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i "C-gem HC. HC-cyano "C-gem “C. "C -cyano
-methine -methine
L& 1.8 1.5 107 1.3 2.2 258
H 0.6 0.6 48 1.5 0.5 54
Jisd 0.9 0.1 6.7 0.6 0.2 6.8
H&RA 24 30 49 25 31 132
&£ 3.9 1.8 201 2.6 1.5 170
Lok 0.3 0.4 45 0.8 0.3 144
KB 1.3 2.3 26 1.4 0.7 28
N, 2.1 1.5 58 2.1 1.8 47
i 1.0 1.2 67 2.0 0.6 73
ig 3.0 1.6 62 3.7 1.5 59
At 1.2 0.6 75 0.9 0.3 336
el 0.6 0.5 32 2.0 0.3 38
B+ &t 2.9 4.6 304 6.2 4.7 617
e ik 0.7 0.3 44 0.4 0.7 111
= 1.2 1.1 201 0.8 3.8 174
71 0.5 0.9 38 0.7 1.2 47
3)
OERF D

FSu A b BEREHORPIZE, KEEOFF o2 ) IEED LRI, R
T AT AEGHRBE LA ORNRO SNFhi, W7 on BRI 20 TIEY
7ot OLNREH SN, T e HERRO LRI b, ETRERICLVTA
ZARY[ClERoTE, TATAORENREZ - F-LOLEZ NS,

yIn7" en” VBRSO EAEMIT DBVALH] (13. 8%) RUME D) Wo/ BRI A A1 (32.8%) Th -
7= FOMIZIE, DBVA D7 VAR ]], AKEBE{LEKIRUE D) vye/BRIE (L] 2338
dos, FOARRIIDPELL, WTRLREMHED 6. 06U T ThH o1,

F 7o VY R4y (PRald (M) - BB I oW T O HRE I B K (PBacid [P]) @
PATASAKEE(L X 72 4'-HO-PBacid [S] DEEEER & (K (4-HO-PBacid-sul [U], 24.3%) Tdh -
Foo FOMIZIETVa-MR (PBalc [N]) RetvE” vk (PBacid[P]) . £ 6D MemERUY)
vwRGEBED ENM, TOAEARBIIL R WTRLERERHED 5 (RETH -
7=

B, BB LTI EORLH Th DT MIV[X] b 11. 3% D b7z,

FAZA M) CBEEORDORBB O T 7 4N, bFe A MU EEELTY
Tz, BEHHED 105 EER SN EELRREMIILELEF-ThoT

X-11 ‘




#£3 BREBIIRBTIRPREVCEDIOHMNED T 7 (—1

AR ER SN R RICEIERRCNEOREI A A 0y T 2 AFARHIH 5,

@EP B

FooA ) ARSHOERZIT, REFBEERELO NI oA MY VB LR
. BPCBTETABMIT, BERETHETAFARNY) V[ THoTz, T1TFN
ARV OMAKBILELVERD LR, IROERPZELLBEHLEA TN
b, (ENTARLEOBEHEEI L, b ULIIBNEEIC LY AR
AR EZ LD,
TATFABREICL Y AERINLAR#HIT. REEERVTRPIIRD b-REHITL

TROLONED, TFORITI 2T LB THHT,

FAEA RN BREROETORBHO 77—, FF o X ) L BIER%T

ot

RARCESTOHBHED a7 4 — L ER ST LT,

AT FTAHEARY
MC HC
MC—gem . MC-cyano | "C-gem i " C -¢cyano
-methine -methine
R # R ® | R # R | & | R E R )
hZa 2 b (Al 0.0 00| 0.0 0.0 00| 00| - - - - - -
= | FAZ A MY ] 0.0 [22.6| 00344 0.0|235] 0.0/ 159 0.0]16.5| 0.0 4.8
; 2-HO-7" M ANV [E] 0.01 1.2| 00| 16| 00| 0.6 0.0 43| 00| 0.0 00| 0.4
M| 4-HO-F M AN (D] 0.0 | 21| 00| 31| 00} 31| 00| 1.4] 00| 6.2 00| 2.4
5-HO-7" #d M v [F] 0.0 1.3 0.0 05| 00| 03] 00| 07| 00| L3]| 00| 0.1
DBVA[H] 13.8 | 1.2 - - - - |32.3| L6 - - - -
DBVA—gluc[1] 2.8 0.0 - - - - | 18.3| 00| - - - -
DBVA-gly [J] 6.0 00| - - - - 2.3 0ol - - - -
HO-DBVA[K] 2.2 L2| - - - - 2.4 2.4 - - - -
HO-DBVA—gluc{L] 2.6 | 0.0 - - - - 21| 00| - - - -
FEE 0.8 21| - - - - 1.3| 50| - - - -
JRA 1.5 | 03| - - - - 21| 0.0 - - - -
. PBalciN] - - 2.2 0.7 - - - - 0.0| 0.0 - -
2 | PBalc—gluc[0] - - 431 0.0 - - - - 41| 00 - -
ji PBacid[P) - - 4.7 0.6 | - - - - 391 1.0 | - -
4% | PBacid-gluc[Q] - - 0.8 0.0 - - - - [<0.1] 0o - -
g% PBacid-gly[R] - - 2.5 0.0 - - - - .71 00 - -
4-H0O-PBacid[S] - - Lo 1.4 - - - - 0.9] 1.9 - -
4-HO-PBacid-gluc[T] | - - 0.71 0.0 - - - - 571 0.0 - -
£-HO-PBacid-sul [U] - - |[24.3] 0.0 - - - - |47.5] 0.0 - -
2-HO-PBacid-sul [W] - - 1.0 0.0 - - - - 0.0 0.0 - -
FEME - - 1.1] 51 - - - - 1.4 2.6 - -
SCNT[X] - - - - | 11.3] 0.0 - - - - 15.3 | 0.0
1 TCAILY] - - - - 1.2 0.0 - - - - 7.8] 0.0
i - - - - 0.0 2.2 - - - - 0.0 5.2
Bt 59.7 | 32.0 | 42.6 | 47.4 [ 12.5] 29.7 1 60.8 | 31.3 | 65.2 | 29.5 | 23.1 | 12.9

BRI EERIS (%)

c EES
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AREHC TR SN R IR RUCNBRORER A Loy TP A = ZAEAESHITH B,

4) £L&®
Ty MIEREE IR NI A Y 3, B 51 24 BRRILINIZ 70%~80%A3HkiE X 41, 7
Bi£iZi%, "C-gem R "C-methine- &R S BEZ BV T, BIZETORSRHEED
e X7z,
HEMHE R T BB BIZ L > TRES BR-oTED.,C 25L& OREBOENGIEDE
WIEERRLTWA LD EEZ NS, BT "C-cyano-EEKIIM L KX < B2V, B5 7
A%ICH->ThH, BHEHHRED 2090 B LARTEES - MBPICERE L7z, Zhidy7/ B2
WL, OB EIIRRIFERER LD EEILLND,
FhAF AR O — TN T e A Y o ERELL TR, P C-cyano-iEi KD
BREDEBNIFEETHY, BE THREICH->Th, BEHHED 55. 0% & 5Ll Ehsdit
ST - BRI LT
Ty hERIZBITFS 7oA M) COBELRREERIT, BERZLLZTAFIARN)
[CIDERITKELS . 2AT VOB TH-T-. AT AOBEEE, vn7 on BT E)
"M RS R T (DBVA-gluc[1]) . Eio7oowa v MRS, VTR OBBE R UM N
DEEEIZ X0 7xzpn" vy vk vBE [PLICABR S o b AR L S (4£-HO-PBacid([S]) | &
BRI AR B S 22 F 72 (4-HO-PBacid-sul[U)) , £/, BAR L=v7/&ix, —
B P2yT Aty DR TH DH LI L > THT#- X~ &R a2,
FAE AR AZDNTE, T2 b o —-EkREHTHD-H, LIBEORBILRE -
Thot,

Ty hMIZBITHN I AR COBERBEBEZR1ITRLE,

{£-13




FREH.ERENFRROIERRCHNBTOEEL M 2 v o 7Y A = 2FASHITH L,

M1 FvhBidadbrIagRr P RETFAZ A U o OHEERBERE

=Y o
B?'%jf.,,x.ﬁioﬁo@ o s O

]
1
1
]
)
Br H ©CN : HO—DBVA—gluc [L]
:
!
1

HO
13 Br 9 ‘<©L
[S74-F 3 W g r\ >:.‘,,X‘__“—0H_‘. o@ \ 5 f o

e D)

PBale-gluc[0]

!
o0 L

PBalc[N]

Fre YKl

— |

P

DBVA[H]

/
::>: ..,_‘X__‘..(U)—o—em

DBVA-gluc[1]

OH

::>: X ﬁ_OH‘; oN 0_©

5-HO-F v & A + U v [F]

::>: X ﬁ—oﬁgj 0—@—0»4

L-HO-F A% A bV [D]

A}
A
L I T <y

r e}
e >— X”—Gly
Br

DBVA-gly[]]

aeme LD
(CN] Y@ /@ o
HO 0
o oH )
\ 0 0SOH Ho\p\ Q PBacid-gluc{Q]
SCN'[X]  2-HO-PBacid-sul [W] I o

4’-H0-PBacid[$]

S
Ho\ﬂ/[~>:NH / \
o H
ITCALY] oH 0SOH
oo AT DY
Q Q

4’-H0-PBacid-gluc[T] 4’-HO-PBacid-sul [U]

PBacid-gly[R]
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AREHITRR SN HRICEIERLRCHFEORER A = Ao oy FH A = AR HITH 5,

(2) BERBRHEET » MIBTAH"C-FF A MY ORI - 557 - Heftds & Uk
(B R2)
ABREERS -
BESERE: 198 9F

ARBOBR : A FF A4 /21> T V"C-gem, "C-methine R “C-cyano- b7 A2 R |
BLONC-gemFNVF AP U 2MHBEOT v MIERSEETROES L B
ImPREZBEL. OF0 "COEEPMAERD THBT 5, £/-. mP#EEL
FOERMMB LUK, E~OHEtELOERSHICBITAELHRRE TS5, & ‘
By P REED AR R OB 2RO 5,

o, b7 A MY (FEEE) IOV TIRBOL THELBR LRI, RE
et R £ O RURR AR5,

g3 aY -
DOrFr ALY
BEX

(b, 4,5 VC OB ETRT)

fb24 ; (S)- éz YT )-3-72 )%y~ vy v={(1R,38)-2,2-¥" #¥¥-3-(1,2,2,2-F} 57 nExF) s huT unty
BVE ¥u5-F (BLF, *: "C-gem, + : "C-methine-, #: "C-cyano-h7uipy & BEER)

EEHRE ¢ 40. 5~60. 0mCi/mmol (1. 50~2. 22 x 10°Bq/mmol) WAL FERIBRIEE ; 97 1%LL E

@QFAF AN
HE

- O
Br
DUC OEBE LT

LZ24 ; (S)-a-¥7/-3-72/%~" vy v=(1R,38)-3-(+" 7" p¥t™ =V)-2,2-¥" FFA¥ )07 on” sk £y7-}
(LUF, *: "C-gem7 MALy & BEFD)

HROBEE ¢ 55. 6mCi mmol (2. 06 x 10°Bg/mmol) B ERIREE ; 97. 1%L E




FRHCER I BRCEIERREUVARORERASAA 27 a0y 7TH A 2 AEAESHIIH D,
S EORTERS
FSE A MY oW TIIT AF AN CORERE I s HESITBWTH, 7o/3" vy VR
ARV o vATE S ORBEMOBELIRET A0, BN CHREBMBEINRD

YT EED 3 H>OEA P ER LT,
FAHA R ATV TR TH D20, "C-gem BREOZ T2,

eRE  SDERF v hHE, M EH(KE B 135~159g, M 115~120g
BNHSHE RS SIT, BIRNESEE B 7~8T

HRHE
w5,
BOHERIIEWTIL, 4 0HBYHESVEOCIFNT—FTNVIZERL I - MEMZ
THRBEL, HERLLTHO Img/kg D EIBY v FEAVWTHERMED RS Lz,
FBRNBSREICOWTIE, TAY ALY VEERE, 4 0EBRMELY VRO 2T
—FIVZEERLT-Oh, DMSO 22 THML, #582 L TH 0.3mg/keg & 725 & 5 #ARIE
Hizkn&s L7,

HEHRE
R# BREGHL LIRS 4ARICELDTERLUZ ((BL. "C-cyano-bju M58
DX 7 BEHIZER .
B2 R RS EEL L5 A HRICER LUERUL (AL, "C-cyano-biniM vk 588D
A7 H®IZER) .
I : HHEHELIZ05, 1,2 3,4,6,9, 12, 24, 48, 72 R U096 BRI IR (B L,
UC-cyano-hiud MY B - RED & 120, 144 K TF 168 REfE % % B MNERED)

B RERIE ;

W vy R L . BBV e - TR R BIE L,

¥ HTRFEERE. BERLE. BRER RN T MM -THREBEL. BELR "CO:
PHET S, HEEC A -V iR RN LT OB f-vahy/A-Clge 2 ME L
7

Mg : REEFRERa—IZBEYVERD, BREEN7 v 4 -TREEL, B4ELT "CO:
PHET S, WERICFaITvE RN L0 By b - THREAREERBIE L
72

fREs - FRRE
B E (L%, BREL U, $7 mdvd (4 -THREEL . BA LI "CO BT 5. M
TRy E BRI L = D b yvvv-vavhy - CHatEE HlE L .,

HREBER
MmABEEHR ;
BOE5HE BT, MO HHEREIXIZIERUTSHY, "Cgem b2 M) R
VFAZ A R “Cmethine- N F 2 A R 220 Tid, 5% 1~6 Rl CREBEIZ

4-16



FESCHB N FRC L ERIRUARORER A Ty 0y 7Y L = ARASHITH 5.

EL7, "C-cvano- F 7B A B TIIMMOERE L LB LHODIIHROBENRD bR,

HET 9~ 12 B§fE, HET 24 BRI IC R MIRBEIE LT,

Tmax %, "Cgem FZFa A Y o BEOFAF A b)) . "Cmethine- hF 2 X bV 20

Tix, MAPAHEEREITESLHICEE L, 18 FEF#%IZITITITEE L7z, "C-cyano- b 7 o X

FY ARERICBOVLTE, BRLEXNHTHY . 168 BHIE Tho THRKRKBEOKH 20%7%

FL, |
HEELOORINOEEL T T RVEIRNE £330 2k b |\ E L, “C l
gem B TFComethine 72 A b U ARG HECRAKITECHTEH ) 3R TEH 745, \
“Crecyano- b 7B A MY AREEIZBOTIHEL, H30EHETH o,
HEEREBORRNZMTREOCHREALR LITRLE, FhiPREATA—F—iZ20TiX

PUTFIZmR LT,

mpPRE ST A —F—

BERE | ERE Tmax Cmax T1/2 AUC
(B | (ppb) | (BFRED) | (2 e/ke*hr)
B NC-gem-pFuARYY i 3 4 84 6.95 1182 e
‘A .
By 5B 3 4 75 5. 50 908 *
“C-methine-b7npb)y B 4 202 3.72 1552
*AUCqs
i3 6 250 3. 64 2386
BC-cyano-b7uibly i3 9-12 99 57.0 8535
*AUC 54
i3 24 162 57.0 13294
UC-gem7 MAMY HE 4 130 5.178 1389
*AUCos
i3 6 115 5.25 1356
RN | MC-gem-bFrAMY HE 0.5 515 1. 14 1590 *AUCyq
B58 | "C-methine-boniby 1 0.5 415 2.92 1858 *AUCqq
UC-cyano-b7eiby HE 4 397 29,4 24150 *AUC 165

0RO FT — &% 0" E AN LEEAXNTHEH L,

HEHE 5
BOBEEIZBWT, "C-gem LT "Crmethine- 7o M R GEETIL, # U TEBPHEEIS IR
FHREFIS L O LR EN ST, o, BE 4 BEROBRRIIENIIRTFT 2 HOHEILH
Bz, BERHEORSE B EMIYEE N,
HC-cyano- bnAM AR EBEICOWTIE, MOBBEAELIIHONICRR Y | REHHED 60~
0%, A U CHEt &, BEE, RRICERTFTIREEIRENE . R5RHED
15%RIE TH -7z, LIcdi> TRPPEERIIEL . 15~20%BETH o7,
HC-gem7 MAMZEL THE. HCrgem Moy GHE L ITR2 D | EHEMERIIR D HEH T
ol
—F . BIRNBEESE TIL "Cgen B "C-methine- Mo My SR T, Rt S =R
Thy, FEHFECK T10%3REZI/ L Tt Shr-, 72, P LRH ATV HD
T, BHEEEND Z L LRGN E 2o,

X-17




FEHCER SN EBCRIEFRUVANEOREI A s gy 7 A = v AR H D,

MC-cyano- b A M R EBEIC OV TiE, BOKSFRE, WoERE L IIHONICRRY | BE
168 B OBBIRIZH - Th, WEHNEOESBERNIZER L T, Repdeft & &
P EI A>T, IRERC ThoT,
FreToREHIIBOTHRIERIRFTHY . Wb 3% ETH- T,
BEREHEOKHREOHERIZSWTER2IERE T LD,

UL |

BT v MBI 2 ESHHEEDOHEILE N 5 ORINEIX, EPAOHEHHWUTORLHAY
TREH L,

Sy MIBWTIE, BORS IR oo A Y Lo 60%BRIRShT, 7=7ZL, "C
-cyano- M AN /B S BEIC BT ARIBRIA 50% ThH Y, W N DRIICHIEERICE VTV
JEMBBL TV A LRI,

RS RHC51 5 2R PR
TobE= X100
AP B 5B 3515 B 2R P HRER

BEREBROKEH MRE CRINRE R 21T R LI

FLH;

Ty MzEAEE SR T oA B U U O# 60%HEE X 0 ENICRIR SNz, mpRE
B LY, BREIGEEITHEHNREVWL O TH -T2,

7o, PEZ OV T L HERERHTH Y . BE 4 AT, BREBEEEORT2 Pl S
., ENOBERIBLE URBETH-T.

