1.99 3.29 0.09
N AE 7 0.39 246 0.04 0.29 147 0.09
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AN ERS NI R TR A I B ONAO B 237 Mg TSRS IS,

F 11 Py-"C-KIH-6127 £ 77 it Bz-""C-KTH-6127 2l T » R 12 500 mgkg LB SIS

M IRE ()
ugtiE g
Py-"C-KIII-6127 Bz-""C-KIH-6127

FR N R ] 6 hrs 24 hrs 168 hrs 6 hrs 24 hrs 168 hrs
L #E(/mL) (48,58 75.22 6.30 163.74 78.28 6.70
M (/mL) 78.60 48.95 6.37 96,34 53.60 5.88
Bk 16.25 14.96 5.19 20.89 21.88 4.18
Bt 17.91 1.72 <0.60 25.02 1.53 <0,60
Nt 16.81 1.63 <0.51 23.15 1.59 <0.43
T 35.66 <1322 <1322 38.27 <25.52 <15.31
AR Tk 14,99 3.9 0.81 15.88 4.62 0.74
e — 62.00 7.45 0.80 §2.24 7.63 0.79
BRI 52.53 12.63 <7.93 56.96 15.04 <6.96
THUR 31.41 8.05 0.99 42.44 7.73 0.81
NEE D o3 35.51 10.47 «1.53 37.05 11,01 <1.50
Ffa it 22,54 5.62 <{(,58 33.51 5.43 <(}.50
Lo 39.11 11.30 1.48 50.53 10.19 1.05
Hiti 46.31 19.41 2.45 59.47 18.07 1.98
N 206.55 56.44 527 210.55 31.68 2.65
R [ 139.26 37.52 4.44 133.93 3222 2.53
EI|R% 67.08 11.57 <2.03 82.20 8.17 <2.25
e i 28.06 9.92 1.49 32.71 8.07 0.96
Rtk © 36.59 841 0.96 52.68 8.23 0.48
H &ENEHA 173.02 11.06 <0.67 189.88 12.60 <0.51
e &N s 115.99 8.70 1.20 174.37 8.52 0.98
B 18.51 3.87 0.73 22.42 3.32 <0.46
iz & 47.30 14.25 2.80 52.36 13.57 2.72
BB 62.71 17.31 <418 95.24 13.11 <239
BETERE D > 5 64.90 17.39 <283 119.16 10.09 <207
FEE 31,50 9.76 1.10 34.39 11.90 1.11
FEIL ik 49.87 13.10 1.55 53.00 14.18 1.32
EIRAY 70.24 9.14 1.11 72.25 11.94 0.64
e 191.28 37.04 1.29 231.97 50.63 0.95
N 344.7] 59.47 0.89 375.04 30.63 0.88
ELL 177.40 160.39 1.81 111.52 136.25 1.36
e 36.58 160.97 1.34 44.35 75.65 1.22
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AFEHIFREIN A RITROHR B L ONEOTMIZZI7 MbF LEFLSHIZHD,

® 12 Py-"CKIN-6127 F /- id Bz-*C-KIII-6127 87 > b 500 mg/ke O &I 5

R PIEE (SEHE)
we %, g
Py-""C-KIH-6127 Bz-""C-KIH-6127

FR A% RS 6 hrs 24 hrs 168 hrs 6 hrs 24 hrs 168 hrs
1fi ¥ (/mL) 143.83 21.89 8.64 163.27 86.68 9.93
% (¢/mL) 90.93 56.98 10.62 106.32 55.34 7.87
I &k 23.71 20.83 9.78 31.75 26.41 5.74
g ] 42.02 2.44 <0.65 51.44 2,55 <68
N 39.75 2.67 <(.55 45.76 2.22 <0.50
Tk 56.91 <1322 <15.87 99.78 11.9%8 <1531
HREK 31.53 4.38 1.11 26.20 5.76 1.11
s A — R 102.85 10.70 <(1.96 152.38 8.56 0.89
FR A 97.39 13.77 <9.92 108.14 11,18 <19.14
TR 59.13 9.11 1.21 75.42 7.55 1.10
NS o i 50.06 13.89 <220 68.47 11.74 1.31
B fi% 39.07 6.81 0.88 48.60 6.18 0.66
LR 64.93 13.08 1.89 72.29 11.53 1.64
[T 64.74 21.61 3.33 79.80 20.04 2.88
i 243.03 49.95 7.31 223.96 37.03 3.23
RX [k 159.95 48.80 7.01 167.05 40.98 4,19
i 145.57 17.93 2.24 163.44 11.87 <1.87
[T 47.64 10.52 2.23 50.86 10.58 1.69
R I 85.72 8.98 1.13 87.20 8.48 0.79
1AL 491.72 35.45 0.92 531.88 59.84 0.61
18 JERS 295.10 11.34 {60 411.31 12.39 1.26
T e 34.56 493 1.06 39,11 4.60 0.72
i 119.76 19.05 3.20 188.83 17.06 3.32
BB 217.75 16.95 <6.61 242.83 24.05 <450
MBRARE Y o /S 219.44 22.86 <3.45 189,25 19.55 <5.10
PRHL 135.75 21.66 2.42 135.36 21.85 2.62
75 75.21 2015 3.55 78 86 23.80 3.51
= 206.02 32.79 1.89 262.93 159.23 148
N 255.34 43.87 3.17 309.06 47.32 1.02
SR 375.78 131.45 2.48 194.51 167.14 3.65
N 126.30 124.86 2.04 74.13 R5.21 1.57




AEEHI RSN FRIFROEN B I AT AL 77 AT LERASHIZHS,

3% 13 Py-""C-KTH-6127 £ /-0 B2-"C-KIH-6127 # BT » b2 500 mg/kg £ 135 L B fRR%

V) a3 41 7R ()
IR (BREHEECAT 5 %)
Py-""C-KIH-6127 Bz- C-KIH-6127

RS M2 6 hrs 24 hrs 168 hrs 6 hrs 24 hrs 168 hrs
L% 1.01 0.68 0.11 1.23 0.74 0.09
e i 0.03 0.00 0.00 0.03 0.00 0.00
NS 0.01 0.00 0.00 0.01 0.00 0.00
NI 0.00 0.00 0.00 0.00 0.00 0.00
Rk 0.00 0.00 0.00 0.00 0.00 0.00
SN A — 0.01 0.00 (.00 0.02 0.00 0.00
RN 0.00 0.00 0.00 0.00 0.00 0.00
TeES 0.01 0.00 0.00 .01 0.00 0.00
Hy 45 0.01 0.00 0.00 0.01 0.00 0.00
Lok 0.03 0.01 0.00 0.03 0.01 0.00
ik 0.04 0.02 0.00 0.04 0.01 0.00
A% 1.12 0.50 0.05 1.13 0.28 0.02
R i 0.21 0.06 0.01 0.1% 0.05 0.00
gIjFE 0.00 0.00 0.00 0.00 0.00 0.00
[L 0.01 0.00 0.00 0.02 0.00 0.00
5% s 1.73 0.12 0.00 1.90 0.13 0.00
B 1.48 0.34 0.07 1.80 0.28 0.00
e FE 2.08 0.68 0.16 2.31 0.64 0.14
K 0.08 0.02 0.00 0.09 0.03 0.00
FEEL |44 0.02 0.01 0.00 0.03 0.00 0.00
B AED 15.29 2.01 0.07 14.25 2.59 0.06
BRI A 30.28 3.57 0.08 32.41 3.55 0.07
=N A 4.58 5.86 0.09 3.01 7.74 0.09
KRB 7 0.21 2.90 0.09 0.23 3.94 0.07




AEEHI I RITRIEN B LI UCNEORLIIZI7 AEF LERESHIZHD,

#F 14 Py-""C-KIH-6127 % /711 Bz-""C-KIH-6127 2 T » M2 500 mg/kg #8 L FE 5 L 7= BE DR

&y A F (EEYE)
AE (SRR 5 %)
Py-"C-KIII-6127 Bz-""C-KIH-6127

FR % 6 hrs 24 hrs 168 hrs 6 hrs 24 hrs 168 hrs
Al i 1.6 0.78 0.17 1.35 0.77 0.12
] 0.08 0.00 0.00 0.09 0.00 0.00
/) B 0.01 0.00 0.00 0.02 0.00 0.00
kit 0.00 .00 0.00 0.00 0.00 0.00
ATk 0.01 0.00 0.00 0.01 0.00 .00
PRt 0.03 0.00 0.00 0.04 0.00 0.00
HR AR 0.00 0.00 0.00 0.00 0.00 0.00
TR 0.02 .00 0.00 0.03 0.00 0.00
W j5 0.01 0.00 0.00 0.01 0.00 1.00
) 0.05 0.0 .00 (.05 0.01 0.00
Wi 0.06 0.02 0.00 0.07 0.02 0.00
[ ) 1.32 0.47 0.06 1.25 0.33 0.03
T 0.25 0.08 0.0l 0.26 0.06 0.01
g1 0.01 0.00 0.00 0.01 0.00 0.00
e i 0.02 0.01 0.00 0.02 0.00 0.00
SR 4.90 0.38 0.01 5.31 0.65 0.01
B 2.76 0.42 0.10 3.12 0.40 0.07
] 526 0.89 0.17 8.28 0.82 0.18
HNEE 0.0! 0.00 0.00 0.01 0.00 0.00
= 0.02 0.01 0.00 0.03 0.01 0.00
o ARY 11.67 1.92 0.10 11.23 578 .08
/NBE PN %8 16.16 5.06 0.11 18.05 5.07 0.09
EHHAES 6.77 6.14 0.12 3.15 5.85 0.13
REBREY 0.81 4.02 0.12 0.30 2.85 011 |
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FERN RSN AR B LOCRNBEO BRI 77 Me P LERRS LI HD,

2) E. E BN, TR, BRECm Y oREm eI (B
(AHB—8)
FLARAEES

wE TR 1 1995 &

MBS {E S - AR CITO-EBKIH-6127 FIKA DR ZK%4 . IDIEFCRAE L, #51L T
RER AT o),

b4 : methyl 2-(4,8-dimethoxypyrimidin-2-yloxy)-6-(1-methoxyiminocthyl)benzoate

E0 2B [2-140C) EBEKIH-6127- KK [Py-11C-KTH-6127 B L B3]
e BB
R F AL
HC ~~ O—CH,
=N

COOCH, oy * . EERATE

W
o\
N
0—CH,
F IR [2—-1C] EBKIH-6127-Zk [Py-14C-KIH-6127 Zk & W5+
L bt RE
HHT L R
H,C
—y|
kY
O—CH,
COOCH, o—cm, * . JERAE
M
o—s N
\ —
N
O—CH,
S rm [(U—14C] BEKIH-6127-F% | Bz-11C-KIII-6127 B & #50]
e R
e b SR
HG ~ O—CH,

N

# . FEEA L
COOCH, ;_cy IR
5

i

0—CH,
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ARERN RSN F BRI RSN B L CRBORLIE L7 MU P LERASHIIHS,

EAT, E'Y LU CRIREKTH-61270 BZ=4 1R &8 % Py-11C-KIH-6127, <. 7 B8

H,C

A AL

=N
0—CH,
COOCH

2

0—CH

" 0—

CH,

3

WKIH-61270 £ =4 1B 5% % Bz-14C-KIH-6127 ~ 2,

* PRI

Ny [U—4C] BfRKIH-6127-Z18 [Bz-14C-KIH-6127 Z& L #% 1]
I H SiE
Btk

BB, #E : Fischer® (F344) MEfE S > H(8~98E) % Hv >, TroORBEE S8R, %,

TR, AR, B, M OoFh b 7 —AaUE) FoREmE s LE. ZhooR

B, B EFTER I ZRIR - fE R BN SRR (BB B—5) Caoh,

BP0 7 2 7 AMEF LERAR A S ABH 2RISR E T

EFERELOTHD,

B
STARKOEM:
PIRIAR gam com | o0 mee | o | e k)
1 Py) w  |omeke 4 N
HE2H (Py) 5O0 mg/kyg 4 R, %
_ B3R Py , 5 mygflr 4 R, 3
BR, FEpEEIL, . L = -
AT 24N (Ey) 0mshs | % o gmmy e
(M) Ha#E Ba) o pomeke 4 RE
HERE (Do) 500 mg/kg 4 R E
W (Ba) b 5 mg/kg 4 R, &
zig gzi — 500 mg/kg 4 ® B
5 = Iy i 3 HE;
, i H2FE Ty | . 3 e HEd
AN AR I (By) W 5 myg/kyg 3 0~-48 514 it
FAfE (Bz) i 3 HE}:
18 Py w [omeke 3 s, AT, %8
F4XE (Py) 500 mg/kg 3 m#E, Ay '™
. B7H Py it 5 mgkg J liik:i: HI_". i)
FHRER 2 P A B10FE Py 500 mg/kg 3 6 m¥E Al
(#2544, 6 ) F 138 B ” 5 me/kg 3 " g, B B
168 (Bz) ‘ 500 mg/ke 3 Mg, AF B
F198F (Bs) i 5 mg/kg 3 Mg, . &
2228 (Bz) 500 my/kg 3 mig, 7. B
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AEEH SN EI RO BE TR O R LRIZIT AU T LEKRASHITOE,

Koy, AERUER; NABOERNE, ERIIEFRLHMER, BEEMAL, &
FLCo-TLCHACHH L, (WEPORHERAER, A1 A Y7L —-MELFHE7 «
AoaYe vy, BASI000L A7 A(BLTEE T 4 VAN EV T, RIAFH Y b &, B
BROUVRAR Y b EDMAIIL DT, WmEEREMEIE, BEELB AT, BB L
FuCT 70 2 VTR ERRRIZ 2 R tCo TLCHE Ta#T L, RIADN v FOTRMIEMNE
B0k -LSCHIE £ »TiTos .

HEHR
1. BRof s (k- 1)

ETORESH T, BRI BImb s, HEf#mE LT,

. . . . . . . BERRHEED
KA TRH#SH S LT, . . N . . . . N

. . . . NExBEGERD Bl ah

o, T, RIRR y FooERTHELLOOEM [Zoth] »EHED

AR HN P D AER B Sy 3 & 5 B Thot, RHOEBAHSIT

T i,

2. WpoiHty (R—2)
BB OERS, Amg/kek 5 CREBROOA%L T, 500mgkett & 72.1~4,0%# H
Enfo, MTEREHE LT, :

RO A xRGRO . REE RS E LT ik
BE RO M &Rz, Zoft, RIZEy FOERAHESLEDOSE [F
DLl B L ED . TR Y R OV R R 0 DETHRES B0

Tholo, "Bz EHEOEHRD T, BDOTE/HESID
a8 'f“i*)oftc

3.%ﬂ¢®ﬁ%%(§ﬂ)
- @ sk S, KEan FLTHRESE, BENRES L LT,

. N . BT )] BB ED . o

BELHED B, RETERSHE LT, DG A
580 BIN&EF, Zof, RIAFRy FOBRTHER L OOEH [FOf]
BB . [EFREHER @ Pt R BT Td i,

#HPOBRIZEEOEERD O,

4. gt oES (R-4)
S00mg/kg#t 5T, Bib OB o rE L A58 5% 2 4~30 (BRR o g/efTR) @b s,

sl o8t &~ L C, . . . . . . MR il
& x , RIATREHE LT, M x & H
SR, Zofl, RIRK» hOERABELEOOEE [F o] » .
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FERNI RSN BRI R B L CRBEO R LT7I7 M TER A S5,

b Fer 00 PR B BT 3 & (4R i1 H B o) o & 3R Th-o, R3th
OHEFICMEOEIRD LN T,

Smg/kgt 5 DFE D THEAHMIT . . T of, B00mg/kghi 5
SOETREMIIT , , , : : Tl

5. By oR# (F-5)
HODmg/kge 5T, BUEEWH O RN L AR E 43~ 14 (HIBE 1 o/o B BHSH /-,
FERSHE LT, . . . . KX NG «

KEERHH E LT, AR BH &N, Zofh, RIAE
v PO THEBEZLOOET [ Fofi] 2 N iasLs 3oty w11 TS R T !
I DEFA T -ofo, REHOBRICHERSOEIRD
Bivirinoa i, dmgke G OBSO TEAHW T . N Tho7, 500
mg/kgit 5 DR EG O ET B ITKIH-6127 £k, N . BF T&H
-7,

