FEBHIFLHE S N BRICHEDEF R VAR OEEI VLRSI H 5.

1 Byt

(1C) JC-940 O F v MC BT HH AR (&# 50)

Al BEEERY © Ricerca lne. CKED (GLP %)
(Hf) FRE4 BAIRWESErr
WE EFRAR © 1993 4

BRiE o R TERRR JC-940 (REFE %L L)
AR E

AR
BH AR
BH A e R

B

aBRAE

L E MR ; &) %. LEHUNEE; mCifmMole

R RRIE %, HRETE ; mCi/mMole
Fischer % 7w b (F-344) 1 #EMEME 25 88 L
9 1H i
# ; 154g -210g M ; 115¢-161¢g

ARBOEBICEY 8 DOREE GBI VD &=/,

B HERAEZFBRL. 0.75% AFIN I O—X (MC) KERICH 12K
BEET, PR TR 3.35.3umOBEEKRELE,

HERE, smgke (KHR) BRU500mgke (HHE) O 2AREL,
HETL 18.5-26.3 1 Ci. METIE 16.7-24.9 0 Ci GREREEM 7~ 0 O E{E) %
5L,

GBI ZER N TR T 1 EEER MRS L, iR E I Tl e s
ik z 6 mgke OFART 1 [ 1 M. 14 HERE®REREOBE L%
[ -uC] JC-940 % s mgkg DB T 1 HERRROE 5L 7, SABRE
OXEBICIZBR O 2RIz SE AT,

B, B2 E L TSIk kR OEE 2Bz 5 27,

KEZ S DORBHITOWTOHRMNEEEID~,
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AERHIELE S N BRI DR RUABORLISUIRIASHICS 5.

B ESs mE-E BE ESEHS FEHBEMN HEPOD
{mg/ke)  (B50E) EEE
IA G459 5 168 Hedlt & xR 1. 8 9 14
1B 57458 5 168 HEitt & RS TR 3, 12, 14
IC o 257429 0 168
oA 57+52 500 168 ettt & (R P31 2, 10, 11, 14
0B 55 Q 500 168 HEdth & Py 4, 13, 14
Ic - 27429 0 168
MA  JEREIC-940 5 me/ke/H CI4ERERTARE 15. 16. 17
G458 5 168 BrE L RRO
IEB — 1+19 0 168
WA C 3™3IR/EEE 5 1,2,4.8,12, s /[#EChYReesA k24, 5, 6, 8, 9
V3 -—=" 17418 /B 0 24 48 72 1285 OHERE & RN ST
VA 30739 /R S00 1,2,.4.8.12, D9 /HIMERRRIT 974 k24, 5. 6. 10, 11
VB . 1+l /Bl 0 24,4872 TehsE g OHEE L Ry
VIA 343 5 2 (Tmax} = HHBR 8 9
VI B 35M39 5 2 (Tmax)* ENSPaE il 12
VIC —aub 27428 0 2
VIA 37+3¢ 500 2 (Tmax) * 3kl 10, 11
VI B 37439 500 2 {Tmax) * b ¥l 13
VIC R 27422 0 2
VI A 37439 5 24 R -HEt 1
VEB — 2R 0 24
a HEBOMP TR MEES 14C BE O RERS
b BOA AL (IR
REFEADHE ;

REZ, FRRORMEBTOIER L, REFROMERB Ay — R - #4558
WIINFALEZREDBOKTTTE, BRKITIRICEbEE. BROERBIZAK
BRAY )= Tr—UrEEHL, 75— E L, FHEABRTHINO&ERIE,
HENHEEICBNTERSANOE B EMMNIED SRaho =72, B
Loz,

R : $54% 12 X 24 Frff]. DIRRERRR £ T 24 FFEIRE R

# R 51% 24 R RE

RN
[ -UC] JC-940 1T DWW T, &Y% 2 Wefi**, 24 FeR. 72 BEAT. 168 BFRE
D4R T, [ -1uCl JC-940 IKDW T, EHBRVOEHEZ 5 o BK
X168 KFH D 2 Wl THEER NS RS-0 5 E (168 B¥f1%) /13 3t (%
OMEF) OTw FEREHRL, UTO/MEERL -,

o e e L /AR AR R

ti#y (2o, FRmusk. i, JENGHRE. BN, B8 KE GEza0) osakh K
HARAR. O B BE OB RIE. M. ORE. OIE. TE, HILE (WEYERED) BRU
NS 2 LR OREO KM -2

e/ MCBEDF 2T 0 w7 A0 ;
5% 1. 2. 4. 8. 12, 24, 48 KN 72 BRI LSS S TCA B L, 2 X

251



FEBHIELHE S NIBRICHR DR LUABTOREIILER SIS 5.

mEFORFREREZEEL. BEEE (Cmax). Cmax ICET DX TOR
(Tmax), FHEMECMPRE FEE (AUC) 2L 7.