FIoARY CBREEIIBO T, EPEEEARPEERIZH S TEMATH 7283, BRI
BRIV TRERHED 20~ 2703 # P ~HRttZh TR Y | IBHIZ L SPEEARRE S
ZeHhn, BORESHOEFORAERSTRBROBRESL VI DT TR, —EfFAN
RN EN L OMREHE4 L THUHELENCH SN 723D EATH A L0 L
S,

FE ALY AR TIIEHERIIRPHR Th o 72,

723, “C-cyano- Mr AN B ERIZ W T, ML HHERE OB b OE#A Rk 58 &
s U T S R RISHEEE OBEEAIBD Hhiz, Lizdd o THRIGEE L ok k8 L
B 2ot

IO EiE, MCreyano MMy OEBMBNCEZ D L, MWEEFARCT v MERTYT /&
OEERRZY, "CHEHET/ Ll oficdh, (bEYAEEKLIZEBNRRELR 722 LITER
L=bDEZLND,

fX-18




#1. FREHOMTREHES (ppb)

EREHIER SN - ERICBEAEHRUNBORLIL S A7 0y 7Y A  AGARHICH 5,

B E%EE] (hr) 0.5 1 2 3 4 6 9 12 24 48 72 96 120 144 168
MC-gem-bnah) HE 7 17 38 68 8 T4 4T 41 12 2 1 1 - - -
13 6 14 37 56 7 66 41 31 6 1 1 1 - - -
WC -methine-boAby  HE | 17 43 89 150 202 147 71 35 5 1 0 1 - - -
[1+13 9 28 86 148 232 250 141 67 8 1 1 - - -
#n
MC-cyano-b7aA b)Yy HE 6 19 47 65 78 8 99 99 94 71 53 40 29 21 17
i 5 15 46 75 98 142 137 148 162 117 75 58 42 36 29
5B .
UC-gem7 WAR) HE 10 31 91 118 130 88 53 39 11 2 1 0 - - -
H 8 23 60 102 114 115 59 42 9 1 1 1 - - -
"C-gem-h7ughyy HE | 515 230 96 57 62 80 49 34 10 3 2 1 - - -
#RN 1Copethine-buAb)y  HE | 415 337 231 175 137 T8 46 26 7 3 2 1 - - -
M -cyano-b7u by HE | 357 366 367 378 397 350 326 301 239 180 137 103 76 62 46
#£2. ERSEEOHHENEEER FRINE (%)
R AL a3 | BERIIHTH
7S -3 . e
(day) A& EIIPEES
“C-gem-p7upbly HE 4 43.9 54. 7 1.4 101.9 63.5
s 13 46. 8 51. 4 1.8 97.7
“C-methine-b7upbyy HE 1 46.0 52. 4 1.6 103.2 60.8
, 133 56.0 | 41.3 2.7 97.3
N -
“C-cyano-brai by i3 7 14.6 71.7 13.7 93.7 50.9
R ‘ 113 22. 4 60.0 17.6 103.6
WC-gem7 VANV HE 4 60. 8 37.7 1.5 101.0
i+ 5 55.5 42.8 1.7 100.9
WC-gem-bTnAb) Y HE 4 69. 1 26.9 4.0 101.7
BURA  C-methine-p7uabyy 4 75. 7 19.2 5.1 110.8
MC-cyano-p7eAb)y i3 7 28.7 24.3 47.0 95.3
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FREHC TR SN HRROERHRUCAFTOREIZ A TA S 3 v TH A 2 ABRARMKITH D,

(3) BABRHRES v MZBITFHC-FrFu A M) ORI - 43F - HRtkds L O
(BEE 1R3)
REBEE
WEHERE: 19894

ARBOBM : HA KT IZHE-T, "Cgem b T o A MY VA2 IfHEOT v MIEREETR
O#E5 L, N P@EZREL., MPo "CO¥EMMEZRD S, R - #F
~OH B L ORI R AR ORIENH 2 RD, K- BPoREvzERT
5,

frRERE Ay
oA RY Y

B%JXLJ@@

* : C O E T

IVE 35— (BLTF. * : “Cr-gem -}eiby & REED)
HHHEE - 60. OmCi/mmol (2. 22 x 10°Bq/mmol) H{L P RIHIE ; 98. 6%

ERATE oFR ERESE -
HiEdh, BLEETHALEEZ LGNS gem-methyl Z8E@ L 7=,

R E
SD%F v b+ Hf& 5T EHAE  HE143g . MEL18g

HER A
5
UC-gem- -b70A MY (1.67Tmg) RUFHEZERAE (11.83mg) Fx—rlE ST ic8—
WML, ~X Vo 2BELER LA, ZoRMEEY. 58] L L T6 Omg/kg (B
DORERITE Tng/kg Thot) ERBESEY»TERVWTHEBMEDRS LT,

|
%4 ; (8- a-v7/-3-72/3v~" vy ¥=(1R,35)-2,2-¥" }##-3-(1,2,2,2-7}77 p22FA)y o7 0
|
|
|
|
|
|

SAFHRER |

B3 G 24 BRI T LT 4 AR L 72,

g : #%505,1,2 3 4, 5D H),6, THED 4, 9, 12, 24, 48, 72 R T* 96 Rl & IZ IR
EE - M RS54 RRICERL, BRERUHEBERRLT,

f£-20




AR TR I N SR E AR R UCNEOREII A A 0y T L T AR SHICH B,

S hE

1) HAEERIE

R 24 BRI LICREBLT-R A EbE, FEEE M7, KTHIRET ) =2 — bZE#E
YR vas b IIvE N A, WY A= avine -l XD IHRE R BIE LT,

#: UMKFEILICERL-EREDLY, BEREE, 7V - AR - IIR
DELY ., 97 MRV A -TRBEL . BAELT "CO. 2T 5, RISV FI-
VI BN L7 0 by = - TR BE R BIE L 7,

mi : BB L-MEE B o — Iic BV, BEEL 7 M3 (Y -TlREEL . B4
L7 BCO. #ET 5. WMERIZVF -V ave BN L= o bl -y
- CHEREABIE L7z,

fRas - HHAY -
R R I AR M2 B Lztk, 7Y a— FEBRSERAa— VTRV
D, BERS T MRV AY -TREBEL . RELE "CO H$ET S, MBRICWT
V=3 IR RN U 7= D il by v Fv-varhy a-C R RE & B E Uiz,

2) s~ T 70— (TLO)
ERLLOa /o bS5 7 =T LY BREDEOEREIT- T2, £, HEHE
ARy FEBERY, EHE TR L., BRSO A2 HCTER LT,

HEBER
1) HEiR
B5 2% FE T, BEHESEREOKRE S h T, BHETOREHENEILIE)T
HY. WHEETH-T,
iz T, RECESTHMBOEIVNE D ST, BB TIXEPHEM I EA T
Fhol,
MEHEIZ BT DR AR 1 TR LT,

#1 5% | BEOHEEE (%TRR)

R - ik
0-1 | 1-2 | 2-3 | 3-4 | &3 0-1 | 1-2 | 2-3 | 3-4 | &3
HE [ 29.37[4.74|1.00]0.71|35.83(60.59 ] 1.50]0.40]0.20|62.69 [ 1.49
M 137.76|5.74|1.68 | 1.62 | 46.81 |49.31|0.92{0.260.17}50.67 [ 2.52

2) M HATRERE DOHEFE
BE#H, BAREIDLERHIZBRIE S, mRAHEREL 5~6 R%& CRAEME (Tmax)
PR LT, TORBEILECHIIEEL, M (T1/2) 11H T 6.86 Feff]l, #ET 5. 54
B TH o1,
MRV TIE, FELERIIBEDONT, BROHEEZRLT,
WHES v MBI AMTREREEEE 2 1 I MFPRE AT A—F—2F2-2ITRLT,

f%-21



FEEHC R E N ERCEIEHEVCATORERSA A2 0 v T A T ABKRTITH S,

F2-1 MAEHEERE (ppb: T A MY U EH)
0.5 1 2 3 4 5 6 7 9 12 24 48 72 96 (h)

b3 64 196 459 697 836 927 817 - 754 519 138 22 g 7
i3 68 262 543 720 900 - 1054 955 855 626 115 18 12 11
—: flERT

22 MHPRENTA—F—
Tmax (h) Cmax (ppb) T1/2 (h) AUC (ug/kehr)

HE 5 927 6. 86 14199
*AUCq¢
13 6 1054 5. 54 15540
¥ 0BT —#ix ‘0" EAHLEHAKXTHEH L,
3) {2
BE 4 QEOBRKRRE, BEICROWTIESHREGED 1. 5%, HElZBWTIE 2. 5% NIk
BLr,

RN IAHEED S < AVEIHFGETIZEEL TR Y, BTH 70%, HTH 60%E LD,
FOMiziz, TR, KERUFE Choss - ARICHE S TRoPEVERENABED LR
=, HEREL HEETEHOVEHENED NS, ZhidHErH 5 I3 EIZ L S
FERICERLTWS EELLND,

IB2E - P OBHEED R ER 3T LI

K3 BB MBETORMERE (pb: FFu XY UER)

i3 i3

FrFhk 58. 2 33.9
T et 17.6 20.5
50 612. 1 499. 3
1 #& 7.9 11.4
e e 5.2 6.0
T8y - | 55 7.0
i 12.9 14.8
KERFE 6.1 13.1
KER#% 20.3 22.5
K% 162.0 602. 4
53] 41.5 57.9
i 7.1 -

BRER - 88. 6
FE - 25.9
A4 2.4 2.7
HILE +REY 63. 6 91.8
H—H A 52.8 104. 6
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ARFCEBREINEHFREIERRCHNBEORER S = A7 2y YA v ARSI H D,

4) Ht

OFRY K #Y
REIZIERED P T A B (ARSI ST,
RPOFTERH#MYIT, HHEL LI, BRBIZIOVTAZARY [ClER2H, =X
FTAORBNC L VAR ST DBVAH] A3 Mo R E % 504 F 72 DBVA-gluc[I] TH o7z,
FhrVAEETSH D DBVA-gly[J] L ENVRR LR LT,

QB

H#hoTERA#DIL, X LI, BREFZLIVERLEZTALZ AN V(C]THYRA
ESRTHAEEORESESEDT-,

FOMITITT ALY A Y [CIOAB{LAETH D £-HO-F A Y (D] BT 2-HO-F MiAR) Y
(E]l. = A7 VORZEIZL Y ARSI DBVAHIRUE DI Mo BE#E DBVA-gluc[I] A3
LEFSH G, DBVAH] R DBVA-gluc[I i 2WTIRIRPIZBIT A2 ETELRRMP TH
BErEn, BEPOoENOIFMEHIZ L HEFIZH SN~ L O THLH AN EZ L
ha, £, EPEBVWTERE O T oA MY VALV ERD LN,

R ECHEPTORHED T 7 4 — A ¥R AITT LT,

F4 PP oRME GBS DRHER S %)

i3 3

& % a&t IZs -3 At
pFaAMY Y [A] - 0.51 0.51 - 1. 09 1. 09
7 ANy [C] 0. 06 45.91 45. 97 0.91 38. 56 39. 47
4-HO-7" #4402/ [D] - 1. 97 1.97 - 0.73 0.73
2-HO-7" W47 MY [E] - 0.17 0. 17 - 0.11 0.11
DBVA[H]) 6. 87 3.36 10. 23 8. 00 3.03 11.03
DBVA-gluc(T] 22. 99 0. 59 23. 58 31. 22 0. 37 31.59
DBVA-gly[J] 0.17 - 0.17 0.13 - 0.13
KB E A 4.02 9.58 13. 60 3.24 6. 34 9.58
A& 34. 11 62. 09 96. 20 43. 50 50. 23 93.73

5) £&8

Fy bz@EnBEESNAZ T u A R o ANTERHICHES L, BB 24 BEEILINIC
87 () ~90% (i) 2t ~PEt X fz, 5 4 AROBERIBTAENORERIT, #
M 1~2%TH -7,

HEMERERRIC R L Tio o dEitt 3L Th Y, HETLVEETH -,

Zy bMERNIKEBTD P T A MY COERELRBERIT. BERZLATLEZAN)
[CloAERICES . = AT AOBRZIZL S DBVAMIOER TH D, DBVAMIIEIZ) vyovf
#1& %% OBVA-gluc[l]) . RepizHef e,

o hMIBITLZFFoA L) rORERBEEEXH1IRLE,

ft-23




FRACER SN HRCRIBARCABOREIR A A2 By TH A T ARARHITH D,

M1 ZvhBids b7l OfEARER

S A RY (A

" 'LoJ@L

H CN

FAE A MY C]

/ \
e X1 @ @ ﬁxmxg@

2-HO-F A& A R Y ] L-HO-F s A~ Y (D]

Br% Xﬁ— OH

DBVA[H]

RN

O 0
Br Br
>: X \..-“—O—Gluc %X“—GW
Br — Br

DBVA-gluc([I] DBVA—gly(J]
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FRCER SN ZFRICEIENRCATOREIL SN I 0y THA T AREAEHIZH D,

(4) "C-bInA M) UOEREBRSET v MNIBITABBIHB L URBBARBHOTEER
(B ft4)
FRERBERY -
WEEBEKRFE: 198 94F

FRBROHW : VA FFA4 2> T "C-gem, '"C-methine BX W "C-cyano- b7 2 A bV v
PHEOT y MERSETEOEES L, BIFMNIZIRBNBELREL, 20 1 C
O¥EBFRERD S, £, Mk, . BHBSICEECRBT 2R 8L EET
5,

R EY
SV

(%, +, 8 : "C OEBVE LT

{LE4 ; 8)-a-v7/-37z/3y~ vy v=(»1R,39)-2,2-¥" i T1-3-(1,2,2,2-7}77 s xFp)vou7 nn' Y
Bk Ev5-b (LI, *:"C-gem, +: "C-methine-, # : "C-cyano-t7epbl/ & KEEC)

FEHCBRE : 40. 5~60. 0mCi/mmol (1. 50~2. 22 x 10°Bq/mmol) HSHEFERHBE ; 97, 1%LA

EERAEOHRERS
TAFAM TORBBEZ s =BEIIBWTH, To/3A8 v Vg R Uy e an’ /REE 4y idi )5
ORBMPOEELIRE T 5720, £ MHERE COMRASBEINDITIED 3 SO 4 &
LT,

HEREY
CD (SD) v b (8 WEIRE - HE 138~159¢g

HBETE
B®5
18 BRI T v Mz, Y ROV IF-FMIBERLEE "I nA M) R ELIC
—HMTHRL, £90.3ng/kg DHBRTERERIZ12IEDT v MIE Y T 2V THEIRE
n#Hs L,

BRI
MC-gem BN VCrmethine EERAR EBEIZ DV Tl HEH 4, 9, 24 BX 48 BERAHIZ,
F7- "Crcyano tEM B G EICHOWVWTHL, 5% 9, 24, 2 BX U120 I BIZ 3ICTE
FL, BMBRUHESREHL, SxEREicgil 7,

f&-25




EREHC TR ENFRICEI MR CHNEORTIE Sz o oy 7T o AR SIS D,

i, AT, IEVR L URBEIZEL T, REGTOKEECRED =D, BEMHB ATV,
TLC 2 EHR LT,

S HE

FH RE R E
R 2 BEREL Utk Ho7 vy y A -TRRBEL . AL 00 A FERICHE, 0
HWERA VAT MIEm L, v -y - TRIE L7

TLC 4347
EREREOasuv 77 40— LY HHEAR Y bORIEE2TT- 12,
BB, A Moy DU REEEE (111, v/v) | B; Jvodns ; BFEETHY : BFBE (90:10:1, v/v/v) |
C; XEefafn~" vt v xFvx—50 (10:3, v/v) . D; BERExTw : BEEE : K (7:1:2, v/v/v) @
W ERHWTITS T2,
FEAEEAR Y N ERETRD . AV TR LB F-vaanh-1o X 5 Bet R E [
L7,

HBER

1) BEES - MRS A
BC-gem B TR "C-methine HEZRAR SV T, &5 KRS BIZ/AGOMER R ULz 7
LM, BHRCEEERNTZ V7 5 AIRF ThoT-, BT ORMKNEEEEH T
#)20~50 BFRA & | fh oA - FBR IR ThH D DI LT H TR L 1,
L L7208 O ofss - MR BV T, B U T FARERE L FIRE, L L IR,
FIELEMOTEM 2B R EOHRRITE, -1,
— 5. "Creyano B S HIZB T, oSSR e L 8L T2 ToEEs - 4
BIIBNT2ZYVTZUABBELTEY ., KAREEBBIIIN 30~120 M Tho7. Zh
i, FRICRIREN O BB EVEE T ESERLTEY . tho#tn & idRke
HikNEBIE L 5 LICERL TWARD EEZ LT,
2235, UC-cyvano AR EROIEHICE L Tix, MoOEHEERERERRY, £02 )Y
T T v ARMMOES - LRI TH o1, ELEEICRVTIE, Mo - Mk &
PIOBBRB THIES IRFMEIZBW TRAKSEREA T LIc0Z L TR/MER R L
fedS, FOREBFAICER L, BEERNTH D 120 Re#ICRRELZ T,

BHREHORRILBHEREOCHBER 1 IR,
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AERHIER SN BRI R LIEARUATORIER M o0y T o 2BERAZHICH D,

®1 RS - T OBEEEREHES

BER% - AAREH OHSHHEREE (ppb)

"C -gem-EEak A

1 C -methine-iZagis

MC-cyano- Bk

W - R B 545 OB B 545 O 2 545 OB

4 9 24 48 t1/2 4 9 24 48 t1/2 9 24 72120 t1/2"
HH: 254 63 16 9.7 5.4 383 80 10 5.1 4.0 90 % 26 17 38.9
e 192 52 14 5.4 5.7 282 62 10 4.0 4.4 99 60 30 21 38.8
HEfA 229 146 152 135 53. 4 224 197 126 95 23.9 163 104 51 24 39.5
ik 190 44 88 2.3 4.8 81 58 4.6 L3 3.3 141 106 52 34 44,5
P 42 8.3 2.4 1.2 5.4 57 8.9 1.3 0.4 4.0 61 43 22 14 4.3
O 109 19 3.8 1.3 4.5 169 24 3.0 1.2 3.7 48 34 19 12 19.2
ek 106 36 55 3.0 4.9 172 28 51 L9 4.3 121 73 33 22 35.3
FERE 38 9.0 26 L1 5.7 86 12 2.0 0.4 4.0 71 47 24 16 42.2
TR 58 20 6.7 3.3 6.9 62 15 4.5 1.2 5.8 29 21 11 7. 46.5
LE2 3. 3.3 20 2.4 21.4 2. 6.5 4.2 3.0 35.9 5.1 13 644 1410 -
REHEE 72 40 18 14 10. 6 100 16 21 9.6 9.6 233 157 204 123 121.9
i 55 23 7.5 2.4 7.4 82 21 L9 0.5 3.8 55 37 19 13 42.9
fih 29 8.5 3.9 25 7.8 19 85 0.5 0.2 3.8 9.4 59 3. 3. 51.1
HLEEANEY 4050 1240 72 20 3.5 2300 512 28 6.6 3.2 535 282 136 90 3. 4
A —H A 69 62 13 9,2 7.9 118 40 17 11 7.9 81 58 49 43 100. 6