6. MEEPORHAY (K—6)
500mg/kgik 5T, BALOH O LK L ZENF 2 1~T (BBR pg/emif) MHERT,

FE{H & LT, . . . \ . N Koo
&% - RFEGEINHB L LT, Ak R Al
R, ZOfh, RIAEy FOBATHER L OOEF [LoMm] 2 .
[E ) e L g DEERR T ot (NEMOME RO ZD

s LR T, Smglkg R UNB00mg/kg#E 5 @G O 1 E BT

Tdh ol

7. R, #. A9, FR, BRECLIEPREHOE LD (F—-1T7)
KR-TiebEsEORELLRHRIESN A ORERBOY% (R, %, BH) 28
RSB Fug/gi bl (FE, . 030 oREBO#MBEA R L, BeSmomit
500mg/kgtx 5 > dmg/kgi& 4 TH DA, KHHOBREICANE REFRD LR T,
HERE Moo Fod T, FFiE. B, Mok a8 moRHREm <M THD | (L5
MOERICHED CBRO LR o,

B, UHIERAL B UVER TR AR R
R LR 0 BES D R 24— | 1oLk,
{RBIRRIE, OB L EIRE.
1)
2)
3)
4)
5)
6)
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AEFH RSN E RSN B L OCRROFELR 737 MU P TERASHIT0S,

7)
8 )
9}

*o (KGR BRI T
FTETS, )

3 LRREESNTINAGR, B THHOT,

342
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AEEHIEEH SN BRI FR S BLUORNBOTLIZIT AT LERA SIS,

& 1 Py RUBz-H4C-KIH-612705K TF500 me/kgiZ #5iF SIRHP R HE

S B 5%
5 mekg 500 mg/kg
Dy-11C Bz:11C Py-12C Bz-14C
L&A i3 i3 HE i3 i3 li: K s 3
Hit 33,0 40,9 33.0 47,2 33.6 48. 2 35. 6 47.2
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AERRRBIN A HRICRIER B LOCNEORRR 73T MeF LKA Hiss,

F— 2 Dy-KRUBz-MC-KIH-612705 K 500 mekelZ 1517 2 83 A4

5 BRI 5%

o_mekg 500 mg/kg
Py-14C Bz-14C Py-11C Bz 11C
oaeEf e '3 1 i:3 fE i3 HE i
B-r ik 0.1 0, 2 0.4 3.9 4.0 2.1 2.2
&3 56. 9 44,9 61.3 18. 8 51.3 40. 9 54. 2 33.7
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AEFHIERESN R RICRIEN B L OB O LI 737 Mu P LERADHIIHD,

#—3 Py UBz-HC-KTH-612705 mu/kgio it 5 B {03

BEHHEITH%

P]f'MC BZ—M!“‘
ibama HE ;3 i3 i3
&5t 65. 4 59. 8 70. 7 55. 3
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AERHCRES NS BRICRDHER B LN EO B 7 I7 AMEFE T EASI 5D,

F®— 4 Py-KRCFRz-14C-KTH-6127 34500 my/kgildsit ST C#e

KIOI- G127 8 u g/g

5 mg/ke 500 me/ke
Py-14C Bz-14C Py-14( Bz-11C
iy bz I i3 i I It e ;3
#H-F & 0. 10 4 25 18 30
Bl-7 1K 4 9 6 g
ot 1,98 1. 80 2. 66 2.15 207 243 211 094
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FEEHC RSN ERICEIHEF B L UNEOBRTIZ 237 M F T 55 R 55,

#—-5 Py MUBrHC-KIH6127 54 UH00 mglkglcdsit 3 B CHte

KII-G127TH#E u g/g

5 mg/kg 500 meg/kg
Py-14C Rz-t4( Py-14C Bz-14(
&84 bh3 i3 bhi3 i3 ica I e i3
#|-F & 3 10 6 14
H-7 & 5 5 1 6
it 1. 03 1.32 1,63 1.24 139 160 124 67
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FEBHIALHSNIAFRIZELSHERN B L UONEOF R MEFE LER K S HIZHD,

®&— 6 Py-RUBzMCKIH-6127 SRUB00 me/kgiZ #7 S LR

KIH-612TH#E 1 g/g

0 mg/kg 200 mglky
Py-1:C Bz-1:C Py-14C Bz-140
ILass i3 i i3 i3 i3 i :3 HE i
®-F & 2 6 4 vi
-7 & 2 1 2
&t 1.15 1.46 1.43 1.56 148 (44 1683 163
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AEFHCEBIN T HRIGSDERN B L OB ORER T MEFET AR AL 5D,

F—7 Dy-“C-KIH-6127 E 743 Bz-14C-KIH-8127 0 5 K{F 500 mekg BEMR LSS LB a0OR, #. 1
7+, B, ERER Ut RE S

5 mgkg 500 mgkg
IR KII-G127 5 BETETREIC % KIH-6127 8
W SRR TR T A% e S 5o o A

{541, B & AEH Bf H 4% FR & i = et
KIH8127 0.10.4 0.10 2140 | 930 | 314 | 27

Fi&
KIH-6127 - o s

Z ik




TARET REAZ DD,

3
=y

AR B LUNED B

fE#HIZ

(ox. 1 Ra Y i

5

AR

WY LN £« £ U FxCRIoHE
RHOH VW7 79 T LZIO-HD -0 LI



AREHIESMEN BRI RAEFB I CRBT ORI 7I7 MR F LERRSHITHD,

(1) ZhBpikpaE sk & 3
3) ERERTCZERS 7 v FiiREAR (feEh
(E¥B--1)
FABRAEES

WIEBIERE 1995 F
HARBLESD  UToONC-EBHLAY 4R US LTRBE /T2,

{E74 : methyl 2-(4,6-dimethoxypyrimidin-2-yloxy)-6 1-methoxyiminoethylbenzoat:

Aot os [U—""C] #RKII-6127-E64 | Bz-"*C-KiH-6127 Eif & 131
ttﬁi%?ﬁg
R FR

MO PCH,

N

COOCH.,

50 CH,
N
—{ ) . R
0—CH,
Ny E B [U-1C] M#MKIH-6127-Z(K [Bz-"*C-KII1-6127 ZfK = B+
bk 8 e
BAHEF s
H.C
__ﬂ
0--CH,
COOCH, ¢y
M
o—( . BRRAE
" 0—CH,
fit st En s : Fischer RRMEHE 7 -  (OHEE) . A2, FHRFT
REEA EETHEESL-0b, MBICH L, MSaneEmaL ., ok 8s

B AT,

£ 5 HERBEGCHETHFAIIZS mg/SmLkg ORERT, - L HTHBL T,
g2Ofks 1L/,

ARER EEE RIS LR OGS CHHEREEEZNE LA, ZETHERA
B0 A 096RF[E] & Lm, MuEDBERIZ., v FERAF— Ty FAREE, B

301



AE

AL EN R R OER BRI TR EDORTE /ST AMEZE L EHSHILHD.

MezA 2 0 THRBALAE, $E%2AGTI0~40, LEM L, M2 HEMmEH» S =2 03
2 bty F o (PackardBl) 1ZRAXHE, TOLEREREORLEEEN HMFEES

BE L,

St khE  MEEARESEEILANANSy e Ay LY S P PR LSO

ARRER

THIE L., MRPAHER S WIEBEE)S, PO EEE 4 KIH-61270R R &
JE (KIH-6127 eq w# g/ g blood) & LT/, &6HIZAUC (hr- KIH-6127 eq z g/
g blood) #BE-RFRMTTNRS 7/ Fifge LTERIRICL OHE L,

LiERES0ES GKEA-1) B L LLPRLO 28 THRIZRS SHFMECRKIME
(FE097 ngip, ME137pgle) &L, —HED Lk B B IIEUMA (H0.69uy
g, W09 pg/pg) EOSUJ, FOMBT2NGHFH IZIBE0.15 ug/g, ME017 g/gE TR L
-
ZEBREOEHG (KER-1) TR 5IMgcRkXE Q19 gy 2R, #7T
I HE AR RREIL RS ST 540501 0 D3RR F T075 p gigfBE O P icE LT
%, ML L O L, RS OFHKICEURR (BETI0.94, M TrI0.89 4 g/g)
o Lz, #OE6RH HIZ T & $0.06 1 g/ I L7,

PAEG XA icmPRERERS ITL 2 W B B & b 2y L, DO FHn

IERTARRA TR S 4L, 2405 B £ COAUCHE (RBINMA~BEHFaD T T Ir fHYg)
7, ERESCH14.6, M17.8, ZAE G5 CHI63, BEIZRE ., WFNGITLMY

>l Ol

Bz-14C-KIH-6127 FIKK R ZRE ~« Smg/kgBFRE QIR & U EfE T « Fio 38T 5 34
BIRFEAANT A—2—% FPRIZmT, ERE ZHRBACBERRICIT. 1) WIAR:LHE
HERARMT RS PRI O ORI LIRS R R, 2o, EERE~ATh

N, 2) B - BAESDELSHBUFHUAOAUCHEGIFI R VE &R L1,

EW BT E X 7 &

RT RA—H— i3 3 b3 3
Cmax-1 (KIH-6127 eq u g/g blood) 097 137 119 077
‘I'max-1 {(hrs) 3 3 30 7~3
Cmax-2 (KIH-6127 eq p g/g blood) 069 098 094 089
Tmax-2 (hrs) 8 8 6 6
24048 OIRE (1 g/g blood) 042 036 022 0.7
AU.C. 0-24 hrs 146 178 163 138

(hr - KIH-6127 eq. u g/g bleod)

VAEOZ £700, RIUITEE, ZRIEEM AR CRERLTH LRI,
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AREHTERSERICROIEN BE AR OFLIFZ7LT7 Ml P LEKASTIIS S,

&1 Bz-""C-KIH-6127 £ #EE itz A EBE O ES(S mgkg) L MRS » o
MmO (%2810 ZH51HE)

KIH-6127 eq. x g g blood

o B 1% O RF 4] E & Z ik

(hr) % i3 1 i
0.2 0.28 0.53 —
0.33 - — 0.64 0.60
0.5 0.75 0.63 - -
0.67 - - 0.57 0.77
1 0.43 0.87 0.75 0.74
2 0.59 1.11 1.00 0.72
3 0.97 1.37 1.19 0.73
4 0.89 0.96 1.04 0.65
5 - — 0.84 0.80
6 0.68 0.65 0.94 0.89
8 0.69 0.98 0.85 0.86
10 0.67 0.88 0.84 0.72
11.5 0.63 - — —
24 0.42 0.36 0.22 0.17
72 0.15 0.17 - -
96 — 0.06 0.06

AU.C.0-24 hr 14.6 17.8 16.3 13.8

(hr-KIH-6127 eq. ug/g blood)

— A
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AREEH FEH SN RIR IR S LA O BLR 7 Me T LEERASHIZSHD,

1) THERGZENT » MR EE 5 in vivo (BB & %
(f)
(#HB—2)
BRI -

W& EERSE - 1995 F
AR S LT o Casit S e My CRB4 17,

L5354 : methyl 2-(4,6-dimethoxypyrimidin-2-yloxy)»-6-(1-methoxyiminoethyl)benzoate

AR [U=1C] EEKIH-6127-EK [Bz"*C-KIH-6127 E#]

b
WA HE
HC ~ 0—CH,
—N
COOCH, oy
AR |
w*ﬁ— *  PRRATE
0O—CH

AR TU -0 EH#KIH-6127-28 [Bz-'“C-KIH-6127 Z{K]
ey i oh-s
HOOF b ZE B il B

H,C

—MN
LY
0—CH,

COOCH, oy

04:3

O—CH

R
HEAAI MM Fischer 7 o & (THEES) 1R BV, RR O TR 3 0 EfE T L /20
FEME A, Williams ESSHUZ WL, COf »H a - FWITCCHEE T 1L — F k224
FEMTBLR L U, 4~5X 107 cells/platefB/E 3 THHEMM L= 7L — F & A,
R A
L B S Y OEMImLICERRB L UZE R T RENRTF 2 — LB Y LT L37
wg/lulplate, 0.82 pg/ly Liplale THBE L7, T hEFhomEBER, 38 MBI
23uMT ., FUERUEHF L — b2V,

FEMIE  EHENE, COf o — N COSE AR A v Fa<— kLT,

SRS IR L— I L2mLo A X s — A R R L, '
REBTEBREL T A/ —LFRELLE, pHEAISICHE L, SEOBR-F LT



AEEH AN ERIZELHEN BLONEORTEEZIT A LER N S/IZHD,

0B U/, BYBE L BBk L T AEHRE - 1 2B EREE, PR T
g &0 R Teo-TLC ¥ & 4T~ 77,
TLC Ir— k : Merck Silica gel 60F254 2020 cm, & £0.25 mm, Art571%
MEEE TR B L YT hT=Fh / Juahhh O REIab = 15 7 8/ 1(viv)
B2tH  EeRRoi T BEEE K 207 171 (viv)
LrlC iR K 2 37C. pHAQOEE P T30F R, 3 -glucuronidase THLER L. /- 1%, W4T
BERETF AL R L CHRAAEBE — 2 2RO "R Tco- TLCOWINH#ER L=, £
SO RETEDRERTLSCCIT 7,
REBHOMTE » EEZ ZKABABOTLCT L— MIXM T s A L EBE S THEEL
7ZARGEDRIRR v F &, EMEROUVAN v FEOB&ITL0iTo/, RIZE Y I
OB PAERM D IL-LSCRIEI & » T~ 7=,

R— 1ITERLBEIZIH D fr i 5y DBSTRED N & LG DT R 4 L7z, ABO0SET
Rl TIERED DES LA ROIL2%EZTT L, 4MEBICIELS%ITHEL Lz, T8
#tn it T 27z, 0.SKFEEIC . AR it S, {0 -glucuronidase
MHEDOEME— 212, TOXRERIMLITH—1 End - ENEEIh
P
> EERH#BIT L . . . B THY ., FO . FEITOM
gEn BECtCHT, A #E— 2, hilE%E - 1100 m L,
T DIENRET B A Rit&Eh, Zo3 5 VAR NOIEEC)
BE— 2 ~0fiEiim, T D AR R S T,

R 2ICEAZELRIIBIT 2 RHESH L EEROREREZT UL, WEHOSEM®% ¢
IIREAOZRSNBE B DIS2%UAFRTE L, HIFHHICIT0.4% 00 Uis, EEAHES
i3 THY., 05K . AR BEN, —8iRT#s— 20
Aed Lz, MeRER#E . . Rr THY, FOETNLHME

o BECHT. EEICA#EE 210, MEaEEE- 1TSS LA, o
DT AR T # PN B3I, 205 N NARN A&
B — 2 ~0Oafidkiig <, T DT IEMES R S,

KIH-6127 EW & ZIKIC w4 2 EE R CH RS, Thot, £O
fit- 1T 1) EXRCslEEL, 2) . 3)
ATV, 5) LT ERRS, 6)

MNELTWALEOYrEL LNKE, KIH6127OABHIER L ZIkE =8
N LAELOD, BRITIIEFOERBSHD LN,
Bl— 127 o MO EATAIREA - 81T SKIH-6127 EK R TRZIKD EEA (L8 5L 4
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AEEHER SN BRI FAEFB I CREORER AT M T L ERASLIIHD,

£—1 Bz-U-BC-KIH-8127 EGL B L AT » FOMRERIFFRRICETS
B Sy A

SLER R RTRR T S %
WLFRO, SRF (8] 203 4y (K] 1%

ey  HERB-1 FRE-2 kB B BHRE-1 FHE-2 KB OF

SrfE B3 11.1 19.5 91.9 14, 8 24, 4 36.9 H1.1
e ftimast e ast
BOE®E 340 0.2 34,2 1.8 1.8
o 724 2| 44,9
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AREEHI RSN RIROER B L UCARO =L 77 MEF LER R SHIZSS,

d— 2 Bz-U-YC-KII-6127 Z{&#= 0\ LEHT « FORREBEEIFMB AR IT D

HE ST RE Sy AR
A EHH R 5T 5 Y%
W ERO. 58 RR % BB AW R
B4y A#k-1 1IHkkE-2 Ak GE TH s~ 77 HeRg—2 KE Bt
S 72,5 12,2 7.2 91,9 44,6 21.2 12.2 78.0
{L&ma L& ast it &8 Gt
B 7z 352 35,2 0.4 0.4
817 2l 65.8
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REEHEHES N BICROEN B I UARO J{LE 737 MeF LERRSHIZLDS,

BiFH KIH-6127 E R R Z EOFE /BRI

-
[

X 1w MOAIEERTAN R
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AEAH RSN A HRIRDER B L OCNBEOBER 7T MU TERRXSHITSS,

5) ERNZEEST v MEHHHO{CE S 75 & =
(1R&D
(E#DB—3)
PEHEES -
G EVERRAE 1995
R S8 - LT EBE LSRR s L THER & 177,
£ % : methyl 2-(4,6-dimethoxypyrimidin-2-yloxy)-6-(1-methoxyiminoethyDhenzoale
v IR [2-1C] EREERITG127- £ [Py 14C-KIH-6127 EfE &SR]

e
bivd: o ol deeuntlic

HC ~— O—CH,

= *  MERIARL B

B0 2 UVER [2-10C] MEBKIH-G127- 728 [Py-4C-KIH-6127 2% =B ]

SR8
BRI R
H,C.
_N\
0—CH,
COOCH, o_c,
;N
o—s/ * R
-
0—CH

AR (U] BEKIH-6127- B [Bz-1C-KIH-6127 /25]

Pereitee
B LR
HC ~— O—CH,
=N
COOCH, ooy,
5 J N * BRI AIE
=
0—CH,
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Y PRI IERIRSEF B LU RE OB I AMEF LER A SIS D,

R [U-1C] ZRKI-6127- 2% [Bz-11C-KITT-6127 Z%]

He B
N L s D
H.C
—N
N
0—CH,
COOCH, ¢y
N
7N
04'“_ * KN E
0—CH,
(i@l : Fischer:&BMEHES « b (8~9@K) | B4F1~3u8, 17T
Pt Ir:
BEEHM; 1M TREAT Lo, #Fictt L, RS 0N1eREsg L. 2of. A% 8805
7.