BE-HEit R A
BEEFICA -2 L-2a>Fiie L ER 3 ooy FE2RW, ERED
[ -MC1JC-940 5 5 U #5548 24 WFRT F TICHEM E /= 1B (1 RERRETRED) .
MR, BE 24 Rt O Mgl E, BT (WEmE S MU —H AL
7re

B HERIE
RO CMNESRZER W mETCTREY I ALZ2O—8 3 5%, /MR
AEEEXLTHEEAIIORIL L BEO2EE, 2R EANEKTIZO—HE, W
T HERBERE TREBEUBE L7205, ks > FL—a 5Hl (LSC#H)
THHEZERE L 2, WEREEHLIT N THEE, LSCHETERELEZ. Wihofs
® LB B SR O BN REZ A TR S N EEZ T RER E Lz,

S OER K UEE ;
rpiatE
RN A3
AR [ -IIOMES 5 IO Ty M ER5H 48 B E Tzt IR E R
FET7-IL, RETORBYIMACKEELE. 205 0BT OEHE
(7 HEIZHEM S - BERBED 91~99% & F ATz,

litey
24 R E Tzt s N2y o 7 —VitE 2 R o o bralEl & L s,

EREE
REDHEHIL, BHiE, FRE3- 770 —FRETUINYIL T 74— Tk
IRBREL T2, BISIAY ) —IIHEZ, WIhd 70—V e A s
AWK HPLC (F5 2T MEH) THkL., &R L7, BEhiEeeziEe
TOHRETEEDN (100%) ITAY /—ILiCHH I,

FE %
RECETO EEREEMEILI FREOWTIOhOFREICL D FEEH D 0ITE 0y
2L MLz,
ARAEREDO OPLC LN TLC T 757 40—
HPLC THEEER L /=S ER O MS (LC/MS BTNV E1E MS/MS %X NMR)
REERC U - S & AR SO GC/MS R HPLC LTharav k73
P Bt
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AERHI R = N2 IR DHEN R UONE OB EITHATRA R4

REHL .

1 [F5RHRE NS Ty MBS A
HEMERTINT VA

R14IZEBRE] &0 (7 HIRITER) RUOGBRBIVE VO 24 BRI 72 BRI
ERBOHMT— 72 &0k, 2TORKTERS L2 BEED 90%2L 1AS,
e SRR S RIS N, BORG N/ [1uC] JC-940 X, ., AEERD
UG BRI R D 72 < 24 BT THRGED 70~90%. 2 HE T 90%LL EASHE# &
1. 7T HEDEHNIZIZZSED 0.01~0.12%0 B L i@ anh- . uC DE
7o HEEMEREERIE. M. HERUN uC EERIMICR D2, BTHD (BRHAERS
BD 70~88%. MHAERHRSED 85~96%) RO #E~OHEIC RT3 &
HENTH- (KHE  12~28%. SHE : 3~10%).

Rt En g uC oFle (REEME . #5810 3= & 0] JC-940

ORI OENED SN, RPMEDL [ -14C] JC910 BEBREID D
[ -14C] JC-940 RO AN, FfL O bOFRERICEN -T2 (p<

0.01. Student D t £&F).

#1 1 [BRHRE O SR OYEM O = &0 (REHRIE)
[ -1uC] JC-940 W& (5mgke) BB 1A

i ' [ -
L5355 73 B v kB 0K # ?—9\%&&%
B ' - JEik :
- _ RERY
- 12 14.22 - 1.33 15.54 - 18,13  -- 1.93  20.07
0- 24 17.96 66.63 1.65 86.24 25.48 62.40 2.35 90.24
(20.44 58.63 1.82 80.89 )* { 28.59 54.62 2.24 85.45)*
0- 48 19.28 74.46 1.72 95.46 27.82  T71.36 2.46 101.64
0- 72 19.63 75.61 1.76 97.00 28.20 72.44 2.50 103.14
(25.18 70.44 1.62 97.24)® ( 29.02 652.8 2.24 94.12)°
0- 96 19.76 75.91 1.79 97.46 28,31  72.64 2.52 103.47
0-120 19.83 76.01 1.80 97.64 98.37 72.68 2.53. 103.59
0-144  19.85 76.04 1.80 97.70 28.39  72.71 2.54 103.64.
0-168 19.88  76.06 1.80 97.74 28.41 72.72 2.55 103.68
168 ﬂ%ﬁﬁﬁ:ﬁkﬁﬁ% 0.12 012
: = 97.9 103. 8
ﬁﬁ@5@@$ﬁ@

a: GREREE V O 24 ISR EREED 3 L@ e
b BBRREV O 2 FFRIEFMEEO 3 IR
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A BN AR S N ER IR DEN RUONT ORI HRARHICH 2.

=2 1 iR L SR OERO £ &80 (RiHEER)
[ -14C] JC-940 HE (500 mg/ke) HABRBEIA

i S
Ryl R £ - jEEeEm 74 ® U HhHeR

iR by
5y

0- 12 479 - 0.58  5.37 4,13 - 0.42  5.15
0- 24 6.95 76.99 0.71 84.65 6.5 63.35 0.62 70.56

(4.35 80.18 0.41 84.94) (593 7567 0.24 81.84)*
0- 48  8.36 88.83 0.78 97.97 9.26 84.73 “0.70 94.75
0- 72 871 90.09 0.80 99.61 -  9.60 85.61 0.73 95.94