* 0 1 1/2(=0. 693/ EE R 8) IXIMAEIKERMTHY

- BHHATRE

BT (3R,
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FREHIRR SN FRICFRIEARCARNEOREI A A7 0y TH A T AFEREHTH 5,

2) R#
KRYPHORECT-HOREEE LTI, BRAROP TR LBFHEREORM -7, MK,
PR, £ R USRS & AV 7,
HC-gem BT MCrmethine MR K 5 HOMES - MEDIZBIT2E/ADIL. HERHET
HETNIA MY CLEFDHBEOZATNAOREIZL Y ART HYIe7 o1 /457 O DBVA[H]
BT 22w 29" WERS3 @O PBacid (P Tdh -7, DBVA(H]IXEIZAFMED T2 Mo/ BEfE 2 51
DBVA-gluc[I] & 72 0 F 7z PBacid [PlIZ I ABEL % 4T 4'-HO-PBacid[S]~ & B & h iz,
HC-cyano-BHER SO R CHEIZHT 5 EREMIL. MoEHER 5 & ERK,
BEREDOT LY 2 LY V[ THoT, —F, MRV OERBIT, RELY
TIBEOWALH TH S SN [X] Thotz, Zhid, 85 9 FFE&ICHEBEIC P & B P H
FaAbYAIROTAS A MY CCIBE2BOHLNATN NI L6, FRIZRIRE
NrbFar b AR, BRI TRT/ 2T WA LBEZILND,
# 2-1~3 LS ERE RS H» OERL R POREYE R LT,

o, Ty MBI L T A L) o OREERBRBEZN IR L,

£ 21 VCrgenBEBAREHOREPORMYBE (ppb)

"C—gem R

a¥: it Jukcd i .3 5] 4]

4H 9H 1H 9H 4H 9H 24H  48H 4H 9H  24H
AR [A] 1.4 0.4 .1 1.7 1.4 1.9 1.2 1.7 0.6 Lo 0.2
F N [C] 64.2 29 37.4 1.8 174 116 130 117 3.1 27.1 12.0
2-HO-7" M ANV [E] 0.5 0.1 0.2 0.1 0.5 1.2 0.2 0.2 0.3 - -
4-Ho-5" M4 [D] 0.7 - 1.7 - 4.6 1.7 0.2 0.3 0.5 0.4 -
F AN T3 (G 0.1 0.1 1.5 0.1 - 0.2 0.3 0.1 0.6 0.1 -
DBVA[H] 91.9 249 40.6 3.6 14.9 3.4 L.LO 0.3 17.5 45 190
DBVA-gluc[1] 10.7 4.8 43.6 10.7 1.2 - 0.3 0.3 7.2 0.5 0.1
DBVA-gly[]] 0.9 0.5 1.7 0.5 0.2 0.1 0.4 0.2 0.4 - -

— : BRIPRSE (0.04ppb) Kk

# 22 "C-methine-iEBEEEHORHAPORBYRE (ppb)

e thine—1E3 A

BYIRAE 1 #% iin, HER 4]

4H 9H aH 9H 4H 9H 24H 48H 4H 9H 24H
breAb)[A] 1.3 0.7 3.2 - 2.4 2.1 2.3 2.4 0.9 1.3 0.3
F MM C] 45.4 2.1 27,1 1.7 139.8 138.6 90.0 64.5 21.5 27.0 14.5
2-HO-F" #i bV [E] 0.5 0.2 .7 0.2 1.1 1.1 0.7 0.3 0.4 0.3 -
2-H0-5 MiAp v (D] Q.3 - .2 0.2 1.0 2.5 0.6 0.2 0.4 0.2 -
FMANY-73 [G] 31 - 3.4 0.1 0.1 - - - - - -
PBalcN] .8 0.2 2.7 0.3 0.9 0.2 - - .3 0.4 0.2
PBacid(P] 168 229 92.8 9.7 2814 2.5 0.2 - 43.6 4.8 0.7
PBacid-gly[R] 5.4 1.2 105 1.2 0.8 0.1 0.7 0.3 0.5 0.3 -
4-HO-PBacid[S] 5.7 7.7 54.9 13.4 0.3 - - - 146 3.2 -
4-H0-PRacid-sul [U] .4 07 146 28 0.5 - 0.3 0.1 .O 0.6 0.1
2-HO-PBacid[V] 4.1 0.8 3.7 0.5 - - 0.4 - 0.3 0.3 Q.1

—  BRHFRR (0.04ppb) Fid
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% 2-:3 "C-cyanoiEZFmA B SHORBH ONREHYRE (ppb)

EREHCER I N HRIEIEFRUABTOBEIL A7 n s 7 2 AFAEHICH D,

NC-cyano-fEaE K

(Y 1 #& iai: HEHA ;] 1

9H 24H 72H  120H 9H 240 72H  120H 9H 244 72H 9H 24H 72H 120H
b7uAb) LA - - - - - - - - 5.2 1.3 0.7 8.5 11.1 2.9 1.1
7R [C) - - - - - - - - 84. 1 9.4 15.5 99. 2 67.8 13.6 8.9
2-HO-7" w4 A M v [E] - - - - - - - - 0.7 - - 4.8 4.2 4.9 8.5
4-HO-7" mi AV D] - - - - - - - - - - 0.2 1.4 - 1.6 1.2
7 MM -7 [G] - - - - - - - - 2.3 0.5 1.0 - - 5.1 1.6
ITCALY] 4.1 - 1.8 2.6 - 0.6 - - - - 0.7 0.6 1.0 - -
SCN [X] 88.8  80.4 37.3 10.7 67.4 37.6  18.8 10.9 2.6 0.7 5.4 0.7 1.4 3.9 -

— RIBRER (0.04ppb) Kik

%-29



FREHCERM SN - HRAAIERRCNEOREL A A7 0y P = ARSI H 5.

F1 Fv hMIBIFARSm A b ORERHERE

DBVA[H]

/

. o]
s >: X ‘LO*-GIuc
Br

DBVA-glucll]

r Q
w X L,
Br

DBVA-gly[J]

(CN]

hN

SCN[X]

o P

Iz

ITCALY]

2-HO0-PBacid[V]

<

:>zwkgioﬁé;l&{:>

FAs 2 Y0 E

v

$-HO-F & A~ Y (D]

4-HO-PBacid[S]

0S0.H
HO. /( ]\ /©/
0
o]

4’-H0-PBacid-sul [U]
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ARBHIER SN HBIRIEHRCABTORIER A TA T 0y A 2 ARt H S,

(5) EAREET v MIBIT 20T OBRLEH O ¥-H
(& 1%5)
e
WEFERF: 198 94

AREBOHM : HA FIA VST "Cpgem- FF a0 A Y R "C-gem-TAF AN %

HOT vy MUEBRSETEORS L, BEFicmE 2B L. n&icsiT 58
MEEEL, FIaA MY UrBLOFAEZ AN XY RD S,

XLJQ@

* . NC OEFEB AR

R LAY -
OrFaA Ry
g

L4 ; (8) 0 -v7/-372/%97 vy v=(1R,38)-2,2-¥" ##4-3-(1,2,2,2-7}77 vxfi) v 707 un’ s
B %y7-h (BUF, % : NCrgembiei by & REFD)

He R ERE ; 60mCi,mmol (2.22 x 10°Bg) HOR L FERIREEE ; 97. 4%

@FAHFARY
Sl

Il_ _©

DC DEB B E )

(¥4 ; (S)a-¥7/-372/3/~" vy v =(1R,39)-3-(¥" 7" ¥t =p)-2 2-%" AFW P07 en’ VIVE F¥5-}
| (BAF. *: YC-gem5 Mty L BEE)

HeHeEE ; 55. 59mCi mmnol (2. 06 x 10°Bg) HOR L ERIBEEE ; 98. 0%

EEA B ORERS
gD, BLEKETHDILEZHND gem -methyl 2RI L7,

3k @hin
CD (SD) %F v~ b () TFE¥FE: :H 133~142¢
FreAb AR EEE 9 PC. TOAMIAM U EREGEE ; 1BE
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AREHCER SN FRCRIERRCABTORER A LI 0 vy TH A 20 AFRASHITH B,

BRI
BE
C-gem MuAMYR IR MC-gemF MM E/DBOYV 1Hp-FV TR L, EHIZa— L HTHR
L5 REYAM L7, ZORK®%~203mgkg &725 L0 BY T ERVTEGEDR
5L7.

SUBHREL ;
beAMvERSEET, RE®K 2, 6 ROV 12 BE&ICE 3 IEToBR Lk AR L=, 7 VN
VEYEREZBALTIE L5, 4. 6. 9, 1233 LU 24 BB ST o Lk 2R LT,

A
BB LUhEEY, 5% VBAKEEROANST-BHRIB L, KEMATERSEIL L, £0—
WA5ET L, BEERY T M3y 4 -TRE L, BE LR "Co. HHE LHHRBRIEIZH L,
FREO—WE TLCIHEL, FFaX MY RUFAZA MY VEBER LD O b
T AL EERVERFITo T2,

REBER

(A= B VS 2% ¢ 3
koA hUroRIITESHTHY . 5 2 BR%ONEBRFICESV Tl P A E R E
HEICERBELATR LD, EBEO Tnax 1T 2 BEREILIN S B I Tz,
FEBE2BMEIENT R T oA MYV OFUEOT AL A R Y VAR EN T &
B, RNET v MEFIZBOWTESCHIZBEENE - A 2 LR ENT, £io, B EER
BZr7aA D100 EUETHHZ LG, ERENZTALIA D) VOEIHER
HRBOEEZT WD LAHLhE o7,
BEOREEOBELREL LRSS hIoX b L ompSArEEiig 1L 726 THY .
s V77RO TRONEDOTH o, FHIRIZT A F A b U 31 34 Befi), #IURRE
X5 09 R Tdr o7,

FAF AN CEBERE
FAZARV ORI R Z oA b UERESHTH Y, 5 4 FREZICRRKREZTL
foo Ffo. Tmax 23T ARKEUHEEREIITLZ A R VO SELLETHB D LD, RINE
BHICRBMREAZIT TV ZEMRH LN Loz,
Tmax (¥& 4 BEMH) OBEAEMEL LIES, 7474 M) oo EEEHIT L 03 &
MiTHy, fh 7 V77 RAIBHOTRNLOTH -7, RFRICRASHREX 5. 20 B TH -
7=

LLE, o MZEBOREEN- P oA MYV RUFAZ A RY L, & HITERHIIHIL X

NEOLELICRBEZITAH, LF 27 )75 RIEBF ThoT,
W SBICB T A M PR EREREBREZE 1-1~1-21TR LT,

f%-32




KEEHI R I N - HRIEIENRUANEOREI Az A7 0 v YA = AFRASHITH D,

Fi1-1 ~rFoA M) oEREBEOMTRERES

A REREE (ppb)

t1/2*

2H 6H 124
FSaA Yy 2.0 0.4 0. 4 1.72
FAFRANY 67. 4 4.3 0.0 1. 34
2'"C 218 74 43 5. 09

£1-2 FAFARNCEEEOLDBERSE

JRFTHERRE (ppb)

t1/2*

1.5H 4H 6H 9y 124 24H
FAFARY 18 31 9.9 1.1 0.7 0.4 1.03
£nc 54 164 135 48 43 11 5. 20

BRI THEEZT LTS, o fiICBIT 2B EHR LT
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AEEH TR SN HRIIFELIENRVNEORER A L7 0y T A = 2AHRASHICH S,

2. HEMHER
(1) BiCBIT ARHHR (BE {t6)
FERHAT
HEEERE | 1983 £
feaERALE Y -
#ERD ;

B,%_? X

(*: 14C OEMIBEETT)

L4 (9)-a-¥7/-372/%y~" vy v=(1R,38)-2,2-¥" ###-3-(1,2,2,2-F b7 7 nExFp)¥In7 un' v
vt F55-b (LT 4C-methine-b7uf}h)y & BE3E)

HkEE ; 59.3mCi/mmol (2.19% 10°Bq)

XJQ@

:1C OERBHIEETT)

HBEAQ ;

b4 0 (S)-a-¥7/-372/%y~" vy ¥ =(1R,38)-2,2-7" 4 7#-3-(1,2,2,2-7 } 77 p¥2FN)¥I07 un' v
WE -+ (BAF. * : "C-gem-t7uiM Y L REED)

HHURAE ; 56mCi/mmol (2.07 X 10°Bq)

BN EOREES
TAF AN TORENRE I SHBESICBOTE., 7o/8 W vE U7 ' vBRE 5 O EHY
OHEELZ R A7, 70/3VEA &R U geminal dimethyl #7288k L 7=,

R - H (55T, Stoneville 213)
FHIEEG Ry MIBREL., TO%BENTHE L,

Fak” Wake
LBk
I8 BE DMK "C-F T A MY L EAERAREMYD8.6g/=—H— (198pe/A)
OBET | HERRT 10 BIEERA Lo, BWiEIIERD UCERF I A MY 28
omd DL E S — TR LT-1%. Tween20 % 2 & o288 K 250me (ZFL{L LRSI L7z,

BHR IR ;
BAcHLAif% 0. 4, 10, 19, 24 RUY63 HEIZHE, E, R, K Vo PRUETFEEIILT,

{%-34




FREHCER SN FEBRCRLERRUNFOREI M 27 a y 7 2 o ZAFAKHITH S,

S
., RERUK
MLY%, FsERIEICBE LT,

o
FiRgiz L) ¥ —2EERE, KEEERLUE, BRETAHEL, BAEEREIZEL
T2

I
Jeknd : A4/-v (103, v/v) THIE U7, iR ORI R E %2 &~ ATREREIC8E L7,

E .
prudnh o A9/-v (1:3, v/v) THI U7z, MIHER OHIHRE % & « HseRi g s gt L=,
Fi-, EEIZOWTIIMEHEED 70 7 4 — LR B/RATH TLCITHE LT,

BEF AT
HATRERIE
R EERIZ DWW TILL BV - I ITMIEI L, &R Fu-vasin - TRIE L. fE R
BHZ DWW TR, 07 M3 (4 -TEBEL . BAEL "0, 2iEICHEL, TORER
BysF-vavhpsnizlsm L, kA - CRIE LT,

TLC 574

EHER LD aw NPT 7 42 LV REHEEAR Y FOREERT- T,

BRI, MRS : vy (101, v/v) (< ~Fy o 7eby (T:2, v/v) @ 2 RcBMT
T-7.

FAHREEIC DV T, YBEB A EE Mok, Jomiwd 0 19)-% (113, v/v) THIHL
7=, PhiEE B SV 7" v-MZRRF L, 774/ BERE . Kk (6:1:1, v/v) HLLIZ
bz o ¥ zFpz-F4 (10:3, v/v) TEBAL,

1
‘ g
| 1) HHEES#H
| MBI BEORIE~OBITIIRO AT, BTHEIHENEIRHIN 2o, A8
1 MTh BT ~OBT b P RoT,
MBS BRI 2T BB T L T BT D HINEEREII TROBY ThoTz,
fit3R #® T
. EEA ¥ i - = £ HF
EE HhHie | TREE | &3 MY | BE | 5F
| 0 3.31 | 0.60 | 3.94 | 1.09 | <0.01 | 0.84 | 0.05 | 0.89 | 4.08 | 0.010
| 4 3.66 | 0.54 | 4.20 | 1.09 | <0.01| 0.56 | 0.05 | 0.61 | 2.17 | 0.009
i 10 3.47 | 0.56 | 403 | 1.24 | <001 | 0.45 | 0.08 | 0.53 | 3.21 | 0.007
methine 19 282 | 0.66 | 3.48 | 0.89 | <001 | o0.56 | 0.07 | 0.63 | 4.65 | 0.006
| 24 3.18 | 0.89 | 407 | 0.97 | <001 0.33 | 0.03 | 0.36 | 4.14 | 0.012
| 63 2.81 | 0.81 | 3.62 | 1.o7 | <001 | 0.20 | 002 | 0.22 | 3.72 | 0.005
‘ 0 3. 58 0.77 4,35 1. 37 <0.01 0.97 0. 10 1. 07 3.27 0. 026
| 4 473 | o056 | 529 | 1.24 | <o.01| 067 | 0.08 | 0.75 | 4.27 | 0.022
10 3.30 | 0.52 | 382 | o2 | <oo1| o051 [ 006 | 0.57 | 243 0 019
gem 19 .28 | 088 | 516 | 1.03 ] <0.01| 0.92 | 0.07 | 0.99 | 3.43 | 0.024
24 276 | 0.64 | 3.40 | 111 | <001 113 | 018 | 31 | 212 | 0.020
63 288 | 0.95 | 3.83 | .11 | <001 | 0.63 | 006 | 0.60 | 2.52 | 0.017

BiEixtressE LT (ppm)




FREHCEH SN HRICRIEARUVCNEORIEE A 3o o v 7T, = o 2AEAEHITH D,

2B, BEIZOWTIIALE, EROE L THORICST THRHEESREZRSIZE 25,
THROELHEIL&EVRNENED bR,
BHRIH BB OB ESRIIUTOEY Thot,

FRER A (ppm : bty & L Q)
23 g= "C-methine " C-gem-methyl

E& | FE | CE¥H | EH | TH | ¥

0 4.78 | 13.40 9. 61 3. 34 5.96 4.53

2. 30 4, 86 3. 66 3.77 507 4, b8

10 1.95 4, 83 3.47 0.91 b, 2b 3.29
19 1. 556 3.86 2.82 2. 14 6. 22 4. 29
24 1. 60 4. 41 3.18 1.47 3.83 2.76
63 0. 96 4.12 2. 81 1. 66 4. 66 2. 88

2) M oOEZE
REHOREIT, EBHERE Eo BB L THMIcHT TR oftb#E L TLC 128G L.
BE#LLDasavw b7 74280707,
FTEABDIREEICL VST ueEto=TFAZ A N L ([CITHoT, TAZ AR
V2 CHz oW TIEEMETHD aR-FTAF A R L [CRIKRMYA-F MAM Y [CTI DA
mbED N, El, P T oEETHL NIV TaETAF A R BIbRED LN,