= H 3 TAMBMTIREI—w L —2arFREELET v FIBE#EHhE» 1T
HIZ0me/Sml/kg DHEC, 22— LT, SRSk,

SUBHERL AT P2 EE L, b% Y a— AR B4 B ERSEARNE . 03, 324, 2
A-ARIFIR) DAL H AR HE L7,

¥ HE B ORSEEIALH O — AT Y B T, LSCTHEIEL . O-248fficHiatt S
fo IR OB AL YO FE T 51z,
0-24I53 6] 3/ — BRI AfE RV OIRERE AN . 20— Fok, A%/ —LLRK
0.05MEFEEIE W (pII5) T F o ra=v d LEAHRL Foa—F (RUF A R
VI ALY (CRE SR, TR RERE, A Y —ATHERI MO e
B L RS, 138 &0 R ateo TLOAAHT Iz Ui, (Bl - laEik, 4 A—V w7
FL—br (BEEHZ (A5 #/uy, BAS 10000 A7 A (BEBE7 4 ALY 03 DT,
RIAFR w M, BREMOUVARy FEOBREICL Y757, RIARy FOEEE &
D E—LSCHIT Iz ko Tiraiz,
EREES & — R L ARVEH O S L EEAR LD, TLCHEL v X izmE b ahhiliL., 37°C
THEENR (pH5) ™ T3EEH, A -glucuronidasefUE L, pHA- 3517 8% LT BiEL-C /L T4y
M L7z, WEBET Tk~ BRI MB0%LA L A5l o b4, ERE LB R AR, TR
HiEte., & O _Woteo TLCOMIZHEEL L, 7 /) o ot {T- 1,
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AEEHT SN E R ROA B ETCREO R ZI 7 MEF LER XS HITHD,

MBI R ¢ R4S F TOMMH P~ BIERSTREE R 2 R,

182 RRIT AT D%

bl e

uc  #51%hhr) FExeN ZiR Ef ZiK

3 19.50=2) 30.1(n=1} 38.9(n=2) 39.6(n=2)
Py 24 54.2 56.1 57.9 51.8

18 80.7 56.5 59.3 52.5

3 3.60—2 0.90=2) 15.60=3) 32.3(=3)
Bz 24 251 39.5 65.2 55.2

48 38.3 48.3 66.6 57.3

ERD0-24R5R D 7 — A BH | PR B B & S LR R AR — 1 WURT,

KB B SHitEH S h3, ME MR, LT &
&0 . p) . vl . A3 . v}
mit&hn, pip s YT~ y Pl
P& NS U o M Ld ERMNETHS RU AR S, Ak
EDEFEARITLRMIATHD KIF BB ENE, WTFNOBESLIDLTS
MM ERT, 7 MER TR S ZEOBM L EINTE D S b o LTS
iz,
DRI, ZEEE R VMR L0 L TR SN, Thh iz, FAE
SHERE 7 » FRH i) ¥Cm 73 A3
Y Ah, Z&fy5HEmES » Moo .. O3E® M x
R &,

KIH-6127 FIKM ARG HBE LT v O, BEEELELE ORU S
T,
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AEEHIEHEN T FHRICROMP B L CRBOR/LIE 77 M F LERRSHIZR S,

4i—1 Py RUDBzMC-KII-6127 Ei6 ZEL4BEIIR O 7 (Gmeke) Lz
EEE D <~ - 0-24F5 OHH - O

BRI 5%

a4 Py-tCHE 5 Be-"Cl b
i H 12 53 i
Fp K I Z L 7z ¥ Z F Z
M-53SE 6.9 6.6 3,8 7.7
54,2 5. | 57.9 518 254 3.5 652 552
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RPN SN RIROMEF B L UREDBEFRIIIIT MEF LER S HIZD,

6) EBRBRUARERZ v FREHEME CREH o & =
(fea)
(BB -4)
PREREERS -

MESEXRT © 1995 F
IR SS LULTONC-EBREEWERNERES L CHRBA{T -,
{b%4% : methyl 2-(4,6-dimethoxypyrimidin-2-yloxy)-6-(1-methoxyiminoethyDbenzoate

D2V ] [2-14C) BEEKIH-6127-BiF [Py-14C-KIH-6127 E¥F L i#g+]
ey & ok

AT R
HC ~ O—CH,

N

COOCH, o_ap,
3

N
o— N
"’\N_ * 1 AERAE
O—CH,
B2V [2—40) ERERIH6127- 20k [Py-14C-KTH-6127 2k ~ B54]
bomaiaE
B e Bl
HC
=N
A
0—CH,
COOCH, 5 oy
5

!N N
o—/ o
—
0O—CH

3

By R [U—140] MERKTH-6127-Fk [Bz-11C-KIH-6127 B - B8]
M ffH e
5 (e d: DN
HC ~ Q~CH,
—N

COOCH, ¢y, R 5 VAT

-~

0—CH,
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AEEHLA RS ERIBOHEN B IR O F{LIE 2737 MeF LERASHIZES,

A [U—1C] ERKIH-6127- 28 [Bz-11C-KITI-6127 Zik L Bg -]
Fere st RE
HCHE B Rl B
H,C
—N
\
O—CH,

COOCH, 5_cy
3

N
o— * bR
—

0—CH,

A EY  FischecRMEE S o ~ (8~9MEE | S EFF183. sH4PC

B TR

MEEHE  LAFETHEAS L= 0G, REBICH L, Z5urlekfigs L., ol x4 B8\
[N Sl

P L HERLLEYE TN NI S me/SmLke DRBR T, HEE o — TS
LT, #UEELT,

REHRER  RAAZO7 v FREBIIARBE s — VIt AR, KRUMZ ARSI AR S,
REREZN2ITMETCEE Lo, 240HBI000R M 3 THRE L, SHHE L THRE

L7,

SGYWRE  RRUY—VERBNTORMETERD HEHVBR-TIFL—F—i2
A, TSCTEPEL ., EPMHEERIRICELEOKEMATA— R FRIZHELE -
AEF 00, AL, Rt ARECHRELIEL T L —F — X LSCTHE
L.

O-24R IR 23 8712 . JRRIZ0.05 MBEEBERE B (pHB) &M A, FHK, A7 7 — Mk
COOSMREESBEIR (pHS) CoarF gy P LEAHR Y Fadl—F (S0F
VoA b AV AA LW G118, 10y, 60ml) S s, EPKRESFEHE, A
SN TEE S ERHES O HERM L S 0 TR Teo TLCSIT I #RA L,

0-2405 RO FE D AT ITE O — BIC0.00MEEBRIEEHE (pHS) & A% /—A &Mz,
A TEBTTHEML, ROaHE, RELTILIDAY /— A THERCHE - B0 L
1, RERETIERE, LSCTHELY,

MHEZRIERE Lok, = F s am/ L2 HRy Foa—k (C18, 2g,
12mL) WRESE T, EPKREDEBRGIELE, A /A TENSERESD
—EAEEMAL, ERE O TR Teo- TLCHMIZHR L, AEBOBRB L AT, RO
BEEMEzIT -,

EEER A & — B LAV EmtE U 0 O b ETL G OETLOSBES ovx & L,
37T, 0.05MEREEFEBRE (pHA) 1T 8-GlucuronidaseL L, pHAS5IZH% LT,
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FRHPHOAIESNIAFRIZROERN B LUNEORFIL I M FE LERKRSHIZHD,

MBS R

SROSEFATIAE L, BT ABERAL THI-EREB LR EREE,
L 0> RIteo- TLCOHTIC B3 L . BAS1000Y X7 A& IWTRRIC 7 7 ) = 3

BB E TOREP D RERFEN RS R — 1 Iwd, BHOGKR%
TIHRE DI % LV REDIIH s, mERE, X o, AERS
THRE >R, ZARECIHE>ET, KIH-G127TOHH I PE, - BB TEN S L

D EET I, WO A O R Ao Bk 2 — o OE R L 7,

Fe— 1 Py-F/i2Bz-tC-KII-6127 EFF 3262 EIOROHS (Smegke) L7
BERE D o b ORI~ IR ST RE e R

Be 5T Rl a3 D %

& itk EWRgY pALN
Heo M (hr) 73 # it & ® 5
24 27.1 61.0 881 55.3 238 79.1
H 48 28,6 A8.4  97.0 5RO 295 884
72 2.8 RS 1 97.9 59.% 30,9  90.8
96 28.9 £33 98.7 60.1 31,1 912
Py
24 41.5 38.5 80,0 f4.4 134 T7.8
Mg 48 44,4 54.8 99.2 9.6 P10 90.8
72 44.8 55.8 100.6 70,9 21.8 927
96 45,0  56.0 101.0 7.6 22,1 937
24 21.2 50,9 721 3.0 34.8 R7.8
4B 2.3 64.5 88.8 55.9  40.2 96.1
72 25,0 66.3 Yl.5 56.7 40.6  97.3
96 25.3 67.0 92.3 57.0  40.7 97.7
Bz
24 241 6b.6  88.7 69.1 29.5 98.6
i 48 23,9 691 Y3.0 70.8 31.1 101.9
72 24.1  BY.3 931 7.0 31,3 102.3
9% 24.6  69.5 911 7.1  31.4 102.5

Py-14C-KIH-6127 PEE =2 ZKE 5 0OlH > » F O0-24 @R T O{C# 2 540 L

R esR—2 5L,
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AEEHTCR SN FRICBROEN B LN E O R{LI 77 MU F TER SIS,

& -2 DPy-HC-KIH-6127 B E/- X ZRA BEHBEO®RES (dmekg) L~
MR T b ORH O

REHMEIZY T 5 (%)

iid i
&%
Eff Z Lk Zik
B 27.1 55. 3 41.5 64, 4
FHcRERESREHS AT, 25O D@ Ehl, MERE7 v gD
i NFLHED | (&~ M, MR &R, i . . .
& . W wmiisny, —F, Py-1aC-
KIH-6127 Z&# 457 » MR IT s (52 M, M), A%
(F~ B, MRS, iz . . P % .
Rt 2 fE &, RTESED U e ¥ & DE

BT EMEMECEZR > BRNERS L,
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AEFHERSNABRICRIER B L ONE OB II7 M LERASHIZHS,

Py-14C-KIH-6127 EFE 71X ZHE S MR T » b OO- AN O ERO KB E 7 L
TR AR~ SITRT,

£- 3 DPy-1C-KIH-6127 EEFEL 7L BENENRE Omgke) U7~ o

1 DR
REHIE AT B (%)
it it
e
o Z 1k Etk Zk
RIH-6127 Z 0.7
ElR 61.0 253.8 38,6 13.4

FihgL5 7w FEYHICIE riL I (& 28, M) &, iz .
. . o A . M a R X
-, FEL . M., R 8 -Glue

uronidaseLF THLK I WAoo, ZEBEE D 2T e S (& = B,
M b, iz . . . BUREOZEN %2

AT L gan RS (Wil 1T 8 -Glucuroniduse
MBE-CIIARFERE IR T,
FliE LRl L DHET S RBBEBITER L AR ITTE L,
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AR

i
Li|
2

SN RITRLHERBLUNE ORI 737 M LERRDIZHD,

. Thd, 7w MRWICIES &
AR BRI REEEI SR EHEEEIN -,

(BRFEE) AR T I S 7o 8Bz RUDYy- AR R O« ORMEE (DERTBZE) 27 v M2
=5 LT, B, MESh-{EWHLEL CRAIERRIT, ERRUZEEA  10kR K]
H-6127FEIZIN 7 AR © AEDEA - 1~6 0 13U TRS Li-mke g L, R, & |
HPEORAOREET TR ER (FEB—6) TR0 LRAAERET, Fhhblrin
SIHRENFAL ChHD. ERB— 6 OBMESHRREIC, (GHRIL TS (REI508H) .
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FERH RSN AR RICRIEFIB L CARORRR7I7T MEE LS LI b,

(2) HEYArESTR

1) OGRS oSy 7 AFAOKFRIC R T S ERAER (1)
—FMPRCRERORE, 1o — (BBEB—7)

sAER RS -

HEBFERE - 1995 41

AL O ARE T C-ERKIH-6127 EER UZE#S IO ETRS L, OB L7,

{bF4 : methyl 2-(4,6-dimethoxypyrimidin-2-yloxy)-6-(1-methoxyiminoethy!)benzoate

03 PR [2-%C] EBKIH-6127- EtR [Py-'"C-KIH-6127 E{A » B3]

HeSaEE
T i
HC  O—CH,
N
COOCH, 5_cp * NS
N
ol )
N—
O—CH,
BTt [2-1'C] EMKIH-6127- 248 [ Py-"*C-KIH-6127 24k L Hs+]
e i
R S O pLE
H,C
__N\
O—CH,
COOCH, O*CHJ * *j‘%ﬁ:&{ﬁﬁ
-
-
0—CH

AL B [U-14C] MEBKIH-6127- FA [Bz-"'C-KIH-6127 Ef& =B8]
Lb BB RE
)7 & ph| dR=a0af i

HC ~ P—CH,

COOCH, ,,_ * o R E
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AR RSN SR RAEN B LUONARDBE RIS T AR T ARSI IIHS,

A B [U-M0] 8KIH-6127- 24 [Be-YC-KIH-6127 Zik & M5 ]
s iE
Kt LR E
HBC
._._N\
0—CH,
COOCH; o—cp, o EME

M
ol \
=
D—CH,
BLTF. B ) L9 BERKIH-61270E:2=5 | LIRS & Py-"C-KIH-6127. ~ ¥ BHE
WKIIL-61270E:Z=5 : IR &% 4 Bz-""C-KIII-6127 & 24,

LIRS R o [ o 120007 — iRy RNIZAET LimakES (TR &) M, BB RST
L, FIALTHI0 kg (F1 & LT) #1720007 — A8 FRIZFTIEETEAR L, 1R
v R DV G AIAT 2, BT (A TR LT, 4T TS X,
R DK PEIT4 cniZ BET L7,

Rerd. #BEEM 0 7 L7 ALFAEM ErE )T ORMRTHSRESEG T, WEHETE
BHRE CEF &b/,

AEROTIE

ALERFE R BC- FHATH O Sy B ERAL URHEER D 5y Brgiifir

{a.i.g/10a) ur 1 (LEB%46 8 ) (G109 B %)
) 3 Py SEETR, L K PR T N e
@ 255 Py XEM, LE AR R R, R
@ 255 Bz ETL. LH ToH R R, L8

() DECDEIELAE, QRUDEERRDSSER

MEER OFE ; (THFIS0 megllMEL (FA27) 300 mgaAMABRS Lz, ®WT, oh
(ZPy-"C-KIH-6127 £ 7= {1Bz-""C-KIH-6 127D R B E S L7 MRk EmML . B 1z
RAEIIVCEMLAR, ABREHIEW —ZRAHLS [ EERCE T S7,