(7.10 85.37 0.24 92.71)® (5.85 86.42 0.43 92.70)"
0- 96  8.82 90.26 0.82 99.90 9.67 85.72 0.74 96.12
0-120  8.87 90.43 0.83 100.12 9.69 85.74 0.74 96.17
0-144  8.90 90.46 0.83 100.19 9.70 85.75 0.74 96.19
0-168  8.92 90.47 0.83 100.22 9.71 85.76 0.74 96.21
168 BERREEREEE 0.04 0.03
4 = 100. 2 9§.2

a: AABREE V OO 24 FFRIEREED 3 DL
b ARV O 72 R R EED 3 ILOFEHIE

#3 1 EEHREORFROIRMO E &0 (REHE)
[ -14C) JC-940 M E (5mgke) HBHEIB

= .
FERE R E r-v PERE K =Y 3
rin __ i3
BERY
0- 12 5.76 0.20 5.96 - 12.85 - 0.42  13.27

0- 24 - 8.86 72.02 0.52 81.40 17.43 58.35 0.86 76.70
0- 48 11.06 84.31 0.66 96.03 19.98 68.80 1.01 89.73
0- 72 11.77 87.22 @.71 99.76 20.45 70.15 1.05 91.64
0- 96 12.01 87.95 0.73 100.70 20.57 70.36 1.07 92.00
0-120 12.03 88.18 6.75 101.063 20.60 70.43 1.08 92.12
0-144 12.13  88.30 0.77 101.19 20.62 70.46 1.09 92.18

0-168 12.16 88.34 0.79 101.28 20.64 70.48 1.10 92.23

168 BFERAN R R 0.12 011

101.4 92.3
$EIL 5 JCO Y
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BRI S N K RIC R DR R UNE ORISR 2T H 5,

x4 1HBRABRORGEOPHEO E & CREEHES)
[ MC) JC-940 R (Bmeke) SABREEIB

] i3
iG] R B r-Y {htiE 17 B r-U {HiRR
by ‘ iR

i3

x58% |
0- 12  1.4T -  0.12  1.59 208 - 0.16 2.25
0-24 2.26 80.98 . 0.17 83.41 3.36  74.11 0.27 T1.73
0- 48  3.09 94.67 0.22 97.98 4.84 92.00 0.31- 97.15
0- 72 3.28 95.73 0.24 99.27 5.08 93.48 0.33 98.89
0- 3  3.38 9593 (.25 99.56 5.16 93.64 (.34 99.14
0-120  3.41 95.98 (0.26 99.66 5.18 93.67 0.35 99.20
0-144  3.43 96.01 0.27 99.71 5.20 93.68 0.35 99.23
0-168 _ 3.44 96.02 0.28 99.73 5.21 93.92 0.36 99.49
168 B bk g 0.02 0.01
BENE 89.8 - 99.5
$fiid 5 Lo FIfE
L% /i PP i B RS

HY T IVRBE A TOMF - EBEZEE 517, Cmax. Tmax. HEHHO %55
MEDAUC ZE6ICE LD,

KRR
MR RO OBEL, Mgt £5% 2 BETRSEEICEL-E, 2/
D 1 KBEER LU, ML HOERMITH T 16.8 B, T 16.2 BT,
MEETRD SNlaho 72, 2t SO EEIIZH T 23.0 BT 31.0 BT
HY. IO BHOHANCREN -, Eand 1uC BEOEE O A E
HuCREO PR L D b Eho /-,

EAHERE
MEFRDI2MPOBEL, WThbE5% 2 BRI TRSBEEICEL., BREs
FAEOVTNIZBNTHRIBRSINE JC-940 BEDMCHNIND T &%
AR L Tz, MR IR 14C BEORSER S RICSmp 1C BED AUC
W HEN 100 Fiz/a-o vk e, HELERABROBEASD 21~26 512755
DA THY, SAERTIIHEHER TN TREENMETFTL TV Z & 2R
LTWe, SHEMOMETREOHENY — VidKHBR & TR D, M
AR 1REREEZR Uz, LA L., NI 15 HETH 0. BB
EDEZED SN T,

A5 O 14C O, BT 1O 1 RBEREC, BT 2 MO 1 K
Eixofz, WHRAAOREENL, B TI30 3q B, M1 25 B TH - -
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AERHCRE S NHRICE DA R UAEOE LTI 245 5,

%5 [ -UC] JC-940 IO M B R 4C REOHERHBEVA, VA

BE% [tz - =i
B R ERE BHE BERE
3 i3 M 3 i
1 0.332 0.326 6.814 4.621 0.202 0.297 4.970 3.928
2 0.336 -0.354 6.841 4.973 0.2563  0.300 5.205  3.408
4 0.234 0.262 .701  3.985 0.202 0.236 4.780 3.793
8 0.202 0.224 . 4.114 2.896 0.174  0.206 3.602 2.360
12 0.106 0.123 2.140 1.9719 0.141 0.128 2.329  2.082
24 0.065 (.056 2.082 2,008 0.064 0.062 2.034 2.185
48 0.030 0.013 1.343 0.914 0.045 0.033 1.238  1.047
72 0.009 0.007 0.183 8.126 0.01% 0.022 0.745 0.458

AL 3 ILDEY), ugreq.lg

76 [ -4C] JC-940 5B O mE NP UCBEIZETAF 2T v 7 %
INTA—F—FERBEIIVA, VA .
it " 2

__ [EH8 = EHE =

I M i i B f
Tmax® 2.00  2.00 2.00 2.00 2.00 2.00 2.00  1.00
Cmax®™ 0.34  0.35 6.80 . 5.00 0.25  0.30 5.20  3.93
e = 16.80 16.20 15.20  15.40 23.00  31.90 33.60 24.80
AUC @ ne® ne ne nc 5.40  5.50  135.00 116.00