FEARYCIEAMADIRBIZIEDT AT VEMNOBRBIZL D, v1o7 on’ VREBS
(DBVA[H]) B UT2=a~" vy wER4y (PBald-cyano[Z1) 1243 d iz, PBald-cvano[Z]iIRdY
THZE D TAF N R (PBald[M]) 2729, S HIOBRTEN PBalc (NI b LM banT
PBacid[P]~& W=7z,

FhEFAZ AN N, yTIENMAINT MAN-TIV Gl ~b I,

Z R R ORI = & ORI OMHBHEFIG2E 1-1~3IZR L7,

# 1-1. MC-methine-}7ui VLB X OSHRE (%TRR) EHFEE

FEIRL Kty 0H 4 H 108 | 19H | 24H
pFrapyLA) 10,78 8.66 | 6.18 2.43 4. 59

7 wpAN[C) 39.26 |26.63 |23.88 |17.44 |19.02

a-R-7 ¥ AMY[CR] 5. 60 4.84 | 1.08 | 4.71 3. 87

b5vA-7" wi AP [CT] 3.50 3.68 | 6.55 | 5.17 | 5.55

M7 et7 w840/ [B] 2.62 1.83 | 2.79 2.37 2.35

k& PBald[M] 2.33 0.85 | 1.36 | 2.34 | 3.64
PBacid[P] 3. 44 2.02 | 9.13 | 4.40 | 4.78

PBalc[N] 3.35 2.61 | 2.97 | 3.55 | 4.13
PBald-cyano[Z] 0.71 0.03 - - 0.25

F AN T3V (6] 0. 63 0.78 0 0 3. 60

F B ERBERH#HD 27.60 |47.38 |45.44 |56.46 |47.21

—HERES, 0 TLICIEBWT ARy FRRH LRV

f£-36




AREHCRBMEN-BHIEIEFIRVUATORET M L7 0y TH A 2 ZRKEHIIH D,

# 1-2. MC-methine-t70i MV LB X OFUHEE (%TRR) TabakE

BB A ik 0R 4R 108 | I1I9H | 24H | 638
b7mARY/[A] 6. 98 5.53 5.12 3.24 3. 55 2.81
F AR 2 [C] 26.37 |19.44 |17.81 [18.35 |16.15 | 14.43
a-R-7 w2AMYICR] | 10. 45 7.76 | 4.42 4.23 | 4.11 1. 96
b7y A-F MEAMN 2 [CT] 4. 49 4.51 | 3.8 | 4.21 4.85 | 5.35
SACES 2 FEVMIN:) 2.20 1.09 | 1.30 1. 47 1.38 1. 64
T PBald M] 2. 80 1.65 | 1.26 | 2.58 3.19 1. 61
PBacid[P] 3. 82 7.06 |12.28 | 3.79 | 3.10 | 3.32
PBalc [N] 317 | 2.38 | 3.19 | 3.40 | 4.86
PBald-cyano[Z] - - - -
FMIAN YTV 6] 0 0 0. 53 3.07 2. 34
F R ERRMEEY 42.40 |49.19 |[50.84 |57.05 |55.33 |59.75
— BEET. 0 TLCIZBWVWTARy FREH LR
# 1-3. WC-gem-methyl-tio M A X O HEEE (% TRR)
PRI ER L ik 0H 40 108 | 198 | 248 | 63H
buib)y[A] 10. 54 4.41 | 5.00 4.91 | 2.70
7SV 35.69 | 24.70 |22.38 |[20.09 | 16.35
a —R-7 MM [CR] 5.46 | 5.95 | 3.72 3.35 | 6.20
£ bova—5 MM [CT] 4. 54 6.05 | 6.17 6.00 | 5.55
M7 o7 M AN Y ([B] 2.96 | 3.53 | 2.97 3.37 | 1.74
DBVA [H] 2. 82 9.51 1.29 | 10.25 | 19.23
FF ERBERHS 37.98 |44.73 |58.47 | 52.04 | 48.20
preAbYs[A] 7.56 | 5.74 | 3.75 3.55 | 1.47 1. 45
F My [C] 28.44 |20.25 [22.35 [21.65 |17.53 |17.83
a -R-7 M A/ [CR] 7.32 9.95 | 4.82 .11 | 3.11 4.61
TH#D b7 2=F" HAM Y [CT] 4.11 5.84 | 5.00 4.15 | 5.86 9. 39
M7 et5" wiA MY [B] 2. 07 2.09 | 2.34 2.98 | 1.60 3.29
DBVA[H] 5.40 | 6.03 | 6.28 |11.17 | 8.23 | 12.64
F[E EBEED 45.08 |49.75 |55.31 |{53.35 |61.31 |[50.79
3) £&8
BICEELR XN ORI, BEBERIEHLEIZTH LIz, TEETHLIETF~O
BTz 7edntz,
Foa X b)) [AlORBSEEIES ., WTHRORBHIBWTHLREED FFa A b
X iedso7-,

MBI EFT7aA Y A]OEEAMRBI, BRIBIZLIEZTAFANY 0] (B
BEEL) OERTHoT, TAF AU CHIE, MASERIZ L DT 2T AN ORI
&V, vin7 en VRIS (DBVA[H]) BRU7zown’ vy M4y (PBald-cyano(Z]) ~& 43
Eh iz, PBald-cyano[Z1iZERVT/ 2B T E LHIERMMHEZIT -,
FAE AR CIUSNTERORIKRED 10%% 82 TS L= D3 DBVAH] THh -
7=. ¥£7-PBacid[P] b —BEE TOX 10%% B THRIHE -, 228 S0%EITERREE DR
B EE DT,

BIZBID b7 A MY OEERBEREX 1IZRLT,

%-37




AR S W R R I RVCARZRORER SA oLl oy T = 2KASHITH D

M1 HiZHBTFBERTa AR rOMERIERRE

ar%JX'LJ@@

FZaA by r(A]

pXLJ@@

rY)FoeFa4 A MY /[B]

" X ll_op O erL;E;LOO

Br
a-R-FnF A kY L [CR] b A-Fs A KMY (CT)

FAE A MY (]

AN
— X <Q "~ @@

FMAN TN (G PBald-cyano(Z]

1

Br>=-,.,,’x\\,,coorl o

Br
DBVA[H] PBald[M]

/\

) Yo
PBalc[N] PBacid{P}
f{-38




ARPHIEB SN HBRRIERRUCRBRORET A = s 0y A T ABAESHICH D

(2) b= MREIZBTHABAR (&H R 7)
FEREET -
W BIERE : 1983 F
LR ERAL A -
G

XLJ@L@

Ve ORI R E R

%% . (8)-a-¥7/-3-72/%~"v¥ »=(1R,38)-2,2-¥" 1#¥-3-(1,2,2,2-7 477 vtz M)y oe7’ un’ v
WV $7-0 (BLF. *: HC-gem-tieitly & REEC)

HHOREE ; 58.17mCi/mmol (2.15X 109Bq)

EHrEOBREREA
FFHEED TLRENOEY geminal dimethyl T % 123 L 7=,

3 EY - F~ b (5% : Rutgers)

RB5E

BE AL
| Bl EOXB R~ FRES @2V, 1 @O b~ FREEIZIZ B0 @ VC-gembFuiby
Bk (27.2pe) AW THAURL, £ 3 HOREZSWTIX, H4RERMEIZ 10010
D NC-gem Moty (B4pug) @A L, BOOEE | @izoNWTiE, BEOL RIS
Fi TR
|AOHO b NI, BB L VERRU -,
WC-gem Moy H8)-v (102, v/v) (CTRMR L. ALPRIAME L L=,

SEHREERH
HEAMELU-REET, O3 BERICERLU-, FORHALERET, LB 7. 14, RU21H
BIZERBUT-, 21 BEOREITRIEYE LT,

FNRFENIZHOWTHIE S BREIC SV THRAREZRIE L., B> Tid#EE o~
RS T 4= XV RIEERZTo,

Ak
3. TRU 14 B#EEE
BEEmAKTESRL G HERBLZRS) | BERAOKBEEIHEYE TOBRE L (B
IR EICH L) . R OKEI ML, by 2 A5/-4 (1:3, v/v) 200ml ZA0
Z BRI U7z, RAES A8 L. BERIChvay 24 (113, v/v) 200ml ZA0Z. RO
MHERIESY SERVIEL-, &b, BIETBERICTRELE (G0-100ml) , B
R R, HERERIEICH LT,

£-39




FREHCER S NI-FRICEIEARTAEDORELSA A7 0y THA 2 ARASHITH D,

BRI A Jondnd ; BERECAY (101, v/v) T 3 EIE-¥HH L7, g2 b EEL., %
A ruofnd ;. BERELY (1:1, v/v) TEREL-, PHEIIHESERNER G TLC (28t L, £
7= ORI HRER Izt U7z,

21 BIERE -
B MBRRERA L s, BRI TWAWESIIST, izl L, 8
HEEIT RO LT,

BRI
S RERIE
R IC DWW T, BV A =avi) T B L . sy Fv—vaviy-CRIE Lz, AR
BHZDWTIE, 7 MR A —THRIBEL . BAELKE "CO, 2HiERICHEL ., FOMER
By FMIERIN L, YA -y - TRIE Lz,

TLC 2347
EHESLOa v 57 4 —IZ LV HBURERAR Y FORIER2ITo T2,
ERIX, MUE(LARE : May (101, v/v) IZF<~y  Teby (132, v/v) @ 2 RTERT
To

EE
1) MAtREEIR R
RERMAIE 21 QEOREZ R E . BIFLEIRAE LN, BEREOKB A I,
MO 2 5T, '

ZREORINES FTRIZR LT,
PR JT ik e Ay | runtvh o BEEEFY | KRB B (R
fiEd HR - R
T BERESE 0.6 88. 2 6.4 9.4 104. 6
14 HERFE2E 2.9 77. 4 8.8 6.7 95.8
FEEA [21 B EBEHEHS - 51. 50 11.30 8.4 71.2
FEANFRE Sy - 0.07 0. 03 0.0 0.1
=Xl - 51.57 11. 33 8.4 71.3
AA |3 BEEESE - 60. 0 11. 7 14.5 86. 2
BB A ERE%

— RIERT, 0.0: w s T RO 2{ERE

2) REHMORE
KM OFIEIL, Tenkys  FFEETVRHE LY TLCICHR L, ERR toarsa~< 57
A =L VT,
FEARDIIRERIC LIV ST oEEKERS1-TFAZ AR A [CThoat, TAFA L
D CHZOWTIRREETHD o R-FAF A R 2[RI BN YA-F MM [CTI DA
BRbLBH LN, £/, NV 7 ueETHL M) 7rET A4 A R ABILED LR,
Foft, BEOEWRBBARO LS (RAKHEERZED) | RAEIZHEEL -
7=,
ZREFOHRRET e 7 — L EXKLIZTR LT,

£-40




AP TR I FRCE LSRR UVAROREII AL o7 0 v T A = ZABFASHITH A

1 HEPOBHEEToT (—1

SR E R B HEA

R} 7H 14 H 21 H 3H
(A= 8 NUINGFY 3.23 0.9 - 13.7
FAE A RY 0] 50. 5 40.5 26.9 40. 4
a -R-7" #8112 [CR) 3.95 3.4 2.7 4.1
bovA=F" WF AN [CT]) 7.05 8.8 7.7 0.3
[N =B =5 o 7 5 3 AV | ] 2.96 4.7 1.6 0.4
FEEEEARY (Rarai) 25.0 15. 2 1.0 1. 88

BE IR BHEERE %
—CTLCREBWT ARy hERERIN TV N

3) ¥&¥
b= bOREIZBITAZ I A MY CAIOEBELZRBHI, RARICLAZTAZA N &
(] (BtEHEEET) OERThoT-, TAF A M) VICHIE LITRBM AT St
B~ END, FAECE-TLOIREN- T,
b~ FREZBTA I A M) COMENBERZXK1 IR UL,

M1 rvPREICRTD TR Y o OREBRBHER

R Z7oEeF s A R (B]

= AL 7)@ O

a-R-FN# A Y [CR] RF o A-FAZ A MY LCT]

™~ %X'Lo@@/

FaAHE AR C)

)
|
1
1
v

L ERW K

f%-41
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FEEHCEREN I BE B RUNEOREIR A7 oy sz 2EASHIIH 5,
(3) F v I BITARMAR (&¥ f£8)

AEHR -
BEBIERE : 1986 F

HHEREERILEY

BEXQD
Br Br O
Br%—?,,” “...”—o - o@
Br H‘ CN .

(*: HC OEMMEZTT)

{LF4 ; (8)-a-¥7/-37:/39~" vy " ¥=(1R,38)-2,2-7" ##4-3-(1,2,2,2-F 477 o kxfW)¥ 7 an’ v
WvE 37+ (LLF 14C-benzyl-bjsit)y)

e HEE © 59.3mCi/mmol (2.19X 109Bq) HEHAL ORI ; 98.4%

sr%JXIL{@@

D C DRI &R

HEAQ ;

{bF4 ; (S)-a-¥7/-3-72)%9~" vy ¥ =(1R,38)-2,2-V " #F¥-3-(1,2,2,2-7 477" n¥zfN)sou7" un’ /s
AR FY5-b (BLF. *: "C-gem- -+70ib)y L BEEE)

e HEHRE ; 55.6mCi/mmol (2.05 X 109Bq) HEHEFHIBIEE ; 97.2%

EEATEORERMR -
TAF LM TORENR I >T2HBESICBWVTH, 723 2 vl R U7 or’ VBEE @ H
OREORER BB 5729, 7:/3VEAL R geminal dimethyl {7 Bk L7,

B3R HES - X+~ (5FE : Purple Dome)
A BACHRE LT T TRE LR, BRRORELEHTLH D, RBRXAZEAOCE =
—Ii— FORBTE ST,

HEHE
MEFIE
NP 45 KU 30 ARTD 2@, T < YEEIZBFOMNSEER (112¢/ha) O "C-FF A b
UL 28 LT, BEEL. 1.Tmg D "C-bFa A bV (gemiZ 1. 8mg) MEREL TV B
VIVESHRIZ IEREARIKR 3. 8mg (gem JX 3.9mg) %02, May2EE L7I-tk, ¥ IFMRATIF 2. 5ml
THERL, AT 25ml ICEFLHARL,

ABHREEFH
| BIEBAT 4RI R UN T B, 2B B#U 15 ROV30 HERIZERIN L 72, 1 [MB#A 7 H &R
RO 2 BEBMEREHI W T, B shcflisg s, ThRR LIl Limid T

f-42




AREHCEBR S BRI DN RTARORIEZ A 27 gy TH A 2 ZBRASHITH D,
FFHR L7,

FWHE
HEF

FERE AR L KT A7 A 2L EHITBRHEL L, B0 —-HE2HHERNEICE LT,
2 [E B 30 A ERREHI W TR, BEEO a7 1 —A%2W/~57=H, TLC HoR
BlESR A AR Uiz, EBRaEarooivd « 23-v (1:3, v/v) THIiE. 2@ L7, BREICH
ToiZomadnd o A37-n (1:3, v/v) 2MZ, FEROBMEZR 2 BV E L, A xS HtE,
BIEREREZHOTH Soml ¥ THl& L7, BREERIZ 100m] OXEMIE-EIELE. &
BEEE 2B L, KBIZH ST nekvh | BEBEITY (101, v/v) 50ml 2H0ZHE-HERhE L
Too T OHEZE 2 TV, FEBEEBEE ALY, BEEREEE T Sml IZ]RE L7,
BHEHE, KBRUEREEE L AR EC L, X7, FREEEIZ W TidioH
R0 7 4 —NEHRENSTZO TLCIZH LT,

B34 -
H St RERIE
RO\ TIE, BEEVFV -V abIFHMIEM L, #ZEFr-vandh-TRIE Lz, B3R
EHZ oW TR, t7 M3 (4 -CEL . BA LT CO A fERIZHE L, FoEl
EVAV-vasmTMIEM L e - TRIE LT,

TLC 5347
BELLtoasaw b7 740 —IZ XV HRHMEAR Yy hORIEERIT- .
BRI B A A BB A BRI T TS LIZBAE L, TLC ot L7z, FEEfafn~ v v
Yy rfrr-7a (1003, v/v) T—RITEMALEZ, HBEHERR o F2BERY ., BFEMH LT
HAREREICH L, BAEE ARy EUAOESIZ 20 TIE, lom OF THI 4 128 % B
D, ERRICEEEERE L&~ s fllE iz L,
RHEIESEEOBRR VTR EFR D BR 2T s CHR L, BiE o
HiE %2 S O TR S L BIZ TLC Tt L7, BERIZ. ~¥¥y : 7Eby (7:2, v/v) 12i<
PO #E - May (111, v/v) O 2K TEBATIT-7,

"R

1) WSHeEa A
MR E N HEEEIL, KRESBPABEBESICEEY, LEBEHE L HS~0OBTI3 bk
<, BUTHMEZO AT Thote, ERFLOBWVIZ LA 0MOEIRD L)
27,
HFEBHIB T DHHES R 1T Uic, 72 2 [FIEAR 30 B #3EEHI >V THUEHREIX
XEFANE (F2) , HRERSUIBRF Th o7,

£1  HREHIBT 2BHESH

¥ (ppm. b7eAM)s & LTO)
2l HC-gem "C -benzyl
B | BN | BAHRENL | WEEN
1 B B #A 4 Bl 8. 32 7.29
7TH& 8. 14 0.16 7.34 0.41
2 [EB#AR 15 B 1. 46 0. 069 1.71 0.13
30 A% 0. 53 0. 027 0. 49 0. 039

43




AR TR SNSRI IEHERCHNEOEREIIAAM LI 0w FH A = 2ERESHITH S,

£2 BHUHEREHIR T DRI GLERHRERIEY)

1C-gem 1C-benzyl
biiifanp s 4.37 4.11
A 9.24 6. 92
B 89. 57 86. 90
BIRER (%) 103. 18 97.93