BSODEEL ; FAH (LE%46R) LIRS (1098 %) iDHBE L LEF AL IRy
PR Lz, ARUEOBGL, TAIE A INEM I FEREICADRBR LA VWRLT
fimfz, £BIIERy P30 LREBZ BT, 3BHAL (0~5 em, 5~10cm, 10
cm~EE) o CHEBRL, S22 l—h L~
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AR EREENTATRIGEOER B LONEO T LI /IT A E T EBR ARSI HS,

RS ~DRID AT 3g/ 10l B K OFAME L NS OfED H2A-Tagt— k7 P4
PZ7 4 —(ARGELFEL . LM LEALEYESE G~ORIDHEH~,

R#tHORl, FHE, & ;

) #dfk . 3 b U/sElo i 25%EART & o ama, B (ZK33%
EARAE I -ATRESHE) L, 2B LA, SHERBITITEER LG, pH3IOSRM
TORERE T A THE L., B AR Gy, KT SE 5. ZEE /0 m L7z,
AT EEMEE AL E BICEMME L, RiFdidEs, 2% 2 —VigNESIZa8nELT,
ZARBEUREE (K8 OREES IS 2 INEEEE 70%mMEE TMARSBMOEBL, £
Wt 5E SNy S EERLE L BB S VR — R ~DMCOR Y AL A
~,

2) b AHEEAT R R TTiRME . H@%, HSEERERELE®R, Yoo
AFTGRRL, Yrue A F ofMESy, KEWESy, RIEE SISO L, S
P130.5N NaOH TP L B fEEE, 7 REE, E a— 3 v~ COM D AT 4847,
RIDHANE L, RFEOESTMERE VFL— a5 %— (LSC) T, D
BEXT T g AR RO T EZLSCTHIE L, AH% o R
& TR Co-TLCECATVD ( RIO R HIEIX-8 7 1 /L A I {EBAS 1000 227 LTITu,
EEEFTLC-» X BN ik TfTwio,

HEAEH

1. EFRBAE (3 g/10a)

1) WEHSED S (F1)
TR & HIC, INFEM T, DENMNED AT i EEIZATF L (Py-"*C-KIH-6127
T64.4%, Bz-""C-KIH-6127T78.8%) , = DO KRBT ABO~5 cm »HRE & /s,
R TN EEHEEOR10% (Py-""C-KIH-6127710.4%, Bz-''C-KIII-6127°T10.9%) 3
BHEN R, ZOXRBIIEMBELD LB S (Py-*C-KIH-612779.35%, HEEE
% T0.061ppm., Bz-'‘C-KIH-6127 T34+ 4 10.23%. 0.098ppm) .
FANZEBAT LIz B E R TR C /e < WFR R D0 4% AT (Py-"*C-KIH-6127T0.40%,
0.0068 ppm, Bz-*C-KIH-6127 Ti30.22%, 0.0059 ppm) T -7,
SORICH M S L TR AL, WO IR P U EE(TRRY D #93% (Py-"*C-KTH-6127"C3.9%,
Bz-"*C-KIH-6127C2.0%) Th-i, Fi. FRMETHHERT. #90%TRR (Py-"C-KI
H-6127789.9%, Bz'*C-KIH-6127Ci193.8%) Th-7=,

FAMAOFEE (L) OFMEED  INEROBBEORHEREZEL LB CH 7,
FAME LB OB O EIFARGE ER L, OABERED 44 |- 2B,

B EERSRICBITL., O RO NSRBI NS4 7 T EM S ST,
T, EORMHOBFEBREN G N1,
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AFEHIFFREINAERIESHER B LUPNEDBRIIZI7MEFE LERRSHITHD,

2) WMk OR#E (F2)
ZHIZBI SR 22 < (Py-"*C-KIH-6127T0.5% TRR. 0.001 ppmli F. Buz-
“C.KII-6127G10.9% TRR, 0.003 ppm) . A#HLA -k (Py-"C-KIH-6127

- . . Bz-""C-KIH-6127"Ci . ) . BEEEo L
Rl et i E S P d o o (Py-"C-KIH-6127T . .
Bz-"“C-KIH-6127C 2 . )L MHERT B A TR S
F. Py-"C-KIH-6127TN&H M { ) BB AR,
IR O L H O R U RS T T (Py-""C-KIH-6127C ,

., Bz-"C-KIH-6127T , [N otz (Py-
"CKII-61277 . . Bz-"*C-KIH-6127 ¥ , ).
FERE T T L3St B i TH Y (Py-"*C-KIH-6127T ,

. Bz""C-KIH-6127C . )L KRB ICFRE O &

. Bz"CKIH-61270 MR DIz D24, BLAHO ERATF ZIK55% x4 T%TRR,
0.005 ppmK (F2.8%, 0.003 ppmiRH SN2, BEFR LB ORKZELZ BB SE, B

(KIH-6127 ER X 7)) ofhic | . . . HTRROD
( ) BRI XK=, O, EX BEBA#HB TCH-Z,
cifaske BNy ORI, DEFHET, # (Py-'*C-KIH-6127
7 . . Bz-"*C-KIH-6127"T , ) THRSHN, h
Y M TR DEFETH D,
& DEEKIL, FILFHPy-C-KIH-6127C
k N . Bz-"C-KIH-61277T ,
Tha, WTh 7 THEEENATV S, FAEOH

(B b HIEH L EERORH BRI SR,

3) MWBEHIRE (R2)
Z K NER L Py-*C-KIH-6127C . . Bz"C-KIH-6127T®
. Th-oio, BiEAIN BEECONE L, L ERINA L 2—RIT
DRAFNTHEYCEI A YU BERE LTHREL, MOALRREHELE, -0

. @ (Py-"*C-KIH-6127 T . . Bz-'*C-KIH-
61277 . ) B WERDAERTCE I EBRHME o,

& DEFFEEL, VPR OHE Tl o 1=
Fil b O FRIE 12 Py-"C-KII-6127T . . B&-"*C-KIH-6127C.

, THhol, BTO%MRTAE L, tiru 2 btkaha s a—
AR RBRENTLRHCRE A ah o FHERLE LCHAL, ROYAHREFHE LA,
IORE., THHED— & (Py-""C-KIH-6127T . . Bz-'CK1
H-6127T . oM KRR EN TS ZEBHp L Ao/,

— 5. KW O FEEEILPy-"*C-KIH 6127 > Bz-*C-KIH-6127 C &> > 1=,
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AEBHIR B SN AFBRIR LR B LOREDEMIIZI7T ME LRHIEHICHD.

2. 8.SEEMPE (255 g/10a)

1) ABBHEDSA (F3)
TR L 0, INHEITIE, RO KNS (Py-"*C-KIH-6127T62.3%. Bz-"*C-
KIH-61277C90.3%) N HEICHRFL, ZORKHSIIREO~5cm LB IR, TEE
IZHE10~20% (Py-""C-KIH-6127TR.4%., Bz-'"C-KIH-6127°C(7.0%) AfEHEhr, -
ORED IR LR Shiz (Py-""C-KIH-612777.20%, ##% T0.735 ppm, Bz-
"C-KIH-6127T16.00%. 1.883 ppm) .

ZHRIZBIT LI R e R A BB O04%ELT (Py-"*C-KIH-61277T0.44%.
0.065 ppm, Bz-"*C-KIH-6127 T0.25%, 0.062 ppm) Tdr->7o, FRIZISIT DRI E
£iT. REHE DR EE(TRR) D2~ 5% (Py-'*C-KIH-6127 ©5.2%, Bz-'*C-KIH-6127C
1.5%) Tt T, FRETHAERIL. H90%IRR (Py-"C-KIH-6127785.4%, Bz
MOKIH-61277094.0%) Cb 7o,

FAMFOREE (LTI OFENEE T WNE S OB EDBFERIZIHER L= Ch o,
FEHEE O S MITEHEHOREORS LRL LT,

2) MHBEdOREY (R4)
ToKD W 1242 < (Py-"*C-KIH-6127T . . Bz-t‘C-
KIH-61277C N Yoo NEoRBHEEN iz /- (Py-"*C-KIH-
6127°C . . Bz-""C-KIH-6127T . ), EEMpoS
nir kB T EBIZY Ao (Py-""CKIH-6127C . .
Bz-''C-KIII-6127T . ) o BRI EBE SR ST,
Py-"*C-KIH-6127C DI H3 ( . ) R &R,

IWHEHORE, LD IZTRR® T (Py-""C-KIH-61277C .
. Bz'"'C-KIH-6127T . ) TdHy, iz
WEE o 7 (Py-"'C-KIH-61277C . . Bz-"*CKIH-6127T N
), HEBET F LD it TN (Py-"'C-KIH-6127T
. . Bz"CKIH-61277 N ) L AKMizizoh
GLATOEREH I, SIHERICSEESH0 EE S ZBBRE % D0.2~3.9%TRR,
0.002~-0.077 ppmiR (N E N, EER ZEOHAUEES < BH I, BiSh Oz
ThI-Hh, TN, L P R T o T,

& o DAL, DETHET, (Py-"“C-KIH-
6127T . . B&"C-KIH-6127C . ) THBBLI,
ZHE T B R DERHETH 5.,
& DNFREL, FHENPy-"C-KIH-6127T ,
& . . Bz-""CKIH-6127C . &
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AEBHC RSN IR OHEN B LUASOFERAZI7T MEE TR T ICH S,

THDH, IR D TR SNV S,

FABIORGE (KR L LU - FEOHH R SR/~ AEBTERKA
MEBOES L REL T,

3) EHEPaE (F4)
ZH O EEITPy-"*C-KIH-6127T . . Bz-"*C-KIH-6127C .
Tt IN EECLHL, BHroERINS b2 — R ]RY
RERTOBECAE A/ L HERE LIHEL, MORALRRALFHE LA, O

£, D) (Py-"*C-KIH-61277T . . Bz-"C-KIH-

6127T \ ) A WERDAFRTWA I EPREGM R T,
& H, WTHh BEGEREELIIUTOMTE - -,

it ) 1ZPy-"“C-KIH-6127"C. . . Bz-""C-KIH-6127TCTRR

. T, ET0%MER TR L, A —2AnE Rk aihs o
TR RAENTWAYC R I U EEEL UTHERL ., B ARRAIE

L7z, Z Dk, B8 (Py-"*C-KIH-6127C . . Bz-
“C-KIH-6127 T \ ) oS IZHLDIAEN TS Z LA B AL
ol —H. DB EEIPY>BzTH =/, ORI, EAEMALBE O
B EHEEL T,

3, TEPRHEYE L CHERED S
R 0~5ecmD ERE DT L-BRIITROELY TH 5,

1) EBB|LE (3 g/10a) (K5)
IR @TT Lo RBO~S em I MBI Py-""C-KIH-61 27 CALTE B )50.4%., Bz-"*C-
KII-6127T747% Tl oo, T 2 LY LBP2RARED30~60% (Py-'*C-KIH-6127
T29%, Bz-""C-KIH-6127T60%) MK SN, 7 o MHERIrE$n o REm &5
MLIcEZ A BEABOERLE Z KB AERED0S%~11L4A%MHE S, EE> 25

T oT, TOH, . . . . HUOHED BHaEME, 20
¢ L BEESBEAHDTH /. A ATER B P iz D 2 i
¥ (WAl

7 b H A 1 Py-"*C-KIH-6127 T & 035.6%, Bz-"C-KIH-6127 CAEE®D

30.1%BMH S, Tl YRR L0 BERHIER, TAOREE, La—31r ~OREEOR

VAT G, R OERETH, SO AARELREL, KT
DR T &y =7z, B OFE DR B E O 8R L il LTuss,
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AR PHZ RSN EBRICRDHER B L OCNEO BRI 23T MR T KA s,

2) R5EHME (255 g/10a) (£5)
IRHH o BF L= #B0~S cm [T O KHEMPY-"*C-KIH-6127 CLE B 1 50.6%,
Bz-"*C-KIH-6127 T86.1% Tdb oz, 7 ¥ F il X 0 LD REFRED25~55% (Py-"*C-
KIH-6127T27%. Bz-"'C-KIH-6127 T56%) MM S,

FTErAAMENCEENLAIREDESY LA L 25, SLEBOERL ZEPAHED
0.7%~102%EH Sz, EE> ZKThoi-, O, . . . .
AL AR, mEni, & BEESRABB TH o7, LA R
oo 72 W a .,

T | R B 12 15 Py-*C-KIH-6127 CHAL B & 7337.1%, Br-'*C-KIH-6127 TR B0
3% S/, TUA VAT LY MREE, TAREE, L a— I ~OHEEOTRY

BB ERAT, MR OTRETH. SORYAAPRBRE S, KT
N DI T -7, FAMICET DRERINEPRO RS OBRLEELL Tk,

CAEORER, ok 18 AT B & s PCERKIH-612710, LB D8 0 £ 10%23iE 5

FICRIR S, TR O T R~OBITIN &, WEBD04%L FTH Y, EAENH

(3 ¢/10a) CORMBEREIL0.007 ppmbl FTCh -7z, ZAPIZEGHLLSHIRHEEIRT,
ARSI T ST, KES O ReTEER CERUATFN T,

KU OB ESRBET RIS, B, WESNRAOBRILEBRT O

{ . . . . . . Y T eott, TESE{CHEDIT B
Thol, AN EHOES, CEOFN ZIEL D £ o, BETREO -8t
Wty Th B ERDAAERN TR,

TP RBEREED~0%DHEHENKLE L, FONHSELBO~5 cnilHE
Uiz, LRI EOMEEPALBESHLAT  OfCESaY ( . .

) R ER. BikGHhE LTI ERD B ZRED Edot, EEAH
SEEmIT T,

T A&ED T, IECHDAEN, HwIT
DOIRIZE DA L Tuvk,

UCTEHEY U I oy 2 AFADKBRE LU HET IR B EEEO S8 ROREICE T 3 L.
I CRIC B AR A R E MBI R L,



AR RSN TSI R DMER B L UNEO FEIL /3T M F T S5 S,

[ EY I8y 7 AFOLKIH-G127) D AT A R B s 0 B ARSI AR B
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P30

BINAGFRITRDEF B L UPNFEOR BRI AL T REAR S D,

/_‘Fﬁ*’l'h- il
L1 THE Ggloa) QURRoFIHE L UUWERORNEST
Py-"C-KIH-6127 Bz-‘C-KIH-6127
. ] IR Y R M
wteh [l mEmaeE) | (nmmiwe) | (nmgasn) | Gasig 109 A)
BRI T A%
11.73 10.40 6.76 10.91
ok 0,40 0.22
= {0.0068) (0.0059)
< N 0.19 021
i Wt (0.0167) (0.0288)
o 11.73 9.35 6.76 10.23
HE (ER) (0.1012) (0.0611) (0.0713) {0.0982)
- 0.46 0.25
{0.0704) (0.0775)
73.8 64.4 84.7 78.8
e - 0-5 cm 62.1 50.4 82.2 74.7
5-10 cm 9.1 10.7 1.1 2.3
10 cm- 2.6 3.3 1.4 1.8
Bt 5.5 74.8 91.5 RG.7
¥R, %TRR
100.0 100.0 100.0 100.0
it ¥ 3.9 2.0
¥l 1.8 19
findl (FZE) 100.0 89.9 100.0 93.8
R 4.4 23
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AERN AN ERICESER B LOHNAEOE R IIT AP TEERERDHITRS,

=2 KIH-6127 3£ (3 g/10a) B O FABE L CIRES DS L{CB O 547
H %TRR
_ Py-""C-KTH-6127 Bz- "C-KIH-6127
A
iy fea® AR B S FA W IER
R ZH B g =K EIE
a3 e R
g
Y ~ <01 9.0 0.1 47
KIH-6127 E& | 0 0001y (<0.0001) | (0.0064) | (<0.0003) | (0.0049)
, <01 _ <0.1 44 =01 28
KIH-6127 Z4F | 4 0001y (<0.0001) | (0.0032) | (<0.000%) | (0.0030)
g
P 100.00 3.9 89.9 100.0 2.0 93y |
©1012) | 0.0068) | 00611y | (0.0713) | (0.0059) | (w0982

FEIL PR 2 35 B B (ppm)
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ARBHIRE SN 7 FHRICRDER B L WD BRI 737 MF TEARSHIZH D,