SEEE, ™ ng-eq. /g . O BRI, O wg-eq. -hr/g. O RSV

AR

BIHEICHASRBAHO, Et+BBIHERORI 2L — 2 a > FHismL i~
MDD Z v MCEARD [ -UC] JC-940 25 L, 24 BB X TOREA. R
B O#EAOEEM & MEHLE (B2 50) BBOEHBRT OB B2 L -,
RSB TIIR G RO 7.8%. HTIX 6.5%0, RICIIETHERD 5.3%. BT
0.2%7%%, B|IZISHEHEIRERD 0.03% (A RiEAEEI N, 24 BREIROE
W (B/ME) 2T R, 57— DR, BEEARSR O ENREMIZED 5T
FRHAREOGFEIL. HSBOETIE20%. BT 15%ThHo7. (ET)

*7 AEFBEMER BRI 330 % 24 BERTR O BE DL, HE B DV 4
5 mg/kg [ -14C] JC-940,FABREVIA

R 4 i -y FEOBR OB HEE RNE  EN
Rircc. A = AR .3 oL
B58Y (3 ROFHE)

# 5.3z 0.02 778 0.58  0.47  6.17 70.31 2016 90.49

B 0.23 6.00 6.52 2.93 NA 5.29 52.60 14.96 97.57

WER « BR, BT o — JBEER. BRSAERR RO
NA : SRR L 2o oo D¢ 3
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AEBHCRE S NI R DN LN E OB 2T H 5,

RN -

F8~1317.1 -UC]JC-940 DK 2 &S B 5% 2 B ([ -14C1JC-940
FE#HOMmMPE BOAmiEd uC BEO Tmax BF) . 24, 72 X 168 BB DR fICH
A . FHRTO UC OENSAE [ 1uC] JC-940 DERE - WA B% 5%
2 R B X 168 RFEIC BT 2 5w T 1UC DRN s EED T,

REL A2 EEU T, 2SN 2 BEERKROR T UC OO/ Y — i3k
PILTWwWiz, ¥ EAESESHROBTE, SHEOANEHBENS Ao/
BERNT, UC OHI/NRY — AERL T, fEL 22 TOHE THET o 14C
BEIL 2 FEgIRbELS., TOERBFOIIET LR, > TEEAEDHET
NEO WC OFRTMERNSO UC WML D HEL, MBPEEICXT D
B O EIIERRNICE < Zeo /o, MW 1C . R, HRUHEIZED
<L 58 T2 BRI (7703 168 BERICID) FICRImERIC A L T/,

2 Ipfli% :

[ -14C] JC-940 # 5% M RO e BE RS S5 2 FEfE T,
L TORBRILEG LU uC XS (EAR : 84~87%. RAIR : >95%) »iE
WHIEE (WESZ2ED) 200 Thi, HEEZBR<HMRTED S WIBE T 14C
Mo L0, HELZ2TORBRROMEIEN SETH0, SI%, IEMREE.
EEBANODHEN TR, 2 BRIBOF BT O 10 BER. mEhBEED 6
fEMS off (EMEB) 42058 NS 5 (BHEB) THD. GHEBOENS
HREIT BT D v BEEIIE R EHREAMICED L, HEMN 100107/~ 10 b
STERAERO 8 NG 11 fEIZ/R2 0B TH - -, ISR O 110 BET, .
MABREUEERHAIZHR 0L, 2 BHBORSATIIMETBENIMS SEETO
#HHIBE o7z,

24 R TR 72 BRI
FEIHBT O 4C BEE. 24 BRARICIICH SRS T 2 REBOBREDOY
V45 VIO FICET, £8HERTHN 12 I TFICET LA, 24 BEI#BER
72 BEfIE (Wdhd [ -4C] JC-940 Fe 5E) ITRLEWIBE T Ul 20
LR, MERVERE:SGAEROVWTNIZBVLTD, 2 BR® &I
EFTHo . MEFREICHT BT O 1C BEOHMEIZ., £ < OHRET,
SR SRR ORBIC DN TE <>,

168 R ;

5% 168 FICiE, ANICIIEHEOGET, BRABRSR0 0.1%. SHE
BEED 0.06%KENBELOHTHO, AR T, MR [14C] JC-940
ORI R0 <, £<OfFET UWC B EN < k-, EHBENTHES
O UC BRI SN OE, . RmEK ML I B R, B B AR W
BR. BRIR, RHAMRTH - . FEETIRNROBENRLEM - 200, EiE
MOEAMBD THEET, Ko DERKEN -, SHEBR TN, B, M. ARk,
RelfifaRe b in & R & W T 10 St X h s,
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AR E VAR OETITALEL 24T 5 5.,

-
—

A EFHT R S Nz

BiTL 14C ok

-
—

-UC] JC-940 % 1 [ESEHIR N E5H%OH S« M

(PHRERCE SR THE) B 1A VA, VIA

2 i
rg-eq. /e 15

5 mg/kg [

s

%8

1686

ng-eq./s HERY

12 B5R

rg-eq. /g BE5E%

24 Wi

ug-eq./g H58Y

$HE
P

...............