2) KEYORE

KRBPORTIT. HHEVESEEEE LI TLICICHRL, SR Ltoasaw b TT
AP et (B L/ K b R sl

FERBMIIBWERICLY DT awkehol-TF Ay A M) U [C]TH-T, RELD
R a2 kU Al DB HERE I 3 > T 4 B HUNEE D# S0%FRTE L TU =,

Fuz A RY CHTREE (FFra-7 MANY[CT]) DDy, MARDRIZ LB 2T L
frOBRZUZ LY . vie7 o VERERSY (DBVAH]) RUZzzw vy vEIFITa T, Teopn
VAR T S L 0 TAT T N (R R T, XBICBIT AN PRalc(N] b L i@ b I T
PBacid[P]~&{(X@t &I,

F 7= PBacid[P] D AEE (L £-HO-PBacid[S] b/ BEH G i,

FEBE T L OoR¥HOMEAHERGER3IIRL,

#3 RBHHEx VBT ARSI e T 4 —

2R Kt B EHHRER S

(%)

"C-benzyl FZa A RU[A) 50. 10
Fs A kY c] 38. 15

b7 A-7" w43V [CT] 5.18

4-HO-PBacid[S] 0.05

PBalc[N] 0.04

PBacid[P] 0.01

Z Ot 6. 48

1C~gem FZax U fA] 52.81
FAHEARY [C] 36. 64

b7/ 2=7" W53 MY [CT] 3.30

DBVA[H] 0. 04

Z DA 7.19

3) &

Ty UV CEENE I N, EICEAESICOM L, BERR LEHS~O

BTz ot :

Foa A RY A ORBDBITHENES BEHE 30 BRIZH->TH, REERD b

ZoaF kY BEBEOR S0%RTEL T,

Fr~AVIRTDL I A MY CAOEREALARBIT. BERICLA2TAFZ A MY (]
(RtEE L&) OERTH Y, NHERFLEKREDK 10%% 5D, TAFA RV

[Cli, MADRRIZ LD —FNREGORREIZLY , vIo7" o VREHS (DBVAH]) KUY

2V Y RS &R XV T, T Y MR IRV T ) R T E GITRIRR# 2R T,

FA~_VIIBTEFTaA N COBRERBBRELIR ISR LS,

f-44




AR A AHFRICEIEARUCNBOREI AT 0y A 2 2FEAahic b 5,

K1 FrVZBdsbT7aR MY rOEERBERKE

FZo A Y (A

O
1, L
B’F%"" e O@

¢ FF U R-Fs A R Y CT]

" X 'Loﬁ@

Fz R R C]

O\

% X ‘COOH Nc>—Q
DBVA [H) O_*<::>

\
HOOCQ - HOHZCQ -

¢]

PBacid[P] PBalc[N]

|

HOOCQ
oo

4’-HO-PBacid[S]

() BEkatn
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FERHIRR SN HRICEIEHRVCANTORER NS A7 0y FH S T ARKSHIIH D,

3. ImEERR
(1) HRLTHEPERERR (&#F 1£9)
AREBRAY -
Wi EERE - 1980 FF
TR A -
BERD ;

¥ X

(* : 1C OEB B LT

b4 5 (8)-a-¥7/-3-72/39~" vy  w=(»1R,38)-2,2-¥" ###-3-(1,2,2,2-7 77" ptxfp)yIu7" on"y
I 2v7-b (BLF 1¥C-methine-b7pib)y)

H HoREE 5 59.3mCi/mmol HEHEFRIRIEE ; 99%LL |

N IS

(*: ' UDﬁiﬂszﬁ%TT)

EAD ;

(%4 1 (S) a-97/-872 /4y~ 9" h=(1R,38)2.2%" 1#1-3-(1,2,2,2-7 457 sE2#M)¥ 107 07"
W %7-F (LT, * : "C-gem- -b7eiby L BEED)

HHEHE ; 56mCi/mmol

E#rBORERE
T ATF LN TOREREZ S TBAITRWTL, 7/ VW vR Ty on' vBER 5 O R Ht
O MRS A0, 72/308( & TR geminal dimethyl 337 # £25#% U7-,

fiEa 18 -

ERUZTHH0T, BRI UHAKABRY TR 725 2mm OFIZ T 2%, kL,
it O E R 1 TR LT,

X-46




FEHCRBMEN-HHRR IR CABTOREL M TA I a v TH A T ARASHIEH D,

F1. A LBWORME

USDAIZ X 2478 Wit MM+ YWVEEE L
ERHLH H[EDubbs *[EFlanagan | &EMemphis

W 48.8% 5.8% 20.8%

L bk 44.0% 69.0% 54.0%

¥+ 7.2% 25.2% 25.2%

ARMEE 1.0% 3.0% 0.7%

pH 5.9 5.5 5.8

KOEFR 23.7% 52.7% 37.6%

W RBRER (meq/100 g ) 8.5 20.4 16.3

BB FE
MERFIR OFB

EROBEYME% 0.1m]l OIFITVI-MIIERE L -,

TIEFR ;
FNFNERER T H0g 2. HEREVARTEHZ 7 23z A, 88K 5% 0.33bar
BT ABRKEKREDK 5% HE LT,

FERHEOWLEL LN EDORIL ;
1 EABEEHE LT, 27.5gai/ha Y & 705 X 5 #ied + LI LT,
A{EMEREA L LT, 110gai/hafif e Ra L > #BHES HHIZARE LTz,
1 BRI TFHREABRTERE L7, SOICABHOBBAZESIZTAIE® 4 (FRBRX LH#
TR T,

HIFEREL D {rFan" vy
RO E A AR L E8Y, BE 25CICHRET Uit OB FIZ@EW, £BBIZMNy
7 EERL 0.INKOH 2 L COffER & L,

TR
SFR0.4.8.16.32.64 BLTF 128 BHIC. HF LRI ERBREH LMY H L izt Ui,

STk
HEEHEOME ;
E R I R CHIGRE R — 8RR L. ffRv A-vabov -2 PO TR REZ JIE L7,

HhH#ERE ;
TERE & enkph - A8 -M25:75,viv) THIE U721, REZ A/ -v TR L7z, %= &D
&, REARTEE LT, BREEES uotbh o M/-M25: 75 vWIZEERE L 0.5ml & L7T-,
it e, OHEZRIE L, . B o84 t3omE (7L FREE, 7 I VE
EUtb=2—3) izt

BT
AR RERIE
Bl & 4R AF- (Packard Tri-Carb Sample Oxidizer 306) THREEL . AR L 7= 14CO: 2 1
# L. EEA-va - (Beckman LS-3150T) THUREEA BIE Lz, IRV TIIWA
vk Mz, FOE EERE A A-THETRE R RIE LT,

fR-47




FRHHIER SN HRICEOIBARCABTORIEII A I 7 0y TH A 2 RAERASHIIH 5.

TLC Z#7
Kty ORIED S, iz TLCICft L -, HEBE* AR LZT L— MI, X8
V- (10:3,viv) TEB L, SV Thivay : BEim(l 1, vv) TER L -, SREEA R v
MIggR oo b T 7ICEVRIEEN., ARy PEREBERD . WEVFay
AT HTRE 28I E L7,

"R
1) e
FHBHIRBOTHBMRL S, HRBRETRA (128 B#%) TiIRKTAERH
HEDH) 50% M ZR{LIRFEIZE THM I, B ORFECEITEHEPIZHMLE,

2)
OFLE HHRE O B8 AT
Memphis 3V FEEL
HREBR UM 2@ U ABELRIC L 2EENED Lis, ZhicfEy, mikihithorEE (71
AEER7 I VBEOE) OFEEHAEM LS, £z, 4CO: R U B K RE D O IR EE
(B 2—Iv4E) bLARRICEML 72,
B EEO LB RS fEIZ T A BN EEZ R 2 2R LT,

Flanagan /v FEHE+

Memphis 118 & [F#k, RERHIM] 208 CHEERIC L SHHRABD Ui, ZHISHWY,
BRI AHECEEAEM LA, 7V EREIZOV T, WThoQBIZEWT
LALERHE 64 RiIZE— 27 23887k, Fh, 1002 Rt 2 — 3 47 bR L
M, BEa— I AEICOnTIE 32~64 AEIZE—27 2D T2,

R EE OB KT REIC T A BN RER R 3IT R LT,

Dubbs #bi 1

Memphis +58 &[Gk, RER BN 208 UABE R L 2mMEERED U, ZisdEny,
B EOBEAEM U, 2, UCO: BTt = — I 43T b AERFRY I L
7o, Ea—3I BBz o0 Tid 64 BRI — 7 #5887,

MBI EEO QB KHEEIZY T A EEHEE Z 4 1R LT,

{£-48




AEECERIN - HERIRIENRUVRNEOREEI M A7 0y TH AL = ARSI H D,

# 2. Memphis 58 (BT : %)

B B ¥
OB | 4B | 88 [ 16R | 328 | 64R [128H
14C -methine FH o RE 744 | 73.6 | 705 | 66.4 | 58.6 | 47.8 | 47.7
110g/ha R GEhH* 01 07 11 ] 1.7] 26| 36| 11.4
M A 01| 05 o8| 09| 16| 20 104
7/ 00| 02| 03| 08| 10| 16| 10
e 06| 25| 19| 49| 66| 76| 88
1CO2 00] 15[ 21| 47| 79[ 139 225
& &t (El E) 7511783 | 756 | 77.7 | 75.7 | 72.9 | 90.4
4C-gem i L O BE 68.2 | 780 | 75.7 | 742 | 65.8 | 60.5 | 55.3
27.5g/ha R GH* 00| 04 23| 18] 38 38199
TVE BBy I 00| 04| 23| 18} 38 36191
73RSy TH] 00| 00| 00| 00| 00| 02| 08
o o IR 04 16| 20| 32| 49| 58] 81
14CO; 00| 08 04[] 09 19] 49111
& & (B E) 68.6 | 80.8 | 804 | 80.1 | 76.4 | 75.0 | 94.4
UC-gem U B 79.7 | 766 | 69.5 | 69.4 | 58.9 | 50.8 | 42.7
110g/ha Bk (BH)* 03] 261! 17| 30| 49| 59| 1986
TV RS 03| 25 16| 26| 44| 49182
73RS 00| 01 01| 04| 05| 10| 14
AR 03] 341} 32| 38| 66| 67| 94
14CQO» 00] 04! 06| 17| 46| 88 ] 41.4
EaEIES) 80.3 | 830 ] 75.0 | 779 | 75.0 | 72.2 {1134
* . AFEENHE
0.0: BHXNLT
7 3. Flanagan T3 (BT : %)
ALFRT% H 3K
OH | 4B | 8B | 16H | 328 | 648 [128H
14C-methine i A E 79.1 | 724 | 66.8 | 51.1 | 334 | 180 | 9.9
110g/ha iRt GH* 0.7 12 ] 21| 44 | 42 | 54 ] 119
TVE RSy 05| 06| 1.1 | 1.7] 18] 20| 95
73RSy 02| 06| 10| 27| 24| 34| 24
ERE 06| 21 34| 64102 98] 7.7
14002 00| 34| 60| 16.2 ] 285 | 409 | 49.5
& #(EIE) 80.4 | 79.1 { 783 [ 781 | 76.3 | 74.1 | 79.0
UC-gem il HH A RE 82.2 | 80.4 | 68.4 | 57.2 [ 40.5 | 23.1 [ 11.7
27.5g/ha R MHGH* 01 06| 25| 39| 55| 98| 226
IVE RS IE| 01| 061 16| 21| 25| 53| 206
7385y 00| 00} 09 18| 30| 45| 20
R 03| 221 40| 83[127] 159 | 9.8
14CO2 00| 14| 28| 97 187] 29.0 | 41.1
& & (EIIE) 826 | 846 1 7771791774 | 758 | 85.2
UC-gem i A RE 775 [ 75.3 | 68.8 | 54.9 | 35.7 [ 22.2 | 11.3
110g/ha R HGH* 02] 19| 28] 58| 58| 78] 193
TV By 02 16| 23] 31 32| 37170
73/BR Sy 00| 03| 05| 27| 26| 41| 23
rRaws 214 03| 19| 34| 76142 ] 140 97
1UCO; 00 11| 1.7] 86 [194 ] 298] 41.3
& #H(EE) 78.0 | 80.2 | 76.7 | 769 | 75.1 | 73.8 | 81.6

* HEENHE
0.0: &
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AEEHC R SN HBIFRIEARVCNEOREII AL AT 0 9 T A 2 ARRAESHIIH D,

% 4. Dubbs 38 (BYT : %)

B B ¥
OH | 46 | 86 | 16A | 328 | 640 [128H
14C -methine FhHS H b BE 779 | 70.3 | 69.8 | 63.2 | 48.3 | 34.3 | 21.8
110g/ha R GH* 01| 06| 11] 20] 35| 48] 12.0
TV R4y 01| 03] 05| 09| 15| 21 85
73BT 00! 03] 06 11| 20| 27| 35
EerRE 04| 14| 26| 41| 61 65| 6.4
14C02 00] 31] 47 90182} 287 ] 405
42 (Rl 2) 784 | 784 | 782 [ 783 ] 76.1 | 74.3 | 80.7
14C -gem Mt R 866 | 779 1 82.1 | 73.7 | 65.4 | 54.7 | 41.4
27.5g/ha e G 00] 05[] 06 13] 30 521158
TNE S 00] 03] o6 10| 21| 371386
7R 00} 02| 00| 03| 09| 15| 22
maEE 03] 14| 19| 42 51 80| 7.2
14002 00 12| 16| 37 58| 11.5] 195
A2 (el E) 869 | 81.0 [ 86.2 [ 829 | 79.3 | 78.9 | 83.9
11C-gem il AR RE 832 | 746 | 74.7 | 626 | 524 [ 38.7 [ 22.8
110g/ha R HGH* 01| 14| 16| 3271 51| 80185
TNE By 01| o9 12 22| 33| 46| 155
73/ 5y B 00| 05| 04 1.0 1.8 34| 3.0
fEERE 02 14] 18| 53] 68[105] 96
11CO; 00| 1.1 ] 19] 88 [ 98] 19.3 | 309
& &t (I E) 835 [ 785 | 80.0 | 799 | 74.1 | 76.5 | 81.8
. HEENEHE
0.0: BRH&ENhF
GOR#HORIE

Memphis >/ B+

FFa AR o [A)iZ Y TR R L,

Foa Y CAlIIIBMERICZLOFAZFA MY L [ClERD, £OK, TATAKEE
MOBRBENZ X V7 on VEER U2/ 30N v MBS R L, BRI ERLICE D, &
FEAMIT TR RE TH VR TH (128 HIR) (ZIZNBEMHEEED 11.1~41.4%%
57,

FOMOIEY S LTIy on vBETHD TBVA(SII R DBVAIH], 72/3" v T
%% PBald[M]. PBalc[NJR U PBacid (PIRUF A& A b Y >@DF I Kk (5 V2 Mv-7
G BEDHLAEN, WTRALAEREPE S, YC methine-b7e A VABX T
PBald[M]#% 16 H%(Z 10.9%3%H bz LsE, £T 3%KMTH 7=,

ooz kY (a]l, TAZA M) OB LSRR OLABKARICHT IRIGER
51 BL521ZRLE,

Flanagan >/ FEiE+

b7 1w A b Y [AliX Memphis 158 & Efk, HEERESHIC SRR LI,
SRR LA TH Y, FESEDIT _MLIRE TH o7z, RBETR (128 AK) I
ITAERRUHBED 41.1~49.5% & B HERE DRI ¥ & G Tz,

F OO YL Memphis TR & RO H OB Sz, LEKHED 10% % #
Z5GHRMIIRBMEEE L RO LMo T,

PR RY Al FAZi Y CBIUGEMOOMEKMEIZXNT H2RIEGE2ER
61BLU6-2iTR LT,

£-50




Dubbs #hi 1+

EREHIERMZN - HFRICEAHERABRUANTORELRAS A2 0 v 7 A =0 2R HITH 5,

kA kY [AliX Memphis T3 & [F#R, HBAGECHICEE L -,

IRERLFERTHY . FESEDII _M{LRETH o7, ABRKETR (128 HE) i

TR EED 19.5~405%TH > 7=,

F MDY S Memphis T ERERO L OBTH L2, RBRPMEZSEL T

b MBS RED 3%A0 & ATz,

AR AL

FIE AT CIBLUOBMOLBHAREICHTA2EE&2 R

T1BIPT2IRLE,

# 5-1 AT OB ERHE /27 5g/ha SLEIX (BAZ @ %)

0H 4H 8H 16H | 32H | 64H | 128H
FruAb v [ATY 743 | 706 | 68.3 | 645 | 55.0 | 44.8 | 18.8
FMANYICIER
bva-FTwEAM/ICTI — 0.8 — — - — -
FIAFAN TN [G] — — — — - 0.6 0.1
TBVA[S!] - 0.8 0.2 04 — — —
DBVA[H] — 0.4 0.9 1.2 2.0 2.4 1.2
& # 743 | 726 | 694 | 66.1 | 57.0 | 47.8 | 20.1
— BRI
* 52 MRS O FEERHE,110g/a B X (BT : %)
0H 4H 8H 16H | 32H | 64H | 128H
SEIYEAN 676 | 752 | 73.8 | 71.2 | 615 | 56.3 | 22.8
FMANY[CIER]| 786 | 73.6 na 53.3 | 55.3 | 479 | 194
My MR YICT] | <0.1 0.3 - — — - -
0.1 | 03 — — — — —
FREAMN TN (6] — — <0.1 0.1 0.1 0.2 0.1
— 0.1 na 04 0.1 0.1 0.1
TBVA[S1] 0.1 0.7 0.4 0.3 — 0.2 | <0.1
na na na na na na na
DBVA[H] 0.1 04 0.8 1.5 2.3 2.6 1.0
na na na na na na na
PBald [M] na na na na na na na
0.5 1.0 na 10.9 0.3 0.1 | <0.1
PBalc([N] na na na na na na na
0.1 0.1 na 1.0 0.1 0.1 | <0.1
PBacid[P] na na na na na na na
0.1 0.6 na 0.8 1.7 1.7 0.8
& &t 678 | 76.3 | 75.0 | 73.1 | 639 | 59.3 | 23.9
793 | 75.4 na 664 | 57.5 | 499 | 20.3

HEfE - BB ; UC-gem-brupbly, TEE;
na : o3, —  BRHIT

UC-methine-h7afy




#* 6-1 HhHEEh OFUHEERPE, 27 .5g/ha MU X (BT : %)

AR CER SN AARIIRIEHRTCABTORMEI A T 0y T A T ZAFASHIIH D,

0A 4H 8H 16H | 32H | 64H | 128H
bre bW [AT/ 776 | 68.3 | 599 | 46.6 | 30.3 | 16.5 8.1
FRAVYICI SR
bva-F v MYICTI] 0.3 0.1 — — — — —
7R -7V (G — — 0.1 — 0.1 | <0.1 | <0.1
TBVA[S1] 0.2 1.8 3.1 1.1 04 0.1 —
DBVATH] — 1.1 1.2 2.0 2.0 1.1 0.8
& #t 78.1 | 71.3 | 64.3 | 49.7 | 328 | 177 8.9
— R ERT
% 6-2 HHlE S O ERERE,110g/ha EX (BT : %)
OH 4H 8H 168 | 328 | 64H [128H
YEEIYPARNY. 776 | 71.8 | 59.4 | 495 | 355 | 20.5 | 10.3
FMAMYICIER] 745 | 674 | 619 | 429 | 30.5 | 19.2 7.8
broa-s wiAMvICTH] 0.1 0.4 1.9 0.6 0.1 0.1 —
0.6 0.5 0.2 0.2 0.2 - <0.1
7 VAN Y-TIE G 0.8 | <0.1 0.2 04 0.1 0.1 | <0.1
0.1 0.1 0.2 0.2 | <0.1 { <0.1 | <0.1
TBVAI[S1] 1.2 2.8 2.9 1.1 0.7 0.3 0.1
na na na na na na na
DBVA[H] 1.0 2.1 1.4 3.1 2.8 1.7 0.6
na na na na na na na
PBald [M] na na na na na na na
1.4 1.8 0.6 6.7 0.3 0.7 | <0.1
PBalc[N] na na na na na na na
0.3 0.7 0.6 0.9 0.3 0.1 | <0.1
PBacid [P] na na na na na na na
0.1 1.7 2.8 2.7 2.9 1.6 0.8
& Hi 80.6 | 76.7 | 639 | 54.1 | 39.1 | 226 | 11.0
76.4 | 71.7 | 66.1 { 534 | 34.0 | 216 8.6
BEMW . LB - UC-gembFuiby, FEY ; UWC-methine-binib)y
na: o, —  BHERT
= 7-1 HiH#kED OB EERE, 27 5g/ha X (BT : %)
0H 4H 16H | 328 | 648 |128H
F7aib)y[A]Y 772 | 684 | 60.0 | 45.4 | 31.7 | 12.8
FAMAMNYICIER
bva-F mAbvICT]] 0.1 0.2 — — — <0.1
FABAN -7 [G] — — — — <0.1 | <0.1
TBVAI[S1] 0.4 0.4 0.2 0.1 0.2 | <0.1
DBVAIH] — 0.6 1.5 2.4 1.6 0.2
& @t 777 | 696 | 61.7 | 479 | 33.5 | 13.0
— R ENT

f&-52




FEEHC R N W RICRIERRCATOREZI A 7 o v 7Aoo 2AERSHITH 5.