&3 KIH-6127 8.5 /% & (25.5g/10a} 4B o MR L ORI O S/
Py-*C-KIH-6127 Bz- "C-KIH-6127
- i K1 HA b FHy YR HA
Al R gnsas ) | onmroo N | vnmas e | onsm oo na
WS HE D%
Haix 12,93 8.43 11.83 17.03
I 0.44 0.25
ZA (0.065) (0.062)
- 0.24 0.2%
bt (0.182) (0.360)
- 12.93 7.20 11.83 16.00
R (ER) (1.912) (0.735) (1.538) {1.883)
t 0.55 0.50
{1.311) (1.525)
T 67.7 62.3 93.7 00,3
0-5 cm 62.2 50.6 92.9 86.0
5-10 ¢m 5.4 7.5 0.6 3.1
10 cm- 0.1 42 0.2 1.2
eras 0.6 70.7 105.5 107.3
RE¥niE, %TRR
Fitfe N 100.0 100.0 100.0 100.0
K 5.2 1.5
Wk 29 1.6
oM () 100.0 85.4 100.0 94.0
1 6.5 2.9
TEUL PR 8RR B (ppm)
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ABPHIRLBSH I RICHRLEF B L ONA O LT 77 MEE TERAAHIHD,

4 KIH-6127 85{E® (25.5w/10a) ABHRKOTEAMAES I TR oo flisy TR L3 00 254

%TRR
Py-"C-KIH-6127 Bz- ‘C-KIH-6127
4y A= B A H g v = AIHR Uy $E EH
BERR T F - fy
KiE
] 1.7 <02 0.2 6.3 <0.1 3.9
KIEGL27EW | (0.033) | (0002 | @o02) | @.097) | (<0003 | (007
. 12 <0.2 <02 30 <0.1 1.9
KI6I27 2% | (4002) | (<0002) | (0002 | 0.046) | 0003 | (0.038)
e [00.00 5.2 85.4 100.0 1.5 94.0
ok (1.912) | ©o065) | 735 | 538 | osy | (1883
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AERHERSN BRI RAEF B L UONEO R /I7 AL T BER2 LI 55,

F5  KIH-6127 AR 350F B 0~5 em DS

EZAE Ggl0a) WAK

. SLBEROHRE LT D% ,
. ™ Py-'‘C-KiH-6127 Bz-"C-KIH-6127
5y feat XI5 O (% AT PR (PR
(PR 46 H) 109 ) (LR 46 H) 109 H)
T okl 25.4 14.8 59.2 44.6
KIH-6127E {& 2.4 1.1 21.0 11.4
KIH-61277 & 0.9 0.5 5.7 3.6
Fht i 36.8 35.6 23.0 30.1
7 AR
Exa—3
= 62.2 50.4 82.2 74.7
8.5f%%E (255¢w/104a) MEK
. SABRFR GBI R B %
p N Py-"*C-KIH-6127 Bz- "C-KIII-6127
Ey ot HAER I (R ST R ULER
(\FE7% 46 B) 109 H} (AREI% 46 1) 109 B)
7 b iR 24.9 13.5 60.6 47.8
KIH-8127K & 2.3 1.5 15.0 10.2
KIH-6127Z & 1.0 0.7 54 3.7
i 7E 37.3 37.1 32.3 38.3
I A A
7 )L/';\]‘E'E;E
ba—3
53 62.2 50.6 92.9 86.1
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FEFHIEREN TR RPN B LUONE OB R /I T M2 T ERREHICH D,

(3) +HHEHIEMAER
1) FFRIH K A E A B R VYA R M HEE D E AU (EEB—8)
PREREEE -

WEFRAE - 1995 F

HAGERIL A « ARBTI KIT6127E RV ZEBOANFHICONT, MCERE A% AL,
ERATHESWIRET o7,

%4 : methyl 2-(4,6-dimethoxypyrimidin-2-yloxy)-6-(1-mcthoxyiminoethyDbenzoate

B T U R(2-4CHER KIH-6127 E K,/ IPyC-KIH-6127 F{4]
SeHREE
B 00HiE

H,C ~ O—CH,

N
S
N

0=CH,

*ERATE

B U S VB2l KTH-6127 Z{f/ [Py-1C-KII1-6127 244)

LR RE -
b dioR STy
H,Q
 o—cH,
COOCH, gy
N
7N
o—+
\N_ * . AZHALE

0—CH,
AV L ERU-CHERE KIH-6127 Bk~ [Bz-14C-KIH-6127 %]
HeaHbE SRR
HC ~ O—CH,

N
COOCH, oy
N e k s
o—d ;i

=

0—CH,
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A AH LS N F R ROHA B LR ED HLRIIT7T MR T R AL 5.

LB e BRU-UCHER: KIH-6127 216/ [Bz-11C-KIH-6127 Z1%]
SEHOHEE
L EEME
H,C
—MN
Ay
O—CH,
COOCH, 0—CH,

0—CH,

* 5 {RERLE

BERS T Pk (O UBREE D 1) BN RIR (BRI ) o> 2 B o T % 2mm O A S L CAV,
THEoOSEE SR LT TT,

e | BT ok e r o
% B | Tan | mmmm | MR e | LRSS

o (me/100g) ? (mg/100g) '

BBk

(B A4F T 136 6.19 35.9 5.61 920 fﬁi%f _
TR TEER) cT

AR (KRS . hEHE+
MEEHT o & —) 567 _ L6 9.5 6.5 308 1B F

|- iR
DIEmA 0 Sk 20 g K OFKIK | 30 g (B4 HE) 4 100 mL B 47 5 2 =26
L, FREAZBHENLTKE 1L em DHEARREE Lis, FAIRANTOEE 114,
WCDA o FaX—F—MICHEL, THEIEELE,

DR 4 LA 2R A — Y L— T 1210, 30 S RIEEE. ) ERMEOMEESE 4

PR
1T a

MG i HE T 20 g RUABR T8 30 g (F 2 W L) # 100 mL A=A~ 7 X IR
L., KERFRKAKEAREDR%IZMEBL, 7L IR ATO2B%, 0CHA %
2 l—F—IFE L, 7 I REESEE L,

bl

HK RO, O R MBS L2, Bz UC-KII-6127 £ 5 5 + s o %

T8 0119 ppm.,  F 2 AIRTHEITIE 0137 ppm 0B L7, F 7= Be-1UC-KIII-6127 Z kit
FERED 0151 ppm ZAE L, FNE SR L 7. SEHREEKANE, FREOX L
MTO0. 28, 56, 114, 228, 335 B, KW ER<T0, 3. 7. 14. 28, 56 1I1f. 30Co
A X = F = TR L, SRRFO T LA, e Lot 1 I MR R RO

MEAITY, KRB0, 335 HA, KB 18T 0, 58 BIMIER Ur-, HEEAEh . Rl
IS L Pl D e

Py-11C-KIH-6127 E4&IL, kS, JEW0E O LECEEIE o 0.14%pm % . & /- Py-14(-

KIH-6127 ZIKFTL, RIEEEE T 0.150ppm, ARTHET0.14%9pm #0BL, #FhHET 0,
335 Bif]. AIRLHTO, 56 . EBEOEETREE L~
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AERHC R EN I E B ICRDHER B L ONENFRIZ 737 ML P TERRAS LB 5.,

14002 3£ R OF|E:

SN KB b U 7 LABERD S TR R L, HEAETICEET S wC0: 2% L, &
RO~ HREEW T b ra p Ay — (LSC) T & 0l L,

Hhitl, FSteEeBIE & IRE OG5 ik
FKEBE SO HEIT RO 7 o— 33— MIREWHIN LA,

{ 1i2 |
+— 7Lk iR
sl o |7»emmms,§|
R LT L > 05N NaOH{E B
| — R R
IZ%E] [R5 LE] |
v FII B K] FIL 4 i 2
L5C LSC (FIVES)
TLE - RN —— ISR EA
4 —R M
LSC
I
i EBE
(BRI 53) (ZAFBRES)
v U— %% —— BT F LR
L5C
i
LSC LsC
TLC

BRI Sy R U A AL TLC I8 Y b hicamy b L, TRTEBEL %, A4 —
M7V TG AEER L, TSROy B EAEES L, KB ARELY., {03
BMOZRy MEDERY, WK FL—tarhrsr 4= X 0 HBEESIE L,

TR VAR (0 - — 2 ) KO (BRI 1T —8 40 Fd3 74—
R LB RE A L7,
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ABERHC RSN BICROHER B L ONED BRI 737 AT TEARA S5,

REGER - S LS BRI OREMES I RITT T,

PRk e — B — MBERARE T 5%
] ~ 3 ] P}-"MC‘KIH‘
=14 - ?
T 4 Ba-14C-KTH-6127 / 15 2 4118 12745 46 N3P
0 28 56 | 114 | 228 | 335 | mmsss |wmsus | 0 | 335
RIH-6127 £* | 9986 822 6837 534 316 228 80.1 79.4 | 958 | 281
KIH-8127 2* 1.0 1.3 L7 0.8 0.0 0.3 1.7 L7 1.3 0.5

* . BEfE LR (7 0 —— B EE)

T b hHRE(T o—— N &)

K8 PEU MBI T 5%
AL T L 97 4 Py-11C-KIH-
N Bz-4C-KIH-6127 / 23581/ 197/ 2 A
0 3 7 14 28 56 ME o8 | W56 0 Hé
KIH-6127 £% | 1012 | 36.4 7.2 3.0 1.9 12 93.4 841 | 961 1.3
KIT-6127 2* 1.1 0.9 0.3 <02 | <02 | <02 2.4 4.0 1.3 | <02

* EmE - FLB(7 o — B
el 5 — RiER —

MEBHERE AT 5%

PR By-14(-KTH-6127 / 52 2 5[] 6?27' ;E;@ﬂ;;r;q

G 28 5G 114 228 335 M 435 | 4m33s 0 335

KIH-6127 £*| 08 13 | 21 16 12 10 5.5 60 | 06 | 12
KIH-6127 2 | 1007 | 730 | 524 | 375 | 195 | 124 | 822 | 537 | 997 | 101

* . RERRET FARe( 7 1 — — [ 2 FE)

KBt — Zihanp —

HUTU N RERET o— = [ B8

AR T 5 %

N Ba-MC-KIH-6127 / #5328 o ks
0 3 7 v 28 56 | mmse | mes | 0 | 66
KIH-6127 2% | 08 | 05 | <02 | <02 | <02 | 02 22 | 18 | 05 | <02
KIH-6127 2% | 993 | 57.6 | 199 | 56 | 23 | 18 | 849 | 698

948 14

*OREEE T T (T — te— 2 I8) ok
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AE RN RS TR RO S KOWBE O BRIZZITMEET A Stin s 5.

FrRe A B RHEGIE A 4T L HER S T S KI6127 BEE U 24, WM e
h7 KX DR B, E LT Be-4C KTH-6127 (X, EEE O 240 R
Fort KPR B TR IRl Tl o fn, B ASRLER U2 . ZIRBE OB
e BB AFESFHTHO, AECHERR IR B CAEE 14 B, KREETE T
WERNITEL, &2 NEHGHEED By T#ol., “O%REBxIZEER L, %&T
PR 1oy TR 56 B, RIRKTE Tt 14 BiCERRIGEL, &4 3o <
Y FORRERITR A TS U WARIHCIST DM, W IR CATS R AR R L
RN LT, F i, Py-MC-KIH-6127 (CE0 v Clxtet 2 T8I0 3T 5 20l BaeC-KIH-
G127 LFEDFE LIHERBIETHS 5 LHEFE S,

KNT, ERIZBUODFERAHAICER Uk St ERE R HEic s A Bk g
W,
R ALK SR BT Bz C-KIH-8127 #4087~ 2 #d)

FIE T O HEE R
88 0 BN KIH-6127 EtE KIH-8127 Z &
Pl e 133 I 629 H
ik 1% 20 H 3.6 N

AT A REET A IE RN TIE B2 UC-KIH-6127T EE M N ZR0B 784 . ARtk s
AL 335 B C 19~23%Ch v | KN TR 56 || T 3~4% Th -7, —F, %
IR AR HE ] 1L BRI B 12 L 72, Bo-BC-RTH-6127 B K (R Z L8 L - 18
T REE EEECITANIE 335 AT 35~13%. AMRTEID B TALER 56 BT 3h~hT% T -
7.

VDT, KM ERME VAR EOBESHED GG 4 R~— PLUB ORISR LT,
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BE BRSNS ROMEF B L URADBEMIIII7 M LERR S HD,

KITT-G127 Itk B O 2 4F SUER U /= sk HH 3507 25 335 11 DR RE 23 8
(AR HBEE L %3 5% ¢ T

B L BR AT kAR

B T BB A LT

[ETR -l yREHIE (B)
0 335 | 33n0MED x | 3360H * * 0 | 33
KIH-6127 LA X
B < LB 100.6 38.5 86.9 85.8 a97.1 10.8
KTH-8127 F 4 99 6 292.8 80.1 79.4 95.8 28.1
KIH-6127 Z{& 1.0 0.3 1.7 1.7 1.3 0.5
3 101.3 03.2 101.2 100.6 97.4 89.6
KTH-6127 ZIAFE X
A A 103.3 26.4 91.9 68.3 101.9 25.1
KII1-6127 & 0.8 1.0 5.5 6.0 0.6 1.2
KIH-6127 Z{k 100.7 12.4 82.2 53.7 99.7 10.1
et 104.2 92.9 101.2 96.3 102.4 84.1

*URE TS 335 DRI, OMEAPT 1A 330 HRgE, Wi RNe ) 2R

<0.2 (fSHE A T 100D | <04 OkB) IZRMHIBRAM T 254,
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ARSI BRI B ECNEO BT A2 LERNSHIIHS,

KII[-6127 & ROV 24 SLER U /s RER M 381 7 56 B #% 0 MO e 4
(ALERFCAREEIZ AT 5 % - HI9(E)
B R A F SV BRERRIN O
1 R (1) FE AR (B)
0 56 | ABOMED % | 560 * * 0 | 56
KIII-6127 R4 X
[t o - 102.3 30.5 102.9 92.0 97.7 16.2
KIH-6127 Rk 101.2 1.2 93.4 844.1 96.4 1.3
KIH-6127 Z{% 1.1 <().2 24 4.0 1.3 <().4
Tt 103.1 92.1 110.1 100.1 97.7 94.1
KITI-6127 2 AR4LER X,
BEBE - A B 101.7 56.5 95.1 83.4 96.9 24.0
KIH-6127 Kk 0.8 0.2 2.2 1.8 0.5 <) 2
KIH-6127 Z& 99,3 1.8 84.9 69.8 94.8 1.4
& 102.1 96.7 99,7 99.1 96.9 85.4
*OMGE LA 56 ARIEGE, YOS A a6 B MIEE, ST TRRME) AT
HIEHRA T L 7T,
RLEE L7,

Tl b T L0 R &AL D R TR Ik L E LT L
MINEHREDIZ LA ERER T ABII OB S, 135 A PREBLORKIHGI2TTE ~ 7.
Bz 14C-KIH-6127 BB Cit, Efhmhko (EERFEE BT B oh, JHNm
T, (EBEHEY) T WD LRz, Bk wmnSime LT B (K

W) A&t s/,
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AEBHI SRS NI RIROEH B LUONEDO BRI /IT MR T E$HRAESHITHS,

Bz-14C-KIH-8 127408 ) ERGIFE S LIS T NN - H T
RS/, TPy “C-KIH-612THE @ Vi, Ry EE335 BT . KR
TR ¢ T,

i, RPLBREYD I LEOM® ¥ g s’ ~EORR

SND I ENTBENT, ZABEREUZEOFHIONBEN - Fio b,
MR ORT R TR HE S L oMIE, BEELECREIC o, TOBRIED 2/
PR AF LD VIFHCORRICE, BEEUS B DR RS SS S LT
AhoblEZx L.