................

..........

................

......

..............

........

0.377
0.11
0.30

0.28
.23
0.36

21
FRINER
ik 3

0.04 .59 8.01 0.16 0.00 0.038

3.25

§4.71

11.60 0.35 0.73 0.00 0.01

.25

45.72

HLE
= it
B

0.12

at1.356

£5)

-
—

0.25 (Student @ t BE}

b+
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FEFHIRER S NIFRIR LN RUARORE ARSI H 5.

%9 5 me/ke [ -14C] JC-940 % 1 FIHFEO R GROME S »v MBS 140 DR

WA CESRE RO S5 8% EEE) /B TA, VA, VIA
AR 2 iR 24 2P 168657
RS ng-eq./g HEEX  ueeq. /g HERY  ug-eq. /g BEBY  ng-en. /g REEY
£ .35 0.41 0.06 0.07 0.02 0.03 0.01 .02
FRIMER 0.30 0.13 0. 07 0.03 a.03 0.01 .03 0.01
i3 0.44 0.33 8.05 0.04 0.01 0.01 0.00 0.00
1 0.62 5.04 0.05 0.00 g.01 0.00 0.00 0.00
B 0.92 0. 09 0.30  0.03 0.06 .01 0.04 0.00
B 0.52 0.02 0.05 8. 00 0.00 0.00 0.00 0.00
el 2.70 0.38 6.26 0.03 0. 04 0.00 0.02 £.00
FF 2.18 1.9t 0.30 0.20 0. 05 0.04 0.01 .61
ReRb 1.34 1.78 0.03 0.05 0.00 0.00 0.00 0.00
SR 0.77 0.01 0. 04 0.00 0.01 f.00 0.00 0.00
AR 0.21 - 1.80 0.02 0.15 0.00 0.0t 0.00 0.01
Bt 0.21 .04 0.01 0.00 0.00 0.00 0.00 0.00
a 0.22 0.24 0.02 0.03 0.00 0.00 0. 00 0.00
541 0.33 1.06 .05 Q.14 0.61 0.03 0.27*  0.83°
L] 0.27 .00 0.16 0.00 6. 00 0.00 g.06®  0.00
i 0.74 0.03 0.04 0.00 0.00 0.00 6.10 0.00
B 2.21 0.02 .25 0.00 0.01 0.00 .01 .00
AR 0.52 0.02 0. 04 0.00 .00 0.00 0.16°  0.00
22byy;- 0.43 0.00 0.05 0.900 0. 00 0.80 0.01 0.00
atide i

(H—H2R) 0.37 5. 07 0.04 0.51

(=1
L=
=
o
—
1
=
o=
—
==

=)

L=

#HEE 45.51 83.62 5.59 10.44  0.19  0.33 0.00  0.00
2R -~ 41.65 - 1Lz -- 0.52 -- 0.12
Lk 3 3 3 5

al L (1.18) Z[R< & 0.05. b£0.11 (S.D.). <x0.11 (SD.). 91T (3.61) Zk< & 0.14
(Student ® L BEIZEL D)
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AERHTALH S N HRIC IR 2R RN E OB I AL SHIc S 5.,

%10 500 mg/ke [ -1C] JC-940 % 1 [ERHI TR HOM T v MoBiTs uc o
b CEERER MR 5 B% FEE) /TA, VA, VIA

M 2 : T2 1688

2 ne-eq. /g HS5EY ug—eq /g &SE‘Y ng-eq. /g BEEE  ug-eq./z /5
41 3.51 0.04 2.03 0.03 0.75 0.01 0.17 0.00
FRIER - 3.01 0.01 1.99 0.61 1.18 0.01 0. 46 0.00
i 4.15 0.03 2.08 0.01 0.18 0.00 0.27 0.00
L 3.43 0. 00 1.42 0.00 0.20 0.00 0.11 0.00
i 4.60 0.60 2.35 6.00 0.69 0.00 0.64 0.40
i 2.91 0.00 1.39 0.00 0.20 0.00 0.14 0.00
s 18.08 0.02 3.88 0.02 1.74 0.00 0.43 0.00
8 22.96 0.17 11.60 0.11 2.65 0.02 1.27 0.01
B 6.51 0.08 2.89 6.06 2.08 0.03 6.02 ¢.00
g 2.28 0.00 0.95 0.00 0.18 6.00 0.00 0.00
B 1.62 0.14 0.96 0.09 0.39 0.03 6.01 0.00
i 2,28 0.00 0.85 g9.00 0.08 0.00 0.08 0. 00
B 3.89. 0.04 8.70 0.01 0.12 0.00 0.00 0.00
RE 5.37 0.18 1.54 0.05 .41 0.02 0.33 0.01
a5 7.35 0.00 3.39 0.00 0.09 0.00 0.38>  0.00
B 3.67 0.00 2.08 0.00 0.49 0. 00 0.17 6.00
B 7.39 0.00 1.42 0.00 1.00¢  0.00 0.00 6.00
2] 2.03 0.00 1.04 0.00 0. 20 0.00 0.00 0.00
FRR 3.32 0.00 1.71 0.00 0.11 0.00 0.13 0.00
FERb AR ' ‘