R 7-2 HMHEDPOBHRERE 110g/ha LEX (BT : %)

0OH 4B 8H 16H 328 | 64H | 1288
b7oAbY Al 85.5 | 73.5 | 80.2 69.0 | 649 | 494 18.6
FMANCIC]IER]| 81.8 | 718 72.4 54.7 | 48.2 35.6 11.4
brva-7 MANYICTI 0.1 0.4 -~ - 0.1 — <0.1
- 0.1 - - - - —
FMIAMYTIN (G] - 0.1 <0.1 - 0.1 0.2 | <0.1
0.1 - - - 0.2 0.1 <0.1
TBVAI[S]] 0.4 0.8 0.3 0.3 0.3 02 | <0.1
na na na na na na na
DBVA[H] <0.1 0.5 0.7 2.6 2.8 2.9 1.0
na na na na na na na
PBald [M] na na na na na na na
0.2 1.2 - 0.1 0.2 0.1 <0.1
PBalc[N] na na na na na na na
0.1 0.1 0.1 0.1 0.1 0.1 -
PBacid [P] na na na na na na na
0.5 0.5 1.1 2.3 2.4 1.9 0.8
& #t 85.9 | 749 | 81.2 719 | 68.1 52.7 19.6
82.7 | 713.6 73.6 572 | 51.1 37.8 12.2

BIEME . LB ; u“Crgemt7viby, FBt; 14C-methine-b7uAb)y
na: T, — B ESRT

@t

Memphis +HIZEITFA 72 A YD DT ((BL, TAFXARY L EDEEELT)
1L MC-gem-b7u AN ALEE XTI 82 B (27.5g/ha B X Ti349 50 B*) | 14C-methine-
oA ALERX T3 64 B Tdh - 72, [AlERIZ Flanagan 18 TiE, 14C-gem—}ini ) /LEE
X T# 44 B (27.5g/ha LBX T34 25 B*) | 1C-methine-t7eA M AFRX T#1 39 A .
Dubbs T8 T, “C-gem-+7ei M ALER X TH 59 H (27.5g/ha MK Ti3f 48 B*) |
UC-methine-b7m M VALEX TH1 45 A Th-otz (*: 27.5g/Mha B O ¥ BT RHEHE
OEIZLD)

FZaxX b OERBPTOWET, SR Lo TEREA 25~82 AL L%
BRONEN, H—-HEPZH-o Tk, ERIBHZ2VILEREZEEINT, 1TT
F%ETH-o7-,

HREGTOIBIBIF2FESMERIIBERICLET LI A N A[CIOEREE
7, TARAFARESEHMOMEIZ LS DBVAHI R PRBaldMI AR TH S, -, B
BREEEINABANIFST oA MY VA OT AT AREWBUNEERBE L L 25T
TBVA[SI] b3EB 6N, EHITFAZ A MY U ICIOBREOANTYT) EAMAREIZ L
STTWEEROETAZA NI T IR LEODONENERBITENTHo T,
FSa A YL AIRBTFAZ AR CCIHDINVEIFAS A Y -7 2 FICIOBREIC
Lo THRENFYe7 o vBEERSy (TBVA[SI]I RN DBVA[H]) B bil@mRoE %
. ERE RO B X COIE THafishd, —F, PBaldMiZBR {LH B0 ik
5T X4, PBacid[Pl&H 5\ ME PBalc[N] & 7420 FD#yre7 on /R, E%L S
COUTFETHEEINS,

CO: DERKRRIL. RLAIVIES THRBE TRRIZE W TABEBHED 10%, &HEW 5
& TIIH 50% & ALERIURE D oy D EBE TR E TIZ CO i THf S L,

B FAZ ANV CHIOWTIIEI RO REETHE N T 2 ERBDHLNTE
h, HEPTERMELBEZ > TWA I EARE N,

f£-53




EREHIER IN-FRIELIERECRAORER A Lo ry T4 2 AEARHIIH D,
R EPICBTA oA v L ORESHER TR 11T R LT,

M1 HRMEERICETD TR M) CORESRER (HFFEER

Br O
Br
NS ~0)
Br H CN

[ A= I Y

|

Br Br
Br%—h,u .~COOH
- Br

TBVA[S!L]

Br
Br

DBVAI[H] PBald M]
o | HOH c—<: Z)
Brﬁ ...... “—O S O@ i
AT N o@

Fs A Y (C] PBalc[N]

| /

Br lL_
P AN 0— o~©
Br H CONH, 0

FFA M) —F 3 F[G] PBacid [P]

e

CO:z

{£-54



AR I RRCR IR VAROREI M A 0y TH A = 2ARASH]ITH D,

4. AKRPEIRERER
(1) Ay EShERR (B ®|1)
HEpan
HEEERE 1990 € [GLP 5]
fEERER e -
wmE=

Br Br O I
Bré_?‘"’t,.x.-“‘“_o & O@
Br H CN

(*: MC OFERMEBEZTY)

{b2#% ; (9 ¥7/-372/39~"s¥" ¥=(1R,38)-2,2-¥" #F1-3-(1,2,2,2-7 477 ntxfa)vu7 un' v
IvE F3-b (AT WC-gem hF 02 R YY)

HHERE : 60.0mCi/mmol H AL ERIRLEE ; 91.7%

i EORERY
S THEETREETH ) ERD A S 2 geminal dimethyl M7 % 288 L 7=,

pH4 ; 0.01M E¥fET kU 7 SRR

pH5 ; 0.01M Etle S + U U AR

pH7 ; 0.01M F U AEHE

pH9 ; 0.01M 7 7Bk - (bl U o LB K

Rk -
ARERICELL, BEHERURBRER LA —F7 V-7 TREQE L,

#HHME ONE
#1100pg @ BCEH#H LT A Y % 20ml OTE=MMIER LIRTFEKRE Lz, ZORE
YEHE 0.1m] % & % ORBEE 9.9m] (2L 0.05ppm FiE (BHEEEITN 1%) (255 5#H
L7, ZTHITERDEOKERE (0.08ppm) O350 2 DRETH 5,

AvFar—tar;
BEER Y A VR U 7 4B ETHE 10ml ZvvFu-vaun AT L, IREE 25 I°CIZEEn L /- {HIBEfEHN
THRTA v Fa~—Tar i,

AEHREL ;
SLFE0,1.2.8.7.14.21 BL V30 BRI, HFREARETRY M Lol




AEEHCER AN IFRCE IR EUVNEORERI M 2y T A = ABRSHITH D,

SRk
R RERE |
BAREHRIUE 12 7S BT R A — BRI L -y -2 RO ORIEERRIE Lz,
S LI, BB R UUKEO—H 2RI L RISRICHEHRERIE L 7z,

RALHHRAE |
ey oy T 3ERE L, ARE L KB, AREBRERSRTHEELZEE L
%, BEETU-MNMIBRE LT

HER T
BHORERIE
FREHCEEE - X, BRI A -THREEEEZRE L,

HPLC 4
SEBOREDCT-D, BHEMH - asav NS T 7 E2{To, T, BEROERUCPEE
RO EREIT-T,

R
1) WsfeEH
RBRHM A4S UHHREORINIX, pH5 (233115 —KFa (21 B %K T 81.34%) #[ERu
TIHE 9O%LULETH Y, MBI -HEROHITEEPICEELZEEZ NS, £,
R 2B L BB RIT, TR 5% ETHE Y . BB ~OWREZIZ L HEIY
FOETIIBRD ONTERD TRELHBEN R G,
BRI Z 51T 2 B EE T O REIZ >V T, LB ERIC T T 2882 FRIR LT,
METE BB MHEHHECRNT 58S (%)
pH4 pH5 pH7 pH9
0 94.32 95.26 95.49 96.71
1| 104.32 | 104.14§ 107.17| 109.02
2| 103.80 97.33| 100.09| 100.71
3| 102.90| 98.77| 102.96 93.41
7| 103.08 8869 | 105.01 94.32
14 90.07 90.86 97.09 | 101.04
21 88.02 81.34 96.27 97.48
30| 107.44| 105.42| 100.12 | 102.34
T 99.24 9523 | 100.53 99.38
2) rfig

FooAbU ARG T THRETHY . SEHE LTHRERICL 2T AF A
FU v CloLMERD b, pHT E#&EP Tl BERGE T L O oEENE -T2
B, ROV TIHERT A Z A MYV [CIOBTH-1-L 00, BMEEM T TriEED
bhighotz RIS v —(bRMEE (a-RFAF A MY L[CR]) BERKIN, pHI
OTFAAVEETTIE, FSa A b o AlOSREL pHT BEiET L iZIERCTH
S, TAEA N VCIOTRTVEGREHE TH D DBVAHIRED LT,
MtiEF O F 7 oA MY R OSRERBORRFERER 1IZR L,

ft.-56



AEEHITR S W FHICEIHENRUVAROREE A A g v FH A 2 AASHITH 5,

F 1. HbEP OB GERE (EAL MBS RE%)

0 1 2 3 7 14 21 30
pH4 [b7eipyy Al 62.00| 70.46| 69.95| 54.82| 76.50| 57.03| 24.82| 84.76
F MEANI(C) 20.99| 26.09| 25.95| 40.82| 4.85| 25.77| 57.19| 21.09
a 82.99| 96.55| 95.90| 95.64| 81.35| 82.80| 82.01| 105.85
pH5 [b7mAkYv[A] 76.68| 68.79| 68.12| 51.41] 60.34| 61.70| 51.02| 75.42
FIMEAN v IC) 11.38| 27.76] 23.06| 42.39]| 21.80| 20.58| 26.54| 28.73
kil 88.06| 96.55| 91.18| 93.80| 82.14| 82.28| 77.56| 104.15
pH7 [bFribYv[A] 45.33| 55.36| 45.56| 45.82| 19.50| 12.66| 23.64| 34.43
FUMpANY L [C] 17.44| 27.82| 36.20| 33.84| 60.94| 47.99| 27.71| 18.93
a -R-F w3410 v[CR] 0.00| 0.00| 0.00| 0.00| 0.00| 21.62( 23.51| 22.82
F[EE#HY 1 0.00| 0.00{ 0.00|] 0.00| 0.00 0.00[ 232 598
b9
SEFAS AN // 7.76
FWERNIY[C] — 3.35
a -R-7" ¥4 2})Y [CR] // 3.36
KEE B — 1.30
&3 62.77| 83.18| 81.76| 79.66| 80.44| 82.27| 77.18| 97.93
pH9  |t7mibUy[A] 44.49| 52.71| 49.90| 30.62| 10.25| 35.36| 16.92| 29.82
FUMEARIV[C] 37.66| 19.17| 15.83| 21.08| 27.46| 13.61| 19.57| 15.18
a -R-7 wyAtIy(CR] 0.00| 21.90| 18.39| 27.49| 38.16| 33.38| 39.75| 25.84
FKEERB] 0.00| 5.40| 994| 3.61| 1.56| 569 000/ 3.31
bFoA by [A] / 0.00
FImEAM Y [C] 1 0.73
a -R-7" #5412 [CR] // 1.62
DBVA[H] ] 23.59
A&t 82.15 | 99.18 | 94.06 | 82.80 | 77.43 | 88.04 | 76.24 | 100.09
0.00 : =¥
3) HEEEE
For AR OGREPE-RRIGZEI GO LREL, TREOHERE AWV TR
AEHL-,
M (T1/2) =In2/A8
[(BL., AREZF—# ORIGERL VEONAHE EEER Ot
KRB E HEEEEM (8)
pH4 pH5 pH7 pH9
25+ 1C 9496 | 940.72 | 32.58 36.89
4) ¥&o

EEERMET (pHA RU5) BT RFa A Y S [AIXRETHY, RERLOARHE
HENT, RIS 49496 AKR940.72 H LEH I N2, EEIAKE < FHEEE
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FEHHCRB SN ERICR L EHRUNEOREIL A T2 0 v FH A 20 ARSI H 5.
IHE Mo T,
ity (pH7) 12V Tid, BT X 0 s I VAY CFE - 32.58 A) | g
LTI TRE. BEFEOZTH-T. LELRZRLRRAFBETALS A Y
[ClDREM (RS zbE<w—{k) BBH LN (o-RF MAN/ICR]D ,
TAHYRET (pH9) Tit, SfEEIT pHT LIZIERBETH > 7= (FHY - 36.89 A)
M, FAdiAR)ClO AT AREREHE THh D DBVAHIAED b/,

FSa A RY ORGSR L AREE SRR FH 1 IZ/R LT,

1. FFax kY OREEMKSREERE

%?—%zgjL&«;:jb—<:>

H CN

FZa 2 by A

- XL s X

FHF AR C] a-R-FLH AR [CR]

Br
S, /\..COOH °
Br

DBVAI[H] PBacid

[li3HEE 2R
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AR B EINHRIRIEARUNEOREZ M TA s 0y FH A 0 2ARARHITH D

(2) ket ofgEhiEdis: (MEAE R &k B;’2)
BT
HAEEAERE 1991 £ [GLP xf5i5]
fAEBA L EY
e ;

Br Br

Br

(*: YIC OIFE#M B ERT)

| b¥4 ; 8)-a-¥7/-372/%v~" vy ¥=(1R,35)-2,2-¥" AF#-3-(1,2,2,2-7 477 v&xFp)¥ha7 on'y
| BE v7-b (LLF UC-gem FF 2 A R U )

| HHERE ; 60.0mCi/mmol L FEAIHE ; 94.4%

EREORERS :
SFEEPRERETH ) ERISHBRIIES 2 geminal dimethyl S 2 & L 7=,

HLIRER K
MARHRBRIIBONTRLEETH -7 pH5 (0.01M Erlt+ b U o L BHIR) OBETIE L EIR
L7z,

REH:

RRERICELS, BEERURBRE LA — M L—7 THRELE L -,

HERMH O LR
UCHEE N oA MY % 20m]l OTE-MMIERE LIRTERR S L=, ZORERK 0.4ml %
BEIR 39.6ml (ZHML 0.05ppm FEHE (BBEEBETHN 1%) (TR L9\ L I, Zhids
BHEOKERE (0.08ppm) DI FD2OBRETHB,

A FaX—3
S ERN X
HRERIBE : 25+17C
REAN . MLy AMER (EMICEEEYEREEE 2 B6)
AR - 30 B (BB, FEEEN 12 R A 7 1)
YR EE : SUNTEST CPS (Heraeus) . ¥¥ ./ »Z o 7ft& (290nm LTl 7 s 0% —
TheEk L7, )
I ; 150W/m? (BIEHK & 330~800nm)
R e BB X
HERIRE - 25+1C
RBAR . A Ly s ARER (EHICEREDEREERE %)
BRI - 30 B
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AREHER SN FRE BRI RCNBEOREZ A 2T 0y T A 2 AFRASHIIH D,

HABHEREL ;
MER0.1.3.7. 1421 BEXU 30 HELEERERTRVH L, Szt L7, BARENG
214 BLXV30 BHEOLBEI AR L,

SHE ;

fh e
HBL &Y Junihy T 3 MEIMH L. ARG KBIZZIT, AEBEERIR TERrEEL
%, BRiETE=MIMZEEREL -,

FHUREERIE
FRPHEIRE -1 IR 2 — IR L. #iFvAv—vang -2 AWV THRAELRIE L=,
o, FRERUKEO—HBE2HER URSRICHESRERE L7, 7o, #RE
S REDRHERERIZ W T L RERICAIE L=,

HPLC 4#r

SRRHOREO TS HH HPLC I2BWTIZEHE L Do s~ M7 7 7 29T 1, £,
HRDERUVOBRERYOERT T T,
ELIC—BORBHZSWTIRTAY A ) O RMEGE 8T 572 DIEHE HPLC 12 X 548
ELEDarsu~ NI T T7EITSTE,

TLC 5347
SERMOBRIEDT S, BEYE L7~ NI TF 7 E2IToT,

GCMS 5t
R OBERENTZYD . GCMS I X 2EBST&2To 72,

R
1) Hateesfi
HHEHR, BHEIXE RN E CBHEORIIIL 6% ETHY , B TREF
MBI E R,
FRENZB T A HHEDO MOV T FRITR LT,

USRS - BRI T 2FE (%)
gt 7K+ ERM &t
FRAHE
SRR X 93.58 9.50 0.00 | 103.08

0

1 95.19 5.19 0.07 | 100.45

3 91.90 5.54 0.06 97.49
7 88.05 9.17 0.31 97.54

14 82.13 14.20 0.23 96.55

21 81.41 19.01 0.26 | 100.68
30 78.37 19.85 0.17 98.38
i uf BR X 14 99.68 1.24 0.11| 101.03
30 97.27 3.22 0.17 | 100.64
0.00 : I T
2) R

FSa A R AR RICE O THERERCHIC M LT, TESHEDIIHREIC
TVERENBZFLERA RN LI THoTE,
FE AR ClIIBEME AT AFEAEOME %, DBVAHIBERENT, £
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ARSI N W RIIR ISR R CREORER A T 7 0y TH A ARKEHITH D,

oo MAKICE v LPBOT I FE G ailv-734 (6] bAERR SR,

2B BEIFFORNBKEEEL N7 087 MM [BIREEIZEL R T- RO 2%
BHLNERN., VTR LAERKHED 4% 282 TAERRIN L DIIEN T,
F-EBENEHELRDLDLAEDS, BRI I {#ENLTHH T,

RO 7o A b AR RRERS OREELEE LIZTR LT,

7, KENXOLEE 14 3L 30 AREHZSOWTIHIEHE HPLCIZ L DT & A b Y
VICIORMEEESHELT, TOER. REETTIIFTAZA R A [CIORELLED
b, BRIV A— F T U ARMERERBELLTHY, PFUA=FAEZA MY [CT]
MFNLZARY ACILITERIBERENTWS, ERLETHELOIN RS v —(kd
BHbil, a RFAFARY CCRIBEKINTVS,

FNEARNI V(=B EoEFERER2IIFA L.