FIRBREOE DT b ol ., W2 0.6N NaOH TR L Bhisk, 74 Fag
ERE a— I il pELEBRER AT L,

PR ORI D 72 b R R O R S
(AR RE (24 5 %)

45 ZEHE (335 8) K -3 (h6 H)
SR | FUIVVER s NS EY Pz
KIH-6127 E#NRX
JEhEme
7 LREE
Boae—3I
A5l 34.8 26.5 55.7 45.9
Tz bR 30.7 229 60.0 60.1
KII-6127 ZANE X
gl
7R
Ea— 3
A&t 36.3 243 40,4 40.7
7R b A 368.7 26.9 37.9 39.7
ND#gH SRS, * 105N NaOIL LR D7 1 b Lokl 13, NF 7= Rras B
T N oA EE O RSTEED % <X B S, EO Bt

DixD R MRELHHRE

ERIZE N L /3y 7 AFAOHENC ST A ESERE 2R T,
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AEEH RSN AF IR B LONAEDERERIIT AHEET EEA L L &5,

1 KIH-6127E & (X 7 460 B 2 31T BHEE I AR R R
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AERHIRH SN AR BRIZROER B LA DR /IT AMEFE T RS TLIZ S5,

2) HKHDRPEGAR (EHB—9)

AEEBHARICOMEA D HLBETCHD, LT, 12 BESE 8147 BRF 2 0o 5% it
=] A i
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AREPHIEES SN E BRI OHR S LR EO BRIV IT MR T 3R Etic s,

(4) A PiEdER

1) iAo igtd gk (EEC—5)
RS
WEEPRE | 199 1F

ALY - AR TIIE ) L2359 7 AF S ST IR et 21T - 1,
7% : methyl 244,6-dimethoxypytimidin-2-yloxy)-6~{ | -methoxyiminoethylbenzoate

KIH6127  $liEF EfE (21 )
HQC
NOCH,
COOCH, ooy
N
o-——Q" \,
N=(

D—CH,

AR & LT, EUTFORMES B /e,

KIHA127 % $liE: KIH-6127 Z 4% #hiE:
H,C. O—CH, H,C
—N _..N\
Q- CH,
COOCH3 O—CH /_\ IZDDCH_.l D—CHa
N M
P N_
Nj(J—CH O—CH,
HESLA TR -

pH4 O0INNaOHXmL+ 0.IM 7 T EEARRH U 7.5 500mL+ KT 1L ITES
pH7 O0INNaOH2963mL+0IM U B2 /)0 7 A S00mL+7K ¢ 1L ICER
pH9 OINNaOH213ml.+ (0.IMKCL+0.IM-E;BO;) S00mL +7K T ILIZFE

BB ST S2ppm B LT 100l 7 7 R =&, S0LVCITHIE S BEIIC AR, 5 BT HPLC 2
L VBEASSHTL, pHEREL.,
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ABRBHCAERSH - BICRAER B L ONEO BILR 237 MEF T ERA DL D,

R 0T, 5 N8BT 0 EERTZE, WH-EFo83l £ mRIRT,

50°C
pH ¥ | FHAppm) | MBESBED | SEF%) pll OB,
e % (ppm)

L 425 404 494

4 JALN 0.966 0.958 0.83 411— 407
&3 522 4908 425
Efk 42] 407 333

7 Z{E 0973 0922 524 7.13—7.12
a3l 518 4992 363
E 418 384 8.13

9 ZiK 10 0816 184 910-- 902
i 5.18 4656 10.1

L EDFER G pHA, TRUFOWDTHOEM T ChH, S0C - 5 ARERE 23517 5 00T 10%L T =51,
LD EBNRGEERERIZIET S QBCD F A Fo4 o 112 AL, 25CHIB T ARl 2 P,
VUL B2 D, Fio, RO pHOBIIIZE A LB Lo s,

(REBEAL  HEETDITH T20°C) L OEB&RAH DA, TR Th Y. EL <3 25Ty
THLOTINEY S, )
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BEEHZRE SN A RIROER IS LUARS OB/ IIT MR T EEAS LB,

1) —1 HAksrfsEmadsh (BEC-- 6)

Ik aETERERRE R (RELCS) H5, BV I 730 7 2500 25CITE P AU R AR, pHd, 7.
QUvTHIZIBLTH 1EL - Thai-,

IO Eh0, 13 EEER 3986 550 5 MNAIHRIEMRE (ZRTHAECLETIE, BEU I 23w s A

T AT DHED A L Trde U, AR HEE L7,

394



AERHT BRI

2) AR KRR A& TV oK AT e i

ke

ik

©
2
3

£y

L

&)

REDK s BIEE s v~ RS TR Fesel TR 2 EamE L Lo,

PERS

HRITEVERSE | 2006 42

ALV BB L Ny & AFA B (BeNCKIH-6127E)
RUP BRI 2R 7 AT 28 (B2 CKIH-61272)
U PUBRERE U L w7 AFA B (Py-HCKIH-6127E)
BTV VBIRRE Y T 3w 2 AT ZI (Py-“CKIH-61272)

Bz-"C-KIH-6127E
efsraE
FEHEPIREEE

N
0—CH, .
Py-"CKIH-6127&
FRHRE
R LR
H,C. O—CH,
€, O-CH
M
COOCH, oy
1
M
o—il
-
0—CH,
3

 TERE

R D
AHEHEE S HiE
pH 58(11°C)
BRARE 0.21 mS/m
TRBICEY 1 mg/L. 3
TP SRR 8.8 mg/L
R E R | mg/L A

395

&) Bz-"C-KIH-6127Z
IefetiE |
TR

H,C
O—CH,
7+ N—coocw

e

@ Py-""CKIH-6127Z
LEFatRE
A RRIEE

s O—CH,

0—CH.

VRSHAMEBICRBEOBLEIIY LS LERRSHITHD,

CeFEC—7)



FEEHT RSN R RSB EUNEORLR 27 ME2 LERR S IchA,

B#7K ; BRI GEND K 2 TEEEE L7 60,
2005 9 H 21 BELARFOKY 2005 £2 10 A 19 113KEDKE

AETER SyMTE AHEE SRR

pH 79(11°C)y pH 7.820°C)
HREGETR 29.5 mS/m BRInEaE 38.5mS/m
IR 196 mg/L AR 270 mg/L
HHRRER 8.6 mg/L, WTBEHE 9.9 mg/L.
MEmHE 1 mg/L ik R B | mg/L i

MBS, 23 b ORBUKIIREIR A MR LV,

MERTE  NIHE U, HEEE 59 Wim® (JHEEIA 300~400 nm) & {[FA¥ 8/ 7 — 270 (15 kw) &
AL, 228 20m U TORRE Y v MEAAETT AT AT —Z A v,

ARRBRE  EI I s AFTEBINC LT ER  ZK=5 1 ORAEMTHL L 2hh, T4
DPERIA T L, 7ok, RBRIBEITY U 123w 2 AT AOMREEE (B 925 mgll, Z
175 mgl) ZHBL7, 4mg/ll (EFH34mgl, Z#HF306mgl) & L7,

+ Bz-"C-KIH-6127-E M TF Z K4 ARG 0T L 7 3RER X (Bz 55518, HEARBRX)

* Bz-"C-KII-6127-1 B TR 2 {672 B0 B $5/K o - P L 7+ 38R X (Be A5 A/ 11 Sk R BR )

« Py-"CKIH-6127-E X U8 Z WA i AR [ HERE L 7 RERIK Py 15305 2 KRB X)

* Py UCKIH-6127-E R UM Z g e B ARk it L 72 3R 1A Py B3, H SOk %)

ABEEH  EETE 25+2°C, FHHTE 120 B L Uin, RBERE L COLMHE TRTEEY T R
WA RR Y BV I, IR Ol S by 7 A0 T AR 4R L=,

SR A
O HEmEROFIE
GBI L F L — =z Gk T L—a L A e A—(LSOERWTINE Lim, F7-.
BIC. HPLC [CEA L THEEEZRE L, SBIFERFITo/, RS & ORISR & OB&IC L
NETER 0T,
LV IRITRIEO BIRAGRBRIX T, PREAES DR PR SN TS D el R
B iEER. AR T = — A AR, LSC I & DR 2 RT L=,

@ KRS Ol B M RS
B OFEHI 7 b B U AL, #0082 LOMS (RIRLOMSMS) (ZEA LT RS HERS
PO TR ST 21T,

@ PEER TS
E) L5 2 AFADERIL, E A ZAOSHEOMREL ~RRUT S TIIHEE Ls, Ef&
DRI, Z K ~OREERTRD T L b, MR HER S Z IK~ORE I & Ahke
PLENEFNBEH UL, Z ROV, E B o il ishin Ll BAE LD
5o S b= Xa s A O ol
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AFEH SN THRRIEA B L OB OTFILRIIT AP TEGRASHIINS,

HERRER -
1) ENRR
M OIS Bz SRR DRI IREC T 97%54 L, B SROKEMRICT R6%LL F, Py BRI E AR
SRIXC 96%LL k-, BAAVKEEREK C 95%LL ECh~ 7, Bz B KRB D351 F SRR O
OB, AERFETEED 1.09% T o/, Bz ERAED B HRABERI AT A EUZRDS %% TH -
7o BRI O~ O HEAE 2 oD, FOFERMOMMIIARTH S,
+ Bz {Za kAR BRIX D eIy 3R

JERRGSHER (RFRD) HSTRERIRE (%)
0 100.0
6 99.3
24 097.8
43 08.3
72 67.8
96 67.1
120 08.0
ENC eSS 99.5
- Bz £k B AR X DY s
FERASHER  (HFR) HAREIDUREE (%)
0 100.0
6 97.3
24 97.1
48 94.9
72 922
96 883
: 120 K6, 3*
XHHE (RESRAt) 08.5
* 1 IDBA(2-(1-iminoethyl}-6{(4,6-dimethoxypyrimidin-2-yljoxy]
benzoic acid) & S#7o,
* Py iZE A E AR D4
FEBBIRRRH]  (FERD) HAREIRMREE (%)
0 100.0
& 98.0
24 56.8
48 96.8
72 97.8
96 078
120 99.0
XA (SRR 97.5
* Py S5R(R, B ZAGRBAIX D B #k dh oDl 3R
eGSR ] (RFRD) FBtREEIR s (%)
0 100.0
A 0671
24 98.0
48 96.8
72 96.6
96 _ 96.3
120 . 958
W (AR 99.0
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A BHIA B SN IF RIS DEN B LURNAOEER/ITAEE T ESEASLIHD,

2) kg

RS D 1AM S & U T, Bz EREOLMALC T, B4R, 74,

-

(LN

Py MR DRER XTI E A, ZIK, . NF DR AL, [k

SRHE,

MR M Eh.,
DR AT ST,
DR T

WTFROBBREIZHNT G, EBE6EMFE T EA ZEEN 5,1 06 476 28K, &8

BT ¥ CEDIESEZILVEE ER ZROE EXMR L.

M HBRECY 10%E0 FRaHH S/ 0i@inid, Py E#iE o B ZoGABR I 1811 5
BEIATS I
PHERIRIZ ki, ZRLOT75 72 g o040, TREWRDER. M e—70edsdt

E70. Br/ Py BRI OB SRR 350 T, &3t TG HED
Chh I BN, F a2 ORI e

RBOMBRERIOTT.

* Bz ERRE T I 2w & AL 0B Aoy

DI Chr ot

iy R4
a3

HCEIRTEE (%)

HPLC

gl IR A E

0 f 24 48 72

96

120

W o | =1]D [ d |2 IS =

x7 Z-isomer 16.2 543 510 49.4 48.9

474

46.8

16.3

&3 E-isomer 79.4 400 380 36.5 358

340

336

79.7

R L BR(F/7) 8317 | 4258 | 43/57 | 42/58 | 42/58

42/58

42/58

B3/17
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AP R R B L PN E O BILIZ 237 (L5 LA A HchD,

Bz ST S o8y ¥ A TFOLDE B DO SRR

v B
L

HPLC
v—

[

YCREMLE (%)

S B[]

24

48

72

96

120

i ettt

Lcoll Ioofl NN Rerl [ B B BVl ) Sl PO

17

Z-isomer

16.1

49.4

41.9

33.0

249

215

18.4

16.]

18

E-1somer

774

364

309

23.9

19.7

I5.8

11.8

75.8

I RT7)

83/17

42/58

42/58

42/58

44/56

42/58

39/61

83/17

s Py R U 2 3y 2 AR LOERARN OSSR

A
wa

IPLC
B—z

[D

O (%)

S PR

24

48

72

36

120

77

Z-isomer

17.2

339

5238

514

50.9

49.6

46.9

16.8

#8

E-isomer

78.9

40.2

39.5

38.6

375

364

36.3

78.1

HMERERER(L2)

82/18

43/57

43/57

43/57

42/58

42/38

42/58

83/17
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AEFHL RS NI IS SR BRSOV O BILIEZ T 1l LA S ChE,

Py LY T Sy S AF DB DA

O (%)

P HPLC

[D e Rl Bt )
0 6 24 48 72 96 120

E—2

N
il
kY

s 0|~ |® o b w |-

]

p—
L]

215 Z-isomer 169 51.7 483 423 419 40.1 31.7 16,9

,_
=

—
¥, ]

#1606 E-isomer 753 378 34.1 29.7 27.0 24.1 22.2 75.5

—
=l

~J

—
o0

—
L=

R HERFZ) 83/17 42/58 41/59 42/58 44/56 42/58 39/61 83/17

3) HETHEE
U S /3w T AF0, S o3y 7 AF L BRI ZiEO 8 @il 4 w3,

U S oSy 7 A F DT R

e HBETR
WX Xte /SRR g
L Sty
_ #EEk 495 IR 1563 H
.
2 RN B #hak 73.7 IR 235 H
, REA 770 B9 2435 B
By Bhakix PR 165 £ 524 B
B0 2 8y 7 Rl BB 2D BRI & B L
FERUBFIE
1K et /o EHEGT K
el fiBA
K 6.1 IHY 22 H
Bz 15
s Sk 5.5 7] 5|
A 6.2 156 22 B
Py BRE0A
y BRaiA Bk 6.0 PET] 2211

100



VI oty 2 AT DEROORL L AR R

BEEH A SN AT IR LR B LOWNA OB ERII 737 M F T ERERSITH D,

SRR
FREHX B ol o ENC N
AR ABYE N 462 B3 146.4 B
1 Ak 71.4 B 228 H
B2 B TR 693 BT 2192 A
R A ok 147 B 463 H
b2 3 2oy 7 AL Zeodt e R
pALOIES
ELE e Xz /R PN G o
o B K STR B 18249 A
R H #AAk 77.9 B 243 B
IR, ZERK 900 [FHS 3132 H
ol B #57k 187 DR 592 H
4) WEENSIWIREEE

WSO B T B OMRESE 6 BRI ClZE ) 3 23w 7 A0 BE, ZEOkEN 4.6
ERDEDLIRNI EML, B I 080 2 ARSI A o AR DY R kAR 2
HH . TN ARG 6 B 3 Lo ERERI AR D L &2 L, S50, B0 LT
pi i an k=¥ A OYERDSHEE SIL D B, TR
Tk . R .
ThdLELLNE, UTFirei g s,

YRSy & AT AeORESE KA e YRR
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AERHCEEHST T RIRIER B L OCNEORRE 77 ML T LEKRSHLIIHS.

b

R " F0HBORE BN CTHEE B3 ok, Zosm Tt <
( ; =L
Chhd o E AV LY,
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FERHOEREN B RUCBDHER B L CREO BILRZI7 MY TERX SIS D,

2) —1 H A AR & U R B o EA AR BE-—MHE
— oA s OFE —

(EEC—7THE)
AR

& BERLEE 2007 #

A& o BEEARUVOSBKROROSGEENSRE (EE C7) 12807, ARkPiz TR COLE
Eatden | BHKPTIIERT PARRA LB R £
L ThASE LOMS L0 - HoE L, {bew
ELTREETHO, EITT HEEY THIMRERR LSRRI N, 22T,
EOREL, REEZRNT,

ST R UMRATT -
HEbah. . A
Gpl L. LOMS/MS 2B T, HPLC 387, MS A TNMS/MS A7 MEETT~ 7,

FERFEM . RBEEEIC L o CER LA MBI SEAERLD @ IIPLC #REBRER], 45 M8 287 [
E—ELAZ i, BaHEELE TR <, THhAZELHHEH L,

PAEOFERPL, B0 22350 7 AFADEEL KR ESMIRES,

. 383
ThASH EHETENRD, i, kL,

R C-T T LIk AR BRI LA T 5 ) & 72 B,

FUU S 2 & A S LR T e A s
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FEEHIG RSN RIIR DRI BLURBEDBETE /T MR T ERRN RIS,

3) TIu I MBS & £
(FHC—2)
AR

BME B : 1995 F
et  ARRTITKI-6127 EER T Z EOENERIZ VTR TORSGHRRE T 1757z,
fe#4 : methyl 2-{(4,6-dimethaxypyrimidin-2-yl)oxy]-6-[1-(methoxyimino)ethy! |benzoate