(BA—HR) 2.83 6.37 1.75 0.24 0.26 0.16 0.14 0.02
HILE 4862.5 101.06  474.4 10.97 20.6 0.30 0.30 0.01
o it -~ 101.66 - 11.35 - 0.37 -- 0.04
Enin 3 3 3 5

al@(zm)%%<&a%‘b1@(iwf%@<tom
(Student @ t MFIZL D)
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AEBHIER S N H ISR DA R OB OB RIS A2 H 5,

# 11 500 mgke [ -14C] JC-940 Z 1 BEGRIRE IR SHBOM S v McBIT3 uCc o
NG Pl CEBER S5 8% THE) /Bt TA. VA, VIA

e 2 K 24 B 12 = 168MEH
W5 ng-el./g SER  ugen/g BEE% ugeu /g REEY  pgeq /s BEEY

211 - 3.54 0.04 2.19 0.03 0. 46 0.0t 0.45 0.01
FRIER 3.17 0.02 1.57 0.01 0.75 0.00 0.31 0.00
i3 4.43 0.04 2.01 0.02 0.12¢  0.00 0.16 0.00
L 3.58 0.00 1.67 0.00 0.10 0.00 0.07 .00
51 5.45 0.0t 3.24 0.00 0.86 0.00 0.81 0.00
i 3.09 0.00 1.31 0.00 6.12°  0.00 0.09 0.00
= 20.87 0.03 10.95 0.02 0.92 6.00 0.41 6.00
F 24.10 0.15 10.31 0.10 1.30 0.01 . 0.56 .01
i 3.88 0. 05 5.13 0.09 0. 48 0.01 0.01 0.00
Epg 4.59 6.00 3.72 0.00 0.27 0.00 0.00 0.00
i g 8.12 0.73 0.7¢ 0.08 0.10 0.0t 0.02 0.00
i 2.84 0.00 0.72 0.00 0.01 0.00 0.05 0.00
e 4.26 0.05 0.53 0.01 1.10f 0.0t 0.00 0.00
8 5.92 0.19 1.21 0.05 0.21*  0.01 0.18*  0.01
Q] 17.09 8.00 5.17°  0.40 0.47>  0.00 0.02 0.00
B 11.11*  0.00 2.10 0.00 0.20°  0.00 0.11 0.00
B 9.83 0.00 2.61 0.00 0.17 0.00 0.00 0.00
N 3.08 0.00 1.38 0.60 0.23°  0.00 0.13*  0.00
FHRR 7.8t  6.00 1.68 0.00 0.15 .00 0.04®  0.00
B Rk

(H—AHR) 3.48 0.49 1.18 0.20 0.20%  0.03 0.06°  0.01
A 4586.0  95.18  424.9 11.03 5.54 0.11 0.09°  0.00
44 - 85.9] - 11.38 - 0.16 - 0.03
e 3 3 3 5

a+11.93, b£7.15. ©+5.32, 9+0.19, e+0.21. f+1.83, 2+0.24, h+(0.82. i+0.32.
i+0.38, x=0.29. '£0.17, ©£0.06. P+0.09. W EH SD. 1 T (0.65) EEE< & 0.00.
nl P& (0.18) #FR< & 0.00 (Student D t BT L D)
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SHIZH A,

DR R PN E OB IR

-
—

iLHL S N7 E R

.
—f

AERH

BIFD5 uC 0

-
—

-4C] JC-940 % 1 FISRHEIR O S5 B OMES » M

CEIRE R M5 R%EEE)

5 mg/ke [

AN

#12

AT I B. VIB

i

168 By

% ng-eq. /g 5E%

2 i

ne-eq./g HEE

168 B

2

ug-eq. /g M5B Y% ug-ea./g HERY

e
BRas

0.97
0.00
0.11

................

8.01
g.00

................

3.54
86.73

92.91

................

0.30
45.5

............

0.05
0.02

................

0.00
0.01

...........

2.96
86.27
92.33

............

45.7

..........

HLE
£ H
R
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FERHIFCR E NHRICHE DB RONBTOR LTSI H 5

=13 500mgke [ -14C] JC-940 % 1 K DR EGBOMHES v Mo 25 1C O
ik N CERBEROIRESER% M) ABRELTB. VIB
_ o .3

ik 2§ 168 5 =3l 168 ESfR
v neg-eq. /g SR Y ugeq. /g FEEY pg-eq. /g ?&‘—-}E% ug-eq. /g BERY
£ 3.64 0.04 0.25  0.00 6.69 0.08 0.35  0.00
FRImER 3.50 0.02 0.32  0.00 5.69 0.03 0.50 .00
i3 34.67 0.28 0.02 0.00 26.89 0.21 0.03  6.00
L 4.60 G.00 0.00  0.00 7.37 0.00 0.00  0.00
i 6.59 0.01 0.15  0.00 10. 36 0.01 0.43  0.00
i 4.83 0.00 0.10 0.00 5.41 0.06 0.07  0.00
B 16.18 0.21 0.24  0.00 25.07 0.03 0.35¢  0.00
BF 26.58 0.10 6.74  0.01 34.28 0.23 0.70  0.01
Rafis 7.45 0.01 8.27*  0.600 16.81 0.15 1.35¢  0.02
BRI 3.80 0.31 0.02  0.60 9.15 8. 00 6.02  0.00
il 3.42 6.00 0.00  0.60 4.58 0.41 0.00  0.00
Bix 2.75 0.02 0.01  0.00 4.37 0.01 6.02  0.00
B 2.06 0.09 0.06  0.00 3.81 0.05 0.01  0.00
<4 | 2.65 0.00 0.63  6.00 4.69 0.16 6.01  0.00
‘Bt 1.57 0.00 0.24®> 6.00 3.53 0.00 0.73* 0.00
i3 8.66 0.00 0.01 0.00 10.78 0.00 0.01 Q.00
Bl 10.80 0.00 0.01  0.00 17.60 0.00 0.61T  0.00
i 3.38 0.00 0.01 Q.00 5.81 0.00 0.06  0.00
ERRER 5.23 . 0.00 0.03  0.00 7.88 0.00 0.06 0.00
o085