#£1. FHEPORHRERE (BT - B EEY)

KRS X X R X

0 1 3 7 14 21 30 14 30
F7eiblvA] 86.77| 58.37| 30.48| 20.60( 4.73{ 0.00( 1.82| 93.04] 86.92
7OMANC] ¥ 6.811 36.83|61.42| 60.72(62.82| 49.81| 38.10| 6.65| 10.12
7w (G 0.00} 0.00} 0.00f 2.08 061 0.00] 000 0.00| 0.00
DBVA [H] 0.00{ 0.00{ 0.00| 3.43| 8.61| 14.50| 14.05| 0.00| 0.23

e R R XE S iRt 0.00] 0.00| 0.00] 0.00] 0.00] 1.33] 1.25] 0.00] 0.00
#2 0.00) 0.00! 0.00| 0.00! 0.00; 0.00| 074, 0.00| 0.00
#3 0.00; 0.00{ 0.00| 0.00{ 0.55| 0.00| 1.39| 0.00| 0.00
#4 0.00] 0.00; 0.00| 0.00! 0.00{ 0.00! 0.98] 0.00] 0.00
#5** [ 0.00| 0.00{ 0.00| 1.23} 4.81( 15.32; 17.21| 0.00f 0.00
#6 0.00f 0.00! 0.00| 0.00] 0.00{ 0.00! 2.83| 0.00| 0.00

X1l 93.58 95.20/ 91.90| 88.06| 82.13( 80.96[ 78.37| 99.69( 97.27

* P RYAMY Y [CI DB FVAT MANYICT], o -R-F AN [CR], })7 0®7 w34y
[B] R USRREZBPHT A& END,
b L L TROSENEED (S TLBEHHNIED 3%

0.00 : R &h+
F2., FAEANI L OC—7HORMEEDOEER (%)
AR X
14 30
AN [C) 36.86 | 30.56
a-R-F M A v[CR] — 6.63
M7 0¥ M4+ [B] 4.47 5.09
bva-7" MEAR[CT) 40.13 | 40.84
KFIE 7 7 18.54 | 16.87
aE 100.00 | 99.99
— Bl EAT
3) HERE M

PO X MY UOSREPE-KREISIZES bOE L (r2=0.98778) . FROHEXEH
WTHEEHAEER LT,

R (T1/2) =1n(1/2)/k. In(C/Co)=kT
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AREHIER SN HRCFRAERRUCATORE A=A 0y T A 2 ARAREITH 5.

Co=hF A bl OFHARE
C=BETicBAFoa A R) L OBE
k=B E K

Suntest A% EW AR BE (e 35° ) *
DT50 3.55 8 5.42 H
* L HREEOHEIZLD

4) ¥&8
| FSmd b AR ERERIZEW THEHESCIZ O Lo, Ui 35° (2B 5 FMK

B HmE Tk, M 542 B TH T,

TR MEFICLEDZFAFTA M) VCIDERROCENIZSIEHFNTRZ AT
| AFNAFESTMORBIZL S DBVAHIOEK THoTz, P BOBHENED LRE
| CHEL R EASMBER SN, FAF A R VO oW TR LR b,
F7- . EREMESHEBOERIITENTH T,

FFaA b OKRPRIHR L DHEESRBEREZR 1 ITRLE
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EREHIRR SN ESIC RO R UCNEOREIZ SA Tl 0 o 7 = 0 AFASHITH S,

1. FFoiA R OREEKT RS FRR

seJXuQ@

FSrt hY 1Al

X “—O ) CONH, -Q
H
}élLoﬂgi:L Frgr hY—7 3 KIG]

H CN
0
Br
>:X“—o7/ : OO
Br H CN

FY FomEFLAZARY (B]
o R-F /¥ A Y [CR]

= XL @ JL “)Q@

H CN

FastrlC] kS ZR—=FL% A Y [CT)

HOOC“(: E) OOH
. B;_%‘\_‘C
>:‘-.,,’2 ;‘\.-COOH 0@

Br

Br

DBVA[H]

COz

BIESi Hioy 27
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AREHCR SN MBI EAENRUAZORERI STy n vy P A 2 AERSHILH B,

(3) AR REEERER (BE B Rk (Ek ®3)
» # B KB
WG EIERMRAE : 2007 F  [GLP 35
AR EY
HEX

L
yXLJQ@

Br
(*:14C OEFBAIE A ~T)

{b%¥4 ; (S):-a-v7/-3-723y~" vy v =(1R,35)-2,2-¥" AF4-3-(1,2,2,2-Fb77 " n¥xf W)y 07" on’ vy
b v7-b (LLF BC-gem h 70 A R YY)

e HstEE o 54mCi/mmol B L FERHE ; 100%

BRI EORERH
ATHRETRLEETH Y ERPHBNBES R AT LEEER LT,

R -
BEBEAK (KET 0~6 4 > FLVEIKL, 0.22um O 7 ¢ /b ¥ — THERR L 7-#K, pHS.0)

REBHE -
HERIZETD, RRERBRE LT THELE L -,

HERYHOLA ;

BRI, "CEB N T o A RU 7PN MAETE (4.19ug/ml) 191pl % 20ml DA 2
T 0.04ppm HEHE & LT, ZHITKBREE0.0Smg)WORIF 250 1 Thd, HREKRFOTL
P=bUAEREE L 1% TH - T,

A FaX—rg
RS X
HBEE : 25£1°C
RRER MBS 7 ARH
HEBRHIR : 6K E ANT-FR L XBHBAIC 192 BERERE Lz,

JeEEATES © Suntest CPS, HERAEUS %t /> Z v 7ft& (290nm LAFiX 7 4 V¥ —Th¥k
L7 )

IR 5 373W/m2  (RIE K E&FH 300nm~800nm)

gt R X
BB : 25+1T

HBHE e KT ANTZEREL, A Fa—F—RNIZHEET 192 RFRE L7
BB . AR T AR

B EEE X 0. 1. 2. 4. 8. 24, 120 K& TR 192 BRREl{%
RERf K 0, 4 TR 192 B4
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FRECER I N HRICRE AR RCRNEOREL AT A g v A = o 2BASHITH D,

i ik
BEATERE
£ REHZ TS ORBRIBIE D — Iz Fv-Yavh v BN L. BEERE Ar-ains-TRIE LT,

HPLC 5347
SEMERIED S5 VIR T A 0E®G 0o aw T 7 8{T-72, £/, Bt
B LRFONRESMOERZ{T-T, REHIERRRK & ITEEEA LR,

HPLC/ESI-MS 7%
HPLC Wiz BF b aru= b X5 74— X VRIESNTZEMIT. BENITIT
HPLC/ESI-MS M iZ X W SR E L=,

FER
1) AEHREN
HEBHMAE U TEBHEX (120 FE#£R<) BIURFREX & b REEORIRT
) 95%LA EE B TH -T2,
FEREEF S BT R T OB EREOLBEBFECNT IS E TRIIR LT,

HOEREEIRE LB REIC 15 %)

O BERT | 1 BERE | 2 BRR | 4 BERE | 8 HERE | 24 BRRET | 120 BERED | 192 B

St HR X 100.0 | 100.6 | 109.6 | 101.0 | 106.0 98.1 86.2 108.6

MR X 100.0 - - 95.2 - - - 99.0

- HEEY

2) HEMOFRE
WBEFEREHIBWT, FF oA R ANTESRLHIZOME L, BE 8 RFRIEIITITITHE
S L, TESMEWITITAZ ARV CITHY ., BE 8 BER&IZITABE I EDR 60%
gL, F0MoSEpE LTI, S ARCTB (Milyot /EEEk L HE : &
MEARUBOAERME LT, BRMETUEBHED 266%) . 2fH C (N7 0t7 W
AMVIB] L HEE B A CUBMREEED 13.0%) KU DBVAH] (BAXETREMKNED
16.4%) MREIE Z#L7=. HPLC Hr&fT -7 24 R CoREhic, TESMPLIAT
B CALERRORBED 10% 52 B2 TER SR aEHIIRD o ol, o, 0%
<HEEBEHE TH -1,

KRR KIZBIT 5 EREHERE A O BHESM 2R IR LT,

MR RIZIZ BV T, BREBRCROTTAZ A B (0] VLEEAEEDH 38%) Kk
IXDBVA[H] (ABRHHEED 13.3%) 230 e L TR L, BY OHHER, £0
IFEAEBREDO T A ) LAl THT,

M BIX 2 31T 5 BHREHRINER SO ES 2R 2 1T LT,




AR R SN HRCE IR UVNEOE'RER A A oy THA U ABASHITH 5,
£ 1 EBHRIZEB 2 EARHREEE SO KRMHES T GLEBHEHEICX T 5%)
L sl
0 1 2 4 8 24
FFe A kY L[A] 96.2 63.1  49.8 12.0 0.0 1.9
Bk A (S TATVET-) 54.8 38.1 27.8 7.1 0.0 1.5
BAEKB (R-V TA7VAv-) 41.4 250 220 49 0.0 0.4
Fus AR C] 3.7 348 455 571 664 103
Y A* 0.0 26 9.1 160  17.7 75
53 FRY) B* 0.0 0.0 52 8.3 8.9 6.2
53§ C 0.0 0.0 0.0 76 130 3.1
DBVA [H] 0.0 0.0 0.0 0.0 00 164
F DA EFE 0.0 0.0 0.0 0.0 00 526
&% 1000 1006 1096 1010 1060  98.1
o SRR A OB IR EWIZ B4R
0.0 : BT
2 BEXHRIZ B 2 BHARHRIE: SO KU BE A LB EEIC 35 %)
FREER
0 4 192
FZa A kY [A] 96.2 91.2 47.7
EHER A (S TATV-) 548 55.6 38.3
EHE(EB (R-V TA7VA-) 414 35.6 9.4
FNE AR [C] 3.7 4.1 38.0
DBVAIH) 0.0 0.0 13.3
=Xl 100.0 95.2 99.0
0.0 : BT
3) HEEE
FZa A b rOKPGBRICE, BE—RBISIZHED HO L L(?=0.9598), TRLOFHE
HiIZ X 0 P ERD T,

Fim, FESBYTHITAZ A R AW T HREERICERIE 2 R -,
DTso( B =In(1/2)/k.  In(C/Co)=kT
Co=hZ7 ANV OYHMBESL LIIITAFIA N VOBEKBE
C=BMTHIDrTuA Ry LLETFALYA N v OBE
k =—RpRU R K

itew Suntest K 4 FHABEH®E
(AL %% 35° )
DTso AT 1.61 BFRY 6.12 EF[H
FTAEANY 5.96 KFfH 22.7 BFfE

4) ¥¢&o
FZ oA b AIREKNKIZBOTREER T & R ESCHIC M U, Jbi# 35°
BT AFEMRBARE T, LEHIE6.12H THhoT,
FRSREERI BMRRIZLET LA N I CIOERETENRICSEHENTRIAT
AT NFEETAMOBMBIZ LD DBVAHIOERTH -7, £, FOMICHOARKSHRE
DOEBER I NETEMBRD N ZAEEICIERE o Ts,
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ARFHI R SN RICR D BHRCARORIET A = A7 0y T 2 ARKEHITH D,
LI EDRER» L, BERARILEITS bFn A M COMER T REREZR 1 IR LT,

M1 FFraA Y 0BEKRKE TOHEERDSAER

Br O
; _i I
:>=-.,_"XN,COOH [HOOC X OH“' CN O@ ]

]
DBVA[H] 53 A RU'B

seJX'L\@L@

FZ7ax U [A]

/ \
"= XL ﬁ - ) o= 3 X “—op @

FLE AR C] R C

[ ): e s
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FAEE R SN R RSB R UNEOREH ASA A2 0 o T L = RBRESHITH A,

5. LERERR
(e #4a)
PABHAT -
WESERE - 1991 F
A -
B

Br 0
Br
Br H CN

b4 ; (S)-a-¥7/-37 )%y~ vy  v=(1R,38)-2,2-¥" #F¥4-3-(1,2,2,2-7b77 n¥xFp)y )7 an’ v
AR Fy7-h

HUE ; 96%

HRLTE  UToLBERAVTRREER LT,

HH I I m v
T4 L b e kA sy g ek ik TA g oy WERKt
KAHE
FRUGFT A A8 1 & B HBS AR [i] 1 L1 R 3K H RS & iy
+t£ (USDA) R HEEE + YVMVE L wt
w 57.1% 53.4% 60.5% 87.1%
DZIPAN 21.5% 22.8% 17.5% 5.7%
¥t 21.4% 23.8% 22.0% 7.2%
ABREZHR 2.56% 1.08% 0.69% 1.50%
pH H:0 6.2 7.6 6.7 7.2
KC1 5.8 6.7 5.5 6.3
WA A iR 11.7 13.5 8.7 7.0
(meq/100g)
D ABERINAR R 1330 540 350 660
¥t ofE To7 HAY AN= 2= modA k
=394 P =234 b
B
% & T {RER
FZa A RY 4 2mg 2 0.01MCaCle 548 1000ml (2% A2 L T 0.002ppm ORBRAEE 2 TR
T3,

ELERNICRER LT 5g (RERL) 2FEOERY HiK5ml 2%, —REEBET 5, Lt
% 20ml ZM %2 TERK BEBENQZIC)TER LA, 4 R 16 FER%IC, HREL YR
BARY H Latricte L, 3% 3000rpm T 156 SREEOSEEL, LBRLVENES S
BL.~FVhiHtg, ¥ 20ovM 574-(ECD)TERT 3,




FEHCER SN RBCEIERRTNEOREEA A A7 0y T 2 2RASHIIH D,

R
BB OKBERENEN L &, HT7RABAREF~OREDTRNZ LIZL Y KEH OB
LiE, £ToHECERIERRICED S TKE T EE SRR (0.002ppm) LT THo7-,
HEISOEIRMNIBLF 30~40% Tho1-Z &b, UEHEOLTHEEIIEEFIN TS
DI TRARVOT, RBE L THEI Lo,

L boEEMAS, hTa A ) o HERERKTIL EH LRI,
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6.