(CKIH-6127 Efk s
HE Q—CHy
=N

COOCH, ¢y

SV
N={
O—CH,
OKIH-6127 21K  #0EE -

H.C,

—N
\

O—CH,

COOCH, oy,

QO
=
O—CH3
YW P T w7 T4 (20W)
6B OGS OERE 7 em ¢ 0.824 mW/em®  (B¥ [Z B 310~-400 nm)

RS BEEEAK (pH653) . AAK (RMNIL 0ERA 93311, pH 7.52) RUMEE 7k (pH
8.18) O IFEMOMUFAIC KIH-6127 EIRES X 264 A, BEM 14ppm & L, 4HEDE
FHLCT 7 2734 baETem OFEBENLRH U, 2SCTHEE0,3,9,17,20 KRS8 HiZ
MEEIRY | KIHGI2TESAR U ZEORE S HPLC CHIE L., £A8BRE LT, RER
BRET N FA N CHER LIREE L, #, RHBRIZE 2002ppm THD |

fis IREORD (EF) RUALZ (Z&) RSN LS, £708 3 IR EM % 1,
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AERHIR

SN IEFRIZBELEFBLUVREDOEFRIIZI7T MEE LRERS IS,

F2 1 KIH-6127 EFRANE L7 kKSR EGRR O ZEORREL
| Bt 1 A BB A B A7k M*ﬁﬁ A #5K
R %Fﬁl R B | R EZ | FeHHERE E/Z
X (H) {(ppm) E/ZE | BT {(ppm) EZS | 53 (ppm) EZW | &3
EfE |l Z#& (ppm) | E4& | 248 (ppm) | £4K | ZH& (ppm)
0 132 | ND — 132 | 1.32 | ND — 132 | 131 [ ND 131
3 062 | 080 | 1:1.29 | 142 | 0.61 | 077 [ :1.26 | 138 | 059 | 078 | 1132 | 137
¥R 9 059 | 080 | 1:136 | 139 | 058 | 079 [ 1:136 | 137 | 058 | 0.78 | 1:1.34 | 1.36
X 17 058 | 0.78 | 1:1.34 | 136 [ 0.56 | 0.74 | 1:132 | (30 [ 053 [ 072 | [:1.34 { 1.25
29 056 | 0.76 | 1:1.36 | 1.32 | 0.56 | 0.78 | 1:1.39 | 1.34 | 050 | 0.68 | 1:136 | 118
58 056 | 071 | 1:127 | 127 | 049 [ 064 | ;131 | 1.13 | 044 | 057 | 1:1.30 | 1.01
0 138 | ND - 138 | 132 | ND — 132 | 1.34 | ND — 1.34
- 3 129 | ND — 129 | 129 | ND — 129 | 1.29 | ND — 1.29
P 9 1.35 | ND — 135 | 132 | ND — 132 | 135 [ ND — 1.35
I 17 129 | ND — 129 | 131 | ND - 131 | 134 | ND — 1.34
29 133 | ND — 133 | 1.37 | ND — 137 | 1.30 | ND - 1.30
58 1.50 | ND - 1.50 | 149 | ND — 149 | 146 | ND 1.46
A2 KIH-6127 Z 6% B U K BR P £ O Z R Dfer 1L,
) L IREFET 7K B KK B B 2k
Ak ﬁl#m Vi fant=3: 4 EZ | ®milkeE E/Z | R E/Z
X (H) (ppm) EZLE | &5 {ppm) 2| ah (ppm) EzZb | &F
E | Zi& {ppm) | EW | Z/4 (ppm) | B4R | ZHK (ppm)
0 ND | 140 — 140 | ND | 1.42 - 142 | ND | 144 — 1.44
3 058 | 082 | 1:141 | 140 | 058 | 0.80 [ 1:1.38 | 1.38 | 060 | 0.83 | 1:1.38 | 1.43
Pt 9 059 [ 080 | 1:1.36 | 139 | 054 | 074 | 1:1.37 | 1.28 | 058 | 083 | 1:1.43 | 1.41
Cogn 17 058 [ 079 [ 11136 | 137 [ 054 | 074 | 1:1.37 | 1.28 | 055 | 075 | 1:1.36 | 1.30
29 058 | 078 | 11134 [ 136 | 047 | 064 | 1:136 | 1.11 | 043 | 058 | 1:1.35 | 1.01
58 052 | 0.70 | 1:1.35 [ 1.22 | 050 | 064 ! 1:128 | 1.14 | 049 | 064 | 1:1.31 | 1.13
| ND | 1.40 — 140 | ND | 140 — 140 | ND | 148 - 1.48
- 3 ND | 1.35 - 135 | ND | 142 — 142 | ND | 144 — 1.44
P 9 ND | 145 145 | ND | 143 - 143 | ND | 1.48 — 1.48
i 17 ND | 140 — 140 | ND | 140 140 | ND | 1.39 - 1.39
29 ND | 150 — 150 | ND | 146 — 146 | ND [ 150 — 1.50
S8 ND | L3R — 138 | ND | 1.32 - 152 | ND | 148 — 1.48

FROMER A B AT LR ER 31w,

#3  HETEEE
Heatk FERB RS [X*
W AR | 495 H,7301 B
H 7K 231 87178 B
BB APk | 133 B.133 11

* R ER, DL 2EER T
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FEEHOEREN T RIBRDER B I URAE O LR 27 M P LER RS HIISS.

LAROEER S, 73 w254 FREICEY ., KIH-6127 E&I—8 70, $7 KIH-6127 2L R

HO— MR EIC R L L, B S BICITEEICE L, EERUIEORNOKIERE &, £
ZDAHEATR1 13 Th o, ERRUZEILE GIIEDRS THY . B2 OSFHECOSIEIT
B CEVIER Thodo, Fio, BEMHR GOMRE) 1K 55FE 58 B EAR D Z B0 Rk
{ER GBI EBD Lotz
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AN LA SRR B AR 5 L DR D BRI T L T2 A 2L 3B,

4) HEEEHE AR DK BERE B #&
(\rc—3)
Abamsl .
W B ;1995 F

HASERLEY AR TIL KIHN-6127 O PCERE S MR U E S8R 2 S E m AT 53, K
B HTOaMRRE T,

{bF4 © Methyl 2-[(4,6-dimethoxypyrimidin-2-yl)oxy]-6-[ 1-(tnethoxyimino)ethyl |benzoate

A2 L BHU-MCHEEE KTH-6127 7 46/Z IR &% (B2 “C-KIH-6127 Ef& Lz ]

MRk RE: s BRSO
HGC

NOGH,

COOCH, o_cyy
N

o\
N= . . gE
—— o F AT

Y 3 U BRR-MCIR T KTH-6127 E/Z FESY [Py-"C-KIH-6127 E1k AL ]

e d-cpcH s BEHE SR AL:
HyG

"NOCH,

COOCH, gy
N

0_{4—\
0—CH, * AR
KOS

(DERBEBTR ; RS ERBIE THRE Lo KU £ 1.2 kg i2 BB 401 %M R L,
30CT4 HfRsEL Lz, AL Czandatn,

DR EEEA Ak ; e A— b & L— 7 L7 i,

OB EAEA ; KA F— N7 L— 7RIS U3k,

i3 MOk, Bz-C-KIH-6127 77 13 Py-"C-KI11-6127 & KIH-6127 E RS (4
B 997%) CHIRUZ-BEEE N A, AT4T 1.01 ppm, #%F110.992ppm & L7 HERIEIE
S00 mL % KISV 55 HERE /s,

FEREEL -
FHEEILRORBRE 16, 26 RUNSS NOEE» S, KIH6127 BB LU ZE, WD S #
OorERmATRH S, FEAE R IR UCMERE K OBHE S BORES T, %
BDFIIT LI,

407



ABEH RSN T H IR B LN BE O T L7715 LER A S HD,

FORN, BHEBO BN E/ZIEE, 11012 Th -0, B mAKoBRHEE 55 1110
(75 KIH-6127 ) E/ZLRITREE L 1 111 &2 0, ZEEOEINAA BN, KIH-6127 D#HE
ERENIN 33~57 B ThH ol SEOUBUKOIEME X (G4 T, Efs 246~
DRV CRHTIT LA PR ST, 7% 55 B OMERER T LB R UV
idrfe ot Bz-"CKIL6127 B8, | RO B, FIE A,
T/ Py-"CKIH-6127 BERshnhiz , ,  KO¥ BRI, FEShiz.

IHRLHEERA L. REELUEART 5 ABDOREBRITRKIZ T L5 I E SN,

[ U287 A F OB AR O KR AN 35 i A HET 45 R 8%

108



AFENI RSN A RIB LTI RI UV ED EREAIST AL E T ER DU 5B,

# 2 CKIH-6127 A0 U EER T A U S RS EE S RS

(AAEE A EEI T % %)

IRiE

Bz-"*C-KIH 6127

Py-"C.KIH-6127

SABR (X FRART 1< FEHRSS X BRH X FERSEL
Babt B 3 0 [ 55 [mss]ass | ss [mss] 155 | o | 55 [Mss] Jss [ s5 [wmss] 155
Sy RHE
Reer Fldg [ 1043 ] 566 | 73.0 [ 934 973 [ 103.7] 894 [ 923 [ 531582893883 9427 089
KIH-6127E# | 908 | 189 {284 | 652 | 844 | 800 | 688 { 753 [ 192 | 21.1 [ 572 | 820 | 898 | 85.4
KIH-6127Z f% 114 | 210277261 ] 103102 ] 79 | 80 [ 206219250 81 | 79 | o1
R 104.5] 73.1 | 873 1939 | 97.8 [ 103.9] 8.7 | 92.3 | 82.1 [ 829 [ 90.2 [ 893 | 944 | 99.1

M BRAEEE TR, ) BREAR A, ND: BitEnt,

409

TEMRITAEY L Apu s S AT



AERHO RSN B RICFDER B I UNBO B ML 737 M2 T ARSI H S,

5) KBARUGEIAET I L 50050 & =
(g@sc—4)
BT
WEEVERE: : 19945

RS - AR TR Y T /3y 7 AF O RKIEHR R NSRS F o itk 41T

.
{E%4 © Methyl 2-({4,6-dimethoxypyrimidin-2-yl)oxy|-6-[ 1 {methoxyimino)ethyl|henzoate

KIH-6127 ; Ef&s . 2
EEERLE

HE
~NOCH,

7\

COOCH, n_rcp
@

A\
/
o—{
N
0—CH,

St RS & LT, AT DRENRE T,

KIH-6127 E & &hpE KIH-6127 Z & i .
Hac\:N/o—cns H,C .
\D—CHa
COCCH, D—CHJ COIZJCH3 O=CH.
M M
g% VR
o—({N_ 0 <N_
O—i:‘,H3 O—CII3

i A
AN N CONGRTIL, 494 ppm Rl d GEAFIC AL, 1 HFISERRI L LT, KEBEIC
24 Fp[E] IR Uiz, Fio. EAST P TOOLHBE TR, 952 ppm BilE A LY Y
REIZ AR, T E 1 on ORBE (BKEE 13~ 14 mWem®) 1CRE L 18 B,
(M LA s S R ) — e 2 B 51 LT ik Ui, iReSa0imdinn 0 skl 45 & Hun
HPICIC X D ER L=,

410



FEFH L ERISN B RICRIEN B I OCNBEOBRIX 77 M2 TERRSH B3,

BRSO RIIARER L RUR 2IDTT,
F#1 KBRIT L DI )
] | RER | 0 1 05 1 2 3 [ 45| 6 8 s6 | 112 [ 224

o | £ [ G0 3a1 (300|241 | 221|202 [ 200 [ 203 | 207 | 204 | 152
oomy |2 092 | ts0 | 197 [ 258 | 279 | 287 | 287 [ 288 | 277 | 274 | 250
PP Z gl | 494 | 491 | 497 | 499 | 500 | 499 | 497 | 501 | 484 | 478 | 451

K2 EHEAKERITIT LD Y5
HE Rtk 0 025 | 05 1 2 4 9 18
_ £ | o096 | 258292 [299]207]297] 206 | 204
RE 2w Tans | 258 [226 [ 218 1217 | 246 [ 215 T 208

PP 504 | 506 | a8 | 517 ] 504 | 5.03 | 511 502

CLEDERD . MBI L0 RN Z 0, 45058 CHFORMEIIERE /5135 [iEL~.
SR 24 W% CRI% T D, K127 ik AKF TRBRIZLETHL LB O, %o, BT
HFRITIT BT HREEESEZ Y KRS 1A TE0 R EEd V13770 (ELE, 4588
413 18 KR T 4.5% ThH VW, KIH-6127 (T [ i AKRITEAEIZ WL T HEETHD L8 2 b,
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AEEHT RS HRITRAHER B LR EORER 77 EF LER SRS,

(5) Lsmradalsg

(ERC—1)

FAERAES

W BAERRAE ¢ 1995 F

LS AR GIL, KI6127 ERRIR Z O FE N B AR S i

1674 methyl 2-{4,6-dimethoxypyrimidin-2-yloxy)-6-(1-methoxyiminoetiyl)benzoate

KIH-6127 £ #5498 5 GREERM)
s -

KIH-61277 47N, (FEAEF%E)
{beride -
H,C
—N
Y
O—CH,

COOCH, 5y
3

4
i

0—CH,

A1

A L BU- OISR KO 6127 £ 18
HRRTEE -

HEHE PRI
HC, ~ O—CH,
=N

COOCH, oy
£l

N
ot/ \
N=
0—CH,
* o R E

L B UMCHERE KIH 6127 Z 5
e Ml -
TSRO
H,C
=N
A\
0—CH R

COOCH, 5o,
3

N
o—4
-
0—CH,
. R

I IR B AR AT ) 2T b)) SR I L8 (ETmltay /1)
I THfE LS8 FUEROKE T8 (Rl RAMTEE i)

M A I AEYRREF I 7SRO T PR R R4

IV 3 7 7 A AEFE IS () R R TN K B (o) I ) SRR | [ET)
Vo MRS RO o 2 — PRI, (BRI IR )

R LA SO HREOME R REDE 1 o5,



AGRH RSN RICRIEN B L OB O RILI 77 HEF TERRSIZHD,

E’E’ 1 ,\?:.ﬁi*]—ﬂiéc?)*rffﬁ
8 H I n m v A%
TR AR 7 1 42 KK HEFK R T Rt
m . LiC sa | Lc CL L.
o % 140 593 398 51.5 617
22 44,1 198 240 09 | 226
Lt % 419 209 362 216 17.7
" | AmSFagAh | JUIEO N TRTES g | DA
AR ORRAT AV Y | ”_;,frﬂ; fjﬂ ff‘qf” JEDRE <) I
LR R % 360 257 3.46 1.76 1.11
PH(H0) S50 56 | 50 54 57
pH(KC) 37 44 44 41 47
A A AR _
ﬁgﬁmfﬁbi 2.5 197 29 124 10.1
[Nl et g 2290 470 920 620 308

PERGIE  OECD O A F 7o DL A BT L TiT o/,

MERRE KIH-6127EK ; 00417 pggml., 02020 g0L, 1004 gmL, 400y gml
KIH6127Z K ; 00331 2 g/mL, 0191 xgml., 0991 gml, 499, gmL

B Re D@

TLCR X B0  ARID ERE VAV AEBMIIZ ARy L, BEEEER T (31 B
BT =11) RUBEBRILRT (4 Vv Fatlw—FA) TLEUEB#TTo7- “ % XK
T ANBMIFREEA— T UV T AERER L, KIL6127 P 2K shsd 6 2 H o k

EEOMO ARy hEFNENDERY, RS CF—g B L ¥ — TR AR LT,

THEREP OREHREDRIT A0 1E6E 200mg 2AMER 7 — 10l L. bu A S RS
PRBEBNE IR, e TAA T L F AP TTIREE L, IR F L a B T Y — TR

HE L=,

AR
1. et

MCKIH-6127 EAF U 24 4008 L= LR OMHEEE, < To-H5T 48 BRI TR IE L
7o ETMHERRAOPIREBIE, OThOIHETH 5% L THY . F 0N 3% 33 CKIL6127

EFRCIWCh 7, IRINUTEREE, (@R < E She,

2. kR

4 BRI R ORI S U4 Preundich DU SRR &HTHEY, MEEMS RO L5 2
EOF IR L.
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CRESNERIVROEF BLURAREOEMEI/IT ML E T EK RS HICHD,

F#2— 1 KH6127 EEO K™ R UK ™00
+E " Ke™ " - %2 Kr¥oc ™
I 0.871 457 100 360 1270
I 0.9m 214 1.00 257 833
I 0750 155 1.00 3.65 425
v 0.876 751 1.00 176 427
\Y% 0.921 834 1.00 111 751