(h—H22) 4.19 0.61 0.03 0.01 5.08 0.75 0.02  0.00

iﬁ{t’é‘ 4949.4  96.68 6.32  0.01 4985.1 101.63 c.14  0.00

SR -- 97,58 — 0.02 -- 102.7% - 0.02

BhEL 3 5 3 5

a+(.33,c+0.35, T H SD
PLIL (1.22) ZFR< & 0.00. “1E (3.26) ZFE< & 0.88, 17T (2.89) #fE< & 0.98, f
L (2.32) ZER< & 0.19 (Student @ t BFIZLED)

X4
REVENSFEEELIERAEINZRBME, TREOOREUVEF TOFERLEE
ER14ICEEDE,
FREEM A
RN SIEERELLD JC-940 755 T80T )6 ikt Eh
mhol, RAPREBIEIVWIND 2 MESkoks I tEHEARRY TH
D, . . K
[ MFEE I 7. WEY 14C @ 49~63%,
R 14C D 37~41%. HGBDERL, 5~14%E 1~8%TH - 7=,
& R4 R 14C D 12~23% K TX 8~11%.

5RO 1.4~44% KT 0.7~3%% 57,

REEVERITNOEHERSBO 6%Ri,. BHRLSED 1L5%EHoMay
BTaHol=,
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AEFHIRLE S NERICHR DN RUOAEOREIDIGIER ST S D,

RO 7o 7 71V, BTRETEDSNROHERE Y 28 (RE5RED
W2 A%ARNE) PR EN EEBRL TS CELIL Thi,
T, FRABYORMRIEAREGHROB CHEEL THY, RY#Ey 7o
71O, MEEREE TIdAirs 72,

FHEy)
#HO BCORES EHE [ -14C] JC-940 & 58T 83~84%, T OMOILER
BT 96%ll L) V3. 2 MBI EME Th o . BTOBREMEL

TARED JC-940, DEE N3, e
RJC-940 D MKk E N, MR ] &
N7z, V. BAEEIESL O FAB-MS. MS/MS KW' 'H-NMR
gz, JC940 D EJAd ¢ L 7z

ES ol 79 DT S EEHEE I N

Fh O UCHEER, RELD JC-940 T, MHEBETRERHEDD 14C D 45~T1%. =4
HETI 91~93%. Z5BORL35~51%KLN 79~86%% /. LEILAHY
| = O F7id EREE SNz

THO, ZTObOE#EDD 14C OEARTIE 13~23% (B 58
@ 10~16%) . FHEB T 2~3% (RS8O 2~3%) 2 5D 7=, K
X HMEHBTHD, WTFhb#EDD 140
DERKTHEL8%E 4% E HEDEICT ER N,
KEEMEHOBRKONR#M TH - 7= ik 2 MERRICHRmEEEI SN S
SMHMETH 0. BPOUCOEARTII3~12%. R ETIZ04~1.4%% 557,
FEICEHIIHBEL . MS 2 U= 2 e k2 1B S oo . F 0o
KEEHEINTHHEAHERSED 6%k, SHBKSRBO 1L.5%RGOMEY
BThHoT,

R X &

13 HPLC ETHiEA MWC E—Z &L Tt a8,
NSITHYT 5 RFFEICRABERD 0.2~0.4%& 0.3~0.6%D M RERH X
. INSHWMEBEMEELTERIN TS EEZ SN,
#RR#HOTOT 1L, WHEIC AN THTRWLEEZRN T, Mg T
UL Tz, FsEMORT S AEMTIZIZEL L T,

B A

B ICIEREIE D JC-940 BT A %8

Bmihanznoic. RS NZLEORBYDO S 5072< &5 1 BOFERHM I,
E /et THo o BRI Z2RORBYNEENTS

b, RN o fed, FEEN2h-oT, L L, HPLC ETORRER

P OL < ORBY EIGEL Tz, -t .

#EP RIS, HPLC ETH#A vC E—F LTI Nah - 225 2hs

WZHYT SRR GROR L. 0.02~0.06%D SR S hi,
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ABEEHI RS N BRICRSEN R ORE ORI 2tic 5 5.