#

fit

&

ABFEHCTR SRR LA RUVNAEOREII Sz 7 ey THA = 0 2ABRXESHTH 5,

EEREIEIC BT o RER
RBBAETERER
(B B®R5)
ABRHEHE:
WEFIENE - 1985 4F

B ¥ H: Mool UURE

R A ®: aA (Cyprinus carpio)
—BE& 8L,
FEUER 0 9. 2em, FIKRE" : 20. 0g, FHIEHSHER 1 4.8%
*: FA—Blikz v b oRFRENI L TORER

i BREBERM Wk (FkE 1158¢ A)
RBRHIME . HCAHRE 8 B H
RERE  SRE03ue/l . ERE0.03ug/L
REBEHEOFAR ; BRIKL HCO-40 27 M IZRABHELER, T 2BEL
B % N 2 TR 100me IZER L T UEE 72 200mg/8 DBk A R U7,
IhEBEATHR LU TFRK (FREX 0. 06mg/¢ | {EEEX 0.006mg/e ) *7
Uiz, SRS 4l /5y, FEKE 800me /yOMBETERE L. £RBAM
HEA LTz, HCO-40 ORMBEIEREX C1.oug/t |, KREXT
0.15pg/8 Th-oT,
RSN MFIEE 2522°C, BFMERE 6.5~7. 3mg/L
ABEE . FBAIZOWTIEEE 2 BIFE 16 BERER L THH Lz, #RORIC
EREED 2 REOFHELER L . RIEOSITIIRBRBAAKE 2. 4, 6 B X
U8 BEAIZE 2 [EF 5 4 BT L7,

B
(1) AthORRHEE (e/z)
HEIX BUASR GR)
(pe/t) 2 4 6 8
o3 36. 6 79. 6 58. 1 58.8

43.1 89.8 71,6 21.8
5. 71 8. 68 5.02 5.99
7.23 6.12 8.12 2.85

0.03
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FEE RSN EBCRLIERRUUABTOREII A A v o 7Y A =0 2KRASHITH 5,

(2) BBRATOERYERE (neg/l)
RERX BUASHAR] (GAE)

(pg/t )| 2 4 6 8
0.3 0.298 | 0.295 | 0.297 | 0. 301

0.03 [0.0276]0.0276 | 0. 0280 | 0. 0291

(3) EAEfri
BCFss
RERX BoAMAM (GE)
(pg/t) 2 4 6 8
123 270 196 195
0.3
144 304 241 72
207 314 179 206
0.03
262 222 290 98

BB D oA IoxT DML, SEBIIE TS TEEIZZEL TS B LN,
T, BENHORERRBAEX T 72~304 1%, BEEXTB~34{ETHD, MBEX
BT AREMOREIZERC :EZ NI,

(4) #E%
KB ZE L TR OBER L LADECBIUVRFERIFED SN2 T,

71




FREHCER SN HHEIEPRVUNBEOREZ N s v o T M 2 2AFASHICH S,

K#¥ox LD

BmIHE
Zy MzgngEsasnk b7 a2 Y UORIUIHEAESCHTH D, MPREED Tmax it
MC-gem RN MC-methineB#AH SBICB W TIL, 4~6HThot, 7V T 7 AL REF
TT1/2 1 3~T B Th o 7=, " C-cyano-1ZFkix 58 Tidfth & 72 Y Tmax 1349 10 B¢, T1/2 ‘
[TV T 57 BRI L . oA & 8 L TREMGBRICE E -7, Zhidy7/ENBR OB
TR L, thoEREEROIHH L IR EBEZ R EEZLND,

"C-gem RO M C-methinetRAR SR I3 HHEMNIERLThH 0 | &5 24 BrRILINIC 70%
~80%AsHEitt . 7 BRICIHZEET OGRS Shiz, —F " C-cvano- ik
hOBE#E L RECERY  BETRAEIZH>ThH, REHRHEED 20000 EASLIAT L U CHEEs -
MEMZEE L, 72, BIRNEEHCRBO TEPHARBDO LR TWD Z b, B
R STz,

EPRICIRIL SR 7o BB RRIC IRTMERRIC £ < 200 L7z, T oM Tk, AP, A%y
£t LT,

Zoy MERNIZBITS 7oA Y CORERHERIT, HERICLE2TA4 A MY U[CloE
Ik . T AT A OBRE Th -7, TAT AR OREE, vie7 oy VBRE4S (DBVALH))
X MBS RS (B DBVA-—gluc[1]) , FE/oTzmmn v VX, v7I OB
BEOTVF LN OB LY 7z vy ik VBB PIICRRB STz b kBEL & h
(4-H0-PBacid[S]) ., BAHNIAKBENREEE S 2T 7 (EFHY 4-H0-PBacid-sul [U]) .
B, MR LT/ EIL, —REVRTAL ORFEE TH DMRIC L > TR X~ & RS
=,

AR

7 RICEREAR I N ORI, BELBRIEHEEIIM LI, AT THART~DB
T ieotz,
FSoA Yo ORBHOMIIELS, WTFROREBHZBWTLRELD RS a A Y Lidd
TEhotn,
BRicBTHEFZox ) COEELZABII. MEFBICL2FERKFEHTAF AR [C]OE
MKTHole, TAEARNClR, MARBZEDZZAFNVEMNORBEIZEL D, Yo7 oy
VERERSY (DBVA[H]) B U7 z=p~" vy WER4Y (PBald-cyanolZ]) ~& 43 X 7=, PBald-cyano[Z)
BT R T ISR RMEZ T,
FH A Y CIUANTEROBRBIREED 10%%2 B2 TEH LR DIT DBVAH)OATH
Y., S0%FREEIIRFIE ORBIEAR B G DTz,

b= b
P FOREFICEELEINR- M Z oA N COEBERAHIT, BRERBICLBZTFAF A L
U2 CIDERTH-T, TAFA NI CIIRELRDIRBEZITEEMEDE~ LB X
N, WTFRLREIEICIIEL o Ts,

f£-72




EREHIER SN AFRICHR IR A CNEORER A L7 ay T4 2 2ERASHTH D,

X xR
F oy NV ZEBEIE SRR, EEAHESIC L. BmgHE Lo ~08
T iadot,
FSa A RY) rORHESRRIEEBRREL  BREMOARIZH-TH. REMDO F T o A
U ABHLPRROF) 50%FERTT LT,
FrANIBTAERTa AN COEELRRBIT, REARCLI2EREHTAZ ALY -
[ClIDAER TSV, IR EEDR 40%% ST, TAF A Y v (Clix, MksrhE
L AT AT AEAOBRBIZ LY, vI07 o VEREES (DBVAMH]) BTz’ vy Mg~ &
SR E T, oo Y MRS IRV T BT S SICERARME Z T

TP EIEE -

FSr A Y rotEbToREIT 25~82 ALITLSEAR 6NN, HEMESCHTH
7,

HEEFETOLBEIIRBTL2TIENHRERIL. RARICLI2ER@HTALE A ) [CIOEKT
D, TLEZAR) Y CIIRT AT AKEEM ORI LY DBVA[H] XU PBald Ml i3 &
nr,

DBVA[H]) R ESIZEKRSEEZT. HEAER)IZERLINh CO IcETaaniz, —
¥. PBald Ml i3EE{L & A W B 2. PBacid[P13 5\ Mt PBalc[N1 & 22 0, FO#&yn7" oy
VEEREIER. ERMELEIN CO it THEINT,

CO: DAERBEIZ. BL V72 WS TRRBRETHIZEB WL TAERKHNED 10%,. BHZEWBE T
#150% L . NEBBUREDEIPRBEKR TEETIZCOIZE ToENnT,

KHEHEE -

AR
BEEEIET (pH4 RS BV TR X M) UEEETHY . FEHMITHE %9496 AR
10940.72 B 2B &ani=, B pHT) RUTAH VEET (pH9) ZBWTiE, BHELD
SRR R, IS 243258 HRU36.89 HThH T,
SREERIIVTHOEETICRBWTEL, MEETH -7, LHLENLPHERUBT AL UHE
CEBWTIIBERREFLZ A ) U [Cl0EELE RS =¥<—1{k) BB DL (aRTF
WIAMYICR)) o« EHIZTAHVEET TR, TAZA M) v [ClOATAEEHEEMETH
% DBVAHIR@ESH Hivi,

KK IAE

O R
R b U REERIZE O TR NI Lz, dui 35° (2R 2FW
KB CTEBIAEL 542 H TH-T,
FERDRRRIT, BERRICLATAZA R V[ CIOEREFENIIE ERNTRIS
T AT AREEEMOMBIZ L% DBVAHIOER TH o7, HREESIBHOERIT IS
ENTHoT=,

@ Ak
FSm 2 MY ARREBHE IR CRERY & R E eI o LT, i
35° (Z3iT AN CRE TIE, EMiIZ6.12 H ThoTe,
TR EIT. BARIZIAFALEZA M) VICIOERKRUTFNIZSIEMNTEZS
T AT IVEESEML OBEINZ L5 DBVAHI DAERTH - 7=, 1. FOMICH AN
OB YGERENT-BEHNBO ENBREICREL R o7,

-73




AREH O S L7 AR B HEH B U ORALIE A T 7 1 9 74 4 T ARSI b 5,

s AU

A c D E F G H 1 J K L N O P Q R S T U v W X Y At
e [ S
BL&wm| 7 ekl [4-HO- 2-HO-  |5-HO- a4 | DBVA | DBRVA- | DBVA- | HO- HO- PBale | PBale- | PBacid | PBacid- | PBacid- | 4-HO- | 4~HO- | 4~HO- | 2-HO- | £:HO- | SCN ITCA
FOMBAM | TORRAMY [ TR | TN gluc gly DBVA DDBVA- glue glue gly PBacid | PBacid- | PBacid- | PBacid PBacid-
gluc gluc sul sul
[MC-gem-177] Ix 0.0 0.0 0.0 0.0 0.0 13.8 6.0 22 2.6 57.4
0.30mfke O S T e R S . SN A | e o
i} Tph % 0.0 22.6 2.1 1.2 1.3 1.2 0.0 00 | 12 0o 20.6
|#a5-% 0~ 168 R =] —- -
85| &2t 00 22.6 2.1 1.2 1.3 15.0 32.8 6o ¢ 34 2.6 87.0
:
[HC-methine-+52] I 0.0 0.0 0.0 0.0 0.0 ; 2.2 4.3 4.7 08 2.5 1.0 0.7 24.3 1.0 415
0.32mg/kg P [ — - SR R H L — S - . PP R . . -
WE MR 5 * 0.0 4.4 3.1 1.6 0.5 0.7 0.0 0.6 0.0 0.0 1.4 0.0 0.0 0.0 42.3
[¥e 45 #% 0~168
EE)] &t o0 344 31 1.6 03 2.9 4.3 5.3 0.8 2.5 2.4 0.7 24.3 1.0 83.8
[1C-eyano-t7s] I3 00 00 0.0 0.0 0.0 na 1.2 12.5
7 | MEENRS x 0.0 23.5 3.1 0.6 0.3 0.0 0.0 27.5
[$2 5 #% 0~ 168
w | gl &) 00 235 1.1 0.6 0.3 1.3 1.2 40.0
- 3 [
| [HC-gem-7 4] ¥ 0.0 0.0 0.0 0.0 323 18.3 2.3 2.4 2.1 57.4
0.29mg/kg e Sb M - B e - - -
1| BiEHENES -4 15.9 1.4 4.3 0.7 1.6 00 0.0 24 0.0 26.3
18 55 1 0~ 168
AL a3t 15.9 14 4.3 o7 33.9 18.3 23, 48 21 83.7
[1C-methine-7" #1] I 0.0 00 0.0 0.0 ‘ 0.0 1.1 39 0. 1.7 0.9 5.7 47.3 0.0 63.9
0.32mg/kg I Lo
HiT#E M 48 & E 4 / 165 6.2 0.0 1.3 0.0 0.0 1.0 0.0 0.0 1.9 0.0 00 0.0 26.9
&4 % 0~ 168
BERYI 9t 16.3 6.2 0.0 1.3 0.0 1.1 4.9 0.1 1.7 2.8 5.7 473 0.0 90.8
[14C-eyano-7" 4] [N 0.0 0.0 0.0 0.0 : 15.3 7.8 231
0,49mgfk|< gl - P S I S N - e - S R A S B — [
HERE M RS 4 4.8 2.4 0.4 [/} 0.0 0.0 7.7
|45 7k 0~ 168
BHH) BEl 48 2.4 0.4 0.1 15.3 7.8 308
W 0.06 6.87 22.99 0.17 30.09
5 | e 0.51 15.91 1.97 0.17 336 0.59 52.51
[C-gem-tin]
s | 5. Tmeke 8| 051 45.97 1.97 017 10.23 23.58 0.17 82.60
BEFE N
S| s 0~96 K 0.91 8.00 31.22 013 10.26
3 M| % 1.09 38.56 013 o1 3.03 0.37 43.80
&%) 1.09 39.47 0.73 0.1 11.03 31.59 013 84.15
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KBoEEe
A C D E F G H 1 J K L N (&) P Q R s T u v w X Y =304
Hies®| 7 +910|4-HO- | 2-HO- |5-HO- | 7 #3119 | DBVA | DBVA- | DBVA- | HO- HO- PBale | PBak- | PBucid | PBacid- | PBacid- | 4-HO- | 4-HO- | 4-HO- | 2-HO- | 2-HO- | SCN | ITCA
FIAMEARY | TR 5 AR | TN gluc gly DBvVaA DBVA- glue gluc gly PBacid | PBacid- | PBacid- | PRacid PBacid-
s gluc gluc sul sul
1h 1.4 64.2 0.7 0.5 0.1 919 10.7 0.9 170.4
m?ﬁ e - . . P - R
9h 0.4 2.9 - 0.1 0.1 240 1.8 05 337
4h L1 37.4 17 0.2 15 10.6 136 1.7 127.8
H“ S — S ——
9h L7 1.8 - 01 0.1 3.6 0.7 0.5 18.5
[1C-gem-t7al 4h 14 174 16 0.5 - 14.9 1.2 0.2 196.8
0.30mg/kg - e
HEEE MY 9h 19 | 115 L7 1.2 0.2 3.4 - 0.1 1235
IBElrig a~a8 | BER —
EEAT] 24h | 1.2 | 130 0.2 0.2 03 1.0 0.3 0.4 1336
#h | 17 | 17 0,3 0.2 0.1 0.3 0.3 0.2 120.1
1h 0.6 a1 05 0.3 0.6 17.5 7.2 0.4 58.2
= KA | 9h 1.0 27.1 0.4 - 0.1 4.5 33.6
v 2¢h | 02 12.0 - - - Lo 0.1 13.3
3 1h 1.3 45.4 0.3 0.5 31 1.8 168 154 51.7 1.4 4.1 2930
4 9h 0.7 2.1 - 0.2 - 0.2 229 12 7.7 0.7 0.8 36.5
4h 3.2 37.1 1.2 1.7 3.4 2.7 92.8 10.5 54.9 14.6 3.7 2158
BEMR - e
9h - 17 0.2 0.2 01 0.3 9.7 1.2 134 2.8 05 30.1
[“C-methine-+71] 4h 24 | 1398 1.0 1.1 ) 0.9 28.4 08 0.3 05 - 175.3
BTSN 9h 21 138.6 2.5 L1 - 02 25 0.1 - - - 1471
[t 4~48 B e — oo -1 I e o
EER ] 24h | 23 30.0 0.6 0.7 - - 0.2 0.7 - 0.3 0.4 95.2
48h | 24 64.5 0.2 0.3 - - - 0.3 - 0.1 - 67.8
1h 0.9 215 0.4 0.4 - L3 43,6 0.5 14.6 1.0 0.3 845
KA | 9h 1.3 0.2 0.3 - 0.4 48 0.3 32 0.6 0.3 38.4
2¢h | 03 - - - 0.2 0.7 - - 0.1 0.1 159
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A C D E F G H [ J K L N [¢] P Q R S T u v w X Y att
Bik&wm| 7 w4412\ 4-HO- 2-HO- |5HO- TOMMY | DBVA DBVA- | DBVA- HO- HO- PBale PBalc- PBacid | PBacid- | PBacd- | 4-HO- 4-HO- 4-HO- 2-HO- 2-HO- SCN ITCA
FOARARY | TOMBAN | TOARARY | -7 gluc gly DBVA DRVA- glue gluc gly PRacid | PRBacid- | PBacid- | PBuacid PRacid-
v gluc gluc sul sul
9h - - - - 88.8 4.1 92.9
24h - - - - 80.4 - 80.4
i
72h - - - - 373 1.8 39.1
120h - - - - - 10.7 2.6 13.3
oh - - . - - 67.4 - 674
24h - - - ! 37.6 0.6 38.2
7 (3. ) !
[4C-cyanet7a] 72h . - - - - : 188 - 188
w | 0.30mg/kg S e = i
Aol el 20 120h - - - - 10.9 - 10.9
B g5 9~ 120
EHH| gh 3.2 84.1 0.7 2.3 26 - 349
4
RS | 24h 1.3 44 - 05 0.7 - 1.9
72h 0.7 15.5 02 - 16 54 0.7 23.5
Sh 8.5 93.2 14 48 - : 0.7 0.6 115.2
24h 1 G7.8 - 4.2 - 1.4 1.0 85.5
H i
72h 29 13.6 1.6 4.9 5.1 39 - 32.0
120h 11 8.9 1.2 8.5 16 - - 213
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AEEHI R SN =R R O R UANBEORTE A oAy o w7 H o T 2B b 5,
RO 4
T
A c CR cT B G H | M N P s Z 51 CO: Bt
g Ty o R B 7t 7 4%itty | DBVA | PBald | PBalc | PBacid | 4°HO- | PBald- | TBVA
FOMRLMY | FTMEARY (TN | PRacid | cyano
[4C-gem-}io] L 270 | 28.10 1.74 19.23 5177
8.6g/1-1-: KM e [SUSUUSTON SO § O SO R
[Rescme f 24 1 1] Tt 1.47 | 26.50 1.60 #.23 37.80
L £33
W 1“C-methine-}7e| 459 2.35 3.60 3.64 4.13 4.78 0.25 51.78
B.6g/z—4- ; KM A k- [RTT It - . -
% DRbhee #2471l [ 455 | 2511 i 138 3.07 3.19 3.40 310 42.80 .
1 [HC-gem-tiv] A 13.7 44.8 0.4 58.90
) 27.2p g s BeHREEABOIT 3 Ui E : i g e
B B4 g RO R MLPE T Uik R 323 [ 615 2.96 67.69
[C-gem-t70] .
52.81 39.94 0.04 92.79
PN 112g/ha ; HREM AR AERA 30 0 &%) o
[“C-benzyl-} o] -
¥ ) ) 0.0 0.01 0.05 93.53
112g/ha ;SIS 045 30 11 7] 5010 ¢ 4333 4
Mempis 16 ik L2 L 0] 1.5 U T A S 03 ) 17 74.8
LR 128 M 22.8 0.1 1.0 0.1 41.4 65.4
[1C-gem-}3n] Flanagan | 16 1 49.5 0.6 04 3.1 | 8.6 62.7
110g/ha 717 LR MAFE B | 126 1176 10.3 0.1 0.6 0.1 113 52.4
1
- Dubbs | 167 69.0 s 26 | ) N 03 | W& | 807
L 128 H i 18.6 <0.1 0.1 1.0 0.1 30.9 50.7
b AR
" Mempis | 16 1% 33 ) 0.4 109 1.0 o8 | |oar | T
" L® 128 1 & 19.4 0.1 0.1 0.1 0.8 22.5 430
[+4C-methine-t70] Flanagan 717e7‘."|1f&- 42.9 | 0.2 0.2 67 0.9 z'l 16.2 696
N0g/ha #1"5 LARR R LR 128 H & 7.8 <0.1 0.1 0.1 0.1 08 195 58.4
Dubbs mm{ 54T 1 1 0.1 o1 9.0 66.2
L= 128 1k 1.4 0.1 0.1 10.5 52.9
pH4 8476 | 21.09 105.85
[C-gem-ti0) pH5 75.42 28.73 104.15
Ay R 0.05ppm F1'% et 0 (1 g - e R
, -05pp ! pH7 4219 | 2228 26.18 9065
iy pH9 29.52 15.91 27.46 23.59 96.78
L] s [C-gem-}70} hdi.(§ e 1.82 11.39 2.47 15.23 1.90 14.05 46.86
(MO | o 30 H i B - S RIS e
& | pH5 -09pPm T W B X 8692 | 1012 023 : 97.27
e [4C-gem-t7u] YMAA | 24058 1.9 10.3 28.6
- i "
(A | 0.04ppm £ BESPGE | 10205 | 47.7 | 380 99.0
B MR HERERIS %, LR AL TR &%
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