1y Frandlich DU ERU 0 L D BT & FAREE 2 DEOAIRFSE S
NK % oc% TEHIN KD 7 R E R B HREL
£22 -2 KIH6127 Efo) Koe

Koc=4%72

=-498

r-0.697

KF™E & oc%—#fB & /e L, Z0AEE Koo &1 5,

H3—1 KH6127 20 K™ B U Ko

alZbhA, i3 HHEEES

g 1nt K*P r oc %% Ke®oc ¥
I 0884 29 100 360 636
1l 0910 105 100 257 409
m 0.758 826 1.00 365 06
v 0859 378 1.00 176 215
v 0883 413 1.00 111 372

1) Freundlich WA %E R 1 5 EHOR & FHEEE
NK % oc%TEIY b 4TI BT HHE

#=a—2

KII1-6127 Z1§¢) Koe

2) HROBHIRFETTR

L

Koc=499

=-275

l

r=0717

KPS Y oc%D—Fapi & B fe L, FOHE 2 Koo &85,

DI O, FARBGRERIT 1.00 & BV FEBYARS S,

414

al3blh, ri3FOERfRLL




FREHIERSHIERIARORER B LURADBRER/IT MEZE T AR tIh 3,

(6) B (&#C—8)

AR R -
[GLP 5]
HEBIERS 2007 E

Bk e N3 2 ATOURE (EE L & : Z ik )

LB TE © I Cyprinus carpio
AP LNE  REREIT | 445 44 B, XL 12 2
2 57~74om DEBA, MBEL 2422°COMAP T 2 B LB L 7=,

s
HAEFH A
TRE MR

N ERET OAKBARK BB REIRNFARESS T 7 A TABLE S,
2007 £ R B 21 HEM, AKEAKEBIZEES LTV L 2R LI,

AR URIESRM:

M=
RRREE

PR FIAKAREL R LI S0L BN T AR AH

HEBUKE - EH 20 mL/11 B Ak 800 /R

REREE : 24 £27C

HEMRR - SR O 0% |

pH : 6.0~8.5

28 B (FE TR, Petddst s 4 BRAER L7-)

0.5 B LTF0.05 mg/l.

Fii#h % 2-methoxyethanol |2/ LT 20,000 mg/L (0.5 mg/L ZH), 2,000 mg/L
(0.05 mg/L IX ) DIFRAR L 7=, *FFEEET 2-methoxyethano! ZJ§lits & L /=,

JRREEE &I, MEX, RBXE &2 25ppm (viv) & L7-,

%4 J VT FIE

BRBEATHT

BEEE;

B RRAOUERCREE, BEREZ 1 ) 1 I8 HEBEL -,
BT KEIZDWT, LUTOXA I P CRIELE,

AIRE R ABFR R REWMMPRMEEAS 70 1 IR F

PR BEEARE R O 7 ) L

pH  BEEAMENy, R THE, JEMSABRPNGE0E & TREk R T RY

ME BRERBETD, PHEYRPICE 1 E

TOC ZEEEBIAATT. FEtHMARIRZ4 1in, BESR T 28/ 1 =
AR RERLR 0,4,7, 13,20, L 028 BIZIZEE L., #®EDO474% HPLC
(UV) #iCk9iio7, RBAIL0Smg/l R T1I0/&7- 9 80ml, 0.05mg/L X
T1EH~Y 800 mL & EEH L 7=,
HRAUTRBRAT 0,4, 7, 13,20, 28 HE K OMEEELE 0125065 B (0.05 mg/L
REXFCHEMER A 4 11 {%) IERECL, KROS54 HPLC (UV) RiC L 947
foo SERAIT IS A RAHMLCIREIEX2 KB L L,

ZERAORHCIMEAE | PEE TSI RBIK M S 8487 ) o L, BAKH:

BE B ) o AT ARGz~ CHll S BERAREL T,

41H



FERH I RHANSERICBEDIER BLCRNEO FLI 737 {5 LEBRA SIS,

AR

1. RABKROmEEE
RPEE B REMSEAKICEITSBE (mg/L)
(mg/L) 41 711 13 11 20 H 28 H
Ef& | 0.420 0.424 0.423 0.423 0.423 0.423 {1.2%)

11 (EBRED

0.5

ZMW | 0.0681 | 0.0681 | 0.0682 | 0.0680 | 0.0679 0.0677 (0.7%)

Ef& | 0.0425 | 0.0430 | 0.0433 | 0.0437 | 0.0438 0.0446 (2.7%)
0.05

Z % [ 0.00692 | 0.00697 | 0.00702 | 0.00706 | 0.00706 | 0.0070% (1.8%)

ABRH ORBREL, FRBRE, SRHRWE &L E- gl T L,

2. Bk omnE

BT BREMHGE R SR UG E R BITARE (4 g/g) n 2 DI
Regmr _ ]
(mg/T.) 4 78 3 | 20 | g | BR[| HEEE | Bk
‘ N C 01258 | 065 41
pih | 353 2.04 3.29 3.6] 3.10 105 | <007
o 3.08 3.23 6.08 2.6% 3.04 0.72 | <0.07

7 1% 0.152 0.133 0.184 0.166 0.158 =<0.088 <0.088
1161 0.164 0.422 0.144 0.197 <{.088 | <0.088

E 0.418 1.346 0,357 0.393 0.497 0.186 0.241 <0.062
0.05 0.434 0.458 0.45% 0.424 0.541 0.183 0.220 <0.062

7 1% <(0.089 | <0.088 <(.088 <0.087 | <0.088
<0.089 | <0.08%8 <(.088 <(L.087 | <0.088

FEMHABEL T, OETOBRERLE, SR, FREHEHAE & bIT—TRE CHER
Uic, 7, SRERAEEDIMTIERRA AR & /2ol

3. BGRL
. - EEBABEAEIIBIT S8
241 :
ﬁfﬁ? n=2 0 BE
gl 400 7B 13 B 20 B 28 B
E {& 8 8 11 8 7
0.5
ZAF 2 2 5 2 3
E & 10 10 10 10 12
0.05
Z {5 <13 <13 <13 <13 <13

0.3 mg/L KiTF30F % 13,20,28 | BiZ#I1T H BTG REOTED 20%4 8 L7238, Bk
PES, FBEWMICHERE LA EIMERS B 2 e, EFREBIOGEL TS LA LT
BCFss # 3 R¥i-, (Bl 9%, 24345

0.05 mg/L i, EMIZ 2 CRIEFRBIEL TS L E X Lo /osh, 0% % BCFss
R (10 65). ZHIIBHBFRB CH O RD LA,
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AEEHI RN AHRIBAOEI B LURNEDERII ST AL S T EEA2 55,

4. AETROEELSR
AP O LA R, RERRIEIT 4.9%, HRILSE T 5.7% Th- 1=,

5. BBEETH
ARBICBLTHA LY I 7502 XF TR AT A — 2 —3L D5,
- KEEEE D 925 mg/L (EK)  175mg/l (Z %)
» U1 96 BFE] LCso @ >59.8 mg/L (JER{4)
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A EHIEMENIE R RO B L UAREOB R II7T AMEFE LER RS 6D,

(6) B - HMOL LY

U /o5y 2 2500 (KIH-6127) O, fid, HHEBIZST /88 - S8M CBECRT 55
BROBSHA RO LBV ERNT L. X, BRBRVERBREEOWMEL T L/,

L T (b
-"/,?UBL PR, 5341

WEHES » N A meglkg RUTB00 mg/kg THEREOBS Xh Py-HC-v U 2 23w 7 2AF (B & Z
=41 IRE ) O M, M T F BRI I AR D B RESERN 3T A — & — [ e i B A (Tmax).
RERECmax), FIEHATL/2), REEFHRETRREAUC) | (L, Mo W THEEAZIRS LN
Zeinoic, BahG-EU X 28y 7 AT (KK L iA=4134) BEC, mig, mifo Cmax.
AUCIO~oo I BT, MEMISHED 13~16 FTHY, E+-0MEOESARND ST,
Be-MC-KIH-6127 R E & = Z & FRENESMC. 5 mp/kg T » MMIHDIBRE L, ik, mi
RO BRI AT L /388 6. RIS EL 7 RAEAR R UM TR B R Ao e

HURBED KES AL, R0 mg/kg, 500 my/ky), EHHREG ma/ke)\ v L 5% 48 85T T
CIREER N LTR SEOM 0% PEtk S 08, RPN > M, BRI, <@ CHY
SEHELCZEASER DAL, FESH ORI IR LAV, eIk S EEL B BRI 168 BRI
v MBI IHE TR PR S,

PH7 | H9(H mgikg £S5 0~4A8 ) ~DEFILF T, HECREEO 656~T1%, HET 55~60% TH Y . ffﬁﬁ
>HETI T, FORFROER OB NEET 0.2~04%, T02%) LCI0 . EEN
OFREEOITIT 2 ESIBHER LD EF 2 o/, WINERIRR L L RIFTHY £ 90% Th- r»

AERE T~ OBSTBEOT VAR T 5 B U 500 melkg BEIZIV VT, BYIDBEREH S4% 6 MER])ITIE
& A E OMBER iR E AT L, BORBIRE ROV SR ITREAIC B L. 3B 5 1 168 BRH Trgs
AR TR IO R RIS LUT & A o7, BS54 168 BRI 2 R ALFEPY 534 RI3E 580 0.17% 2L
T Chot, b mgkg OEGRSEETYH, FElto 3 Z -0 BOMERETERIIR) B 5 2 1TIFRECH
ol WTNOREHERUMEIZRO T LIRS, A~ OT/MEIIE o7,

- R
E s : Z 41050050 meg/ke) X R 5600 mgke)BETid 0 ~48 BFfAm EHiz @10
O EARSRHEENER, ZEIIRE IR o, O~ 48O R T2 P hoRe S84 30 S
Wil sh oo, (KBS BESHORBEDGEIZIFRTE Y R D . .

. kU BAETE S dide, & NEEAHFHI TH .
ﬁtm_iow tviﬂl{EA%a) E &, . . . . N .
B ME S, F0W, TRfaimit & T ol
0~48 B#F'EEJLT)HEH' LM LAt ERRE, . . \ MR 7 AR X

ni-,

e 51k 6 Brld] (MR R e AT OB, BEREAL O oS, RERCRE S
& RO RBG A EE SN0, SREHTHRLEGHOE L Z ENE < miliShr, Tt.ﬁi%@)@ﬁ
FLMERETHEIEL L T, RSB B T AR, BRI F RIS SE E>Z okt E
HE<METH -7,
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FEEHIEHSN AT RIZBSHER B LORNEOEFIL I MEF LER Kt D,

¥/ BEREOZ E2d « BN tRE LB CIL. 5y MERNTE SRR Z K- ARSI
FRIL TN, B, ZEOMADRMARIRZ o Tk 2 2 asmige S,
B Y I 23w 7 AF O AR,
e . MR
Thd. Ty bHOEBERBERIT. o W EN DTRA LRI N, Ao
ERFZOARBIIEIZ ALY |5 AV

2) HE® (K¥#W)
AR 4 BEEHT, RS LIRFEmIC, Py MO Be OB Y 3 23y 7 XAFE 0 7 &=51
REW% 3 o/10a(RALIE) BT 25.5 ¢/10a@.6 F&) AL L /-,

3g/10a 2L —[HEERGLEE 109 UNZISE HRINRE DA WLEAS %, Py UL (R Bz A DA
THE A i) R VB GBS ppm, Py R O Bz LB OIE THAT 2 db)id., TR
<L 0.40~0.22%(0.007~0.006 ppm) TdH > 7, FEECIER 9.35~10.23%(0.061~-0.098 ppm) T
ot HRITFRAT LR EEIER 7T4.8~83.7% TH Y | ZOKERNL 0 ~b em D _LIERBICITE L 7.

LA OB EELIEEITAL < 0.001 ppm LA )Y ZoHLEO B b AiIm B S Ao T,
KEL Gy O EELE IR S, FORSEO—IE ( NI DA ENT-, ffdamb
Htar OBUERes it &, BUEGH (B BGE 0, B &>Z &), . . .

. B PREXENR, R LLETHB Y, ZoWNOTEEHD
vt -48) T, DHFTEEOD B8, &R0 ( NIRYAENT
Y

26.5g/10a ALER— [VHEE O LA, FREM LB~ OHEHTED DAL, 3g/10a MIBOES L¥ELL LT
7ohd, RBEFAEERIYIIN 10 @i oo, 3g/0a MEBOES » EEOEH AR LT,

3 L%

FHRAAC)., KIR(CLYD 2 HE T Bz AU Py MCERR LY = 2%y 7 A FAD BN R Z B0
TRty % it L7, I RAUEE AR SR T o BN IR T8 62.9~133 A THh o33, KW HET
20~3.0 HE B, T/ Pz EEEOMHME - IIRERANSHET Cit, SRS L v s

<077 AR IPE K X OO bIRFIET & & b (Tl L7, I - H( YED
TERABE 0> KB+ I38( YTHL, —H. DIAET LSRR O PREE HIE( )
p/ RN N T e YEOBUGERTH -/, DFEAIZDWVT Bz MO Py-HC 2k & ¢
W5 & IR LR Pe £EEEC AL, Py E#E TR &R H

AR i, Py Sk 7723 i ~baRLG T A TRESR, $. ARTET
LIAEROFER T o7z,

RE SN EBREDM O ORRR YT TsE. RiET DERIEH, #LTZ
FTit DR, ASIHBORMELTE RV Z & b >3

ML, fa, T HRUAET T IR LB i,
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AERHZRSE N FRICRDER B L OWAE O BRI 737 M P LERRE TS,

()R
I M TN Z % DM b FEEO TIERICH O C B EA T U ER, FlRES R KD ¥
HEOEAEITHD Koc |3 E ETL 972 R Z K TI1 499 Th o7,

Gk TOHSIAR

REHE A, HRRETIDAKBEUBRE B K (K 14ppm) (27T v 7 T4 bk 20 B HEBA L7
HLOCEMHTIRERE AT 301 B, BAUK T 178 ARUBE D AAKTIE 183 B M TS,
ABRHIE T, K AL BRIOEEM LR, T 5 2 LRSI A, ERRVZERHTHE. &
FRILIEE A ERD bl adz,

1: SR K, AR H K R UM AR B BREIKEYE RS L7 E. it R L I13IEH

Thhol, EEEREAKTIE, BUL S E &I 18.9~19.2%, Z L 206~21.0%i2= L. E#4

fZ RO Y RIE L e i BRI it E B i U THhh, T
BU PERHIRAE,

E/Z {ED#] bppm KEAGI KB4 224 B M EEKSRIT A 18 BINME L, W PFRoRETE
E (&/2 (MOt Btibtk, Ff5d 5 2 LAEH bR/, ERECZRE 42 2 ST E A
b AL A IEET Y il

Bz N (F Py #BfR{E A0 AT 2 7 -2 50 7V LT, KgAK UARKT OIS
iRk A e L7, - OREE., HEFE T By ""‘él%ﬂr)%”ﬁ‘@’ﬁg?k&f)‘ﬁﬂ?ﬁq: H, B2 #5495
EOVTAREEL Py S8 Tik, & 280770 RU 165 B Td - 7. KBECHE OMEE M it ?ﬁ‘é’
KBRUBERIKT, B4 160~244 H LN 24~53 BHIY LfHEE SN 7o, B Tid, B/ Z&HiE 5
176 46 L, 8 TETFOERERZEZDFEFEARLDZIEOSEEITREL L, ané;h
7o 5. . . RUOEMALE G, SRz isT 4 VEERIT

hdeEZrobNnl,

G)ynrk sy fE

pll4. 7 B9 THOC, 5 QEIOIIKDAREREIT > F s A . S AET 10% LV T 7, DUAKSMEIZ KT L
HECH T, ERZAEEOREMEMIRS LIVE, WO PRo pH CHEREIE 1 S0 EEHESR
Vil

(DRI

IEFEE AR AT, 0.08 XTN0.0 mg/l, KO 2IBEXAMEL 20 10 8& L, irieeifkio kg
BEUCARERPOBREL L. SEUMPI BT akbRUMADOBELIIT—ECHD . BCFss i
E{ETY9~10, ZHhT3 Thol, 7. PHERBRET 708, REETH 4 LHITRHIBR AR >
R ERITHtt b o kS B,
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