Fz14 1BEEHEORSHOREVEFTR#MDO T LD HBEBE 1A, 1B, IA, IB
ERE BHE
KA s B BE i
b # R - 3
BRSRY
ms -~ 38-b1 - 3550 - 82-86 - 79-84
ms - 10-16 - 13-16 ~ 2-3 - 2-3
ms - 3-4 - 3-4 - 0.6-1.1 - 0.8
ms - 0.2-0.4 - - -
ms - 0.3-0.6 - - -
m 4 - 3 - 2 - 1 -
i 11 - 14 - b - 5 -
m 2 3 3 1 1 1 0.7 0.4
8 4 - 8 - 1 - 2 -
ms - 7~10 - 2 - .1 - 0.3-0.86
s 1 -~ 1 - 0.4 - 0.3 -
s 1 - 0.6 - 0.2 - 0.2 -
ms 2 b 2 5 k.6 0.4 8.8 0.2
ms 3 - B - 1 - 1.5 -
8 - 5 - 3 - 0.7 - 0.2
ms - - 3-4 - - -, 0.5-0.7 -
ms -~ 2 - 2 - 1 - 1
e s ~ 1 ~ 1 - 2 - 2
- AR
* ms: b _ OFAIZHGELC B
m. . | B AC 3.
s Ve C S

13
2)
3)

4)

REES

Ty MBI BAH

KEBRSHICBITS [ -4C] JC-940 DOHEMt & 7 BB O R IRE S
DB TOT7 7 AN EFNFNE 15, 16 RN 17I1T5 L7,

PRYFMHRIT 1 B SR OB [ ITHEARTEN -85 D bl TIT R
IV (1 BEER) SRERL Thi, BTl 1 5L D b8 LEZICHREE
ML 72 (1 EHR G @ 28~29%. KBRS : 34%). KNHATD S TN HEI
HORMY IOy TS 1 ERSEBOBTEBLINT, ToARED SN
RpMERHE Y (. ) INRERSGRTIIHETHRE @B5ED 1%L T)
SN EERBNT, 1 EERESHOZNEHELL TW,
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AERHI RO S N RIS 2R RVAE ORI A Stz s 5.

15 RIERYS Ty MBI 2HEO £ L0 CHEHEIER)

[ -uCl JC-9401EHE (5 mgke) REBREENA
it ] i3
e K E -V HEEE K B -V BHiEE
oy i A
R 8%
0- 12 15.50 - 3.07 18.58 22.82 - 3.48  26.30
0- 24 20.91 41.68 3.77 66.36 30.63 45.39  4.60  80.63
0- 48 23.68 60.13 4.14 88.02 33.38 57.52 4.89 85.79
0- 72 24.41 63.08 4.30 91.79 33.84 58.42 4.98 97.24
0- 96 24.69  63.90 4.37 92.97 33.98 58.61 5.02 97.61
0-120 24.80 64.20 4.41 93.40 34.06 58.68 5.07 97.81
0-144 24.84 ©64.28 4.43  93.56 34.11 58.71 5.10 97.92
(0-168 25.04 64.37 4.49 93.89 34.14 58.73 5.12 97.99
168 BEREANKREE 0.36 0.19
NEI 94. 30 98.20
il 5 IEOEiE

16 KIEEZRGHHIBITS 5meke [ -1C] JC-940 1 EFSEHIFE DS 7 HEBO 14C ¢
KR CEBE R OS5 8% PHEE - RBREENA)

E2E Kt

fk2s ug-eq./g WY weg-eq. /g

4= 0.0 0.a2 0.02 .03
FRIABR 6.02 0.01 0.03 8.01
e 6. 00 0.00 $.00 0.00
s 0.02 0.00 0.01 0.00
B 0.01 0.80 6.04 0.00
i3 0.01 0.00 0.01 0.00
= 0.02 8.00 ¢.02 0.00
FF 0.02 0.02 ¢.02 0.01
i 0.62* 0.03¢ 0.01 0.01
L OREL 0.00 0.00 0.60 0.00
B 6.00 0.03 0.00 0.02
A% 0.00 0.00 0.00 0.00
= 0.00 6.00 6.00 6.00
ERS G.02 0.08 0.0% 0.04
B 0.01 0.00 0.01 0.00
i3 ¢.00 0.00 4.00 0.00
=il 0.00 0.00 0.00 a.00
s 0.00 0.00 8.00 6.00
EAH R 0.01 0.00 0.00 0.00
AR

(H—H2) .02 0.25° 0.01 0.16
Pt e 0.03° 0.07* 0.00 0.00
ey i F — 0.36 -— 0.19
L 5 5

TR (0.07) ZER< & 001, 2+0.02. <+0.02,
d+0.04e £0.28. +0.08. LTNL SD (Student & t BE)
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AEEHT A E N ERICR DA R UDCNA OB & 5,

& 17 RERSHBORRUVENREDOZ L0
(Em&E [ UC] JC-940 % 5) HBREEIIA

R LTI e R B i
BR__#& R___E
E5EY
& S
- JC-940 (I) ms - 32 - 26
ms - 15 - 21
Bs - 3 - 5
s . _
s " -
m 4 - 3 -
m 11 - 14 -
m 3 4 3 4
ms - i - 2
ms 2 - 2 -
ms I - - -
ms 1 - 4 -
. ms - 2 - 2
- B
2) ng: |3 OEAFICIER 0 RS
m: NC@EHFz4C FH
1
2]
2)
Flw:
W ;

MC Bl & L TR OSSN/ [14C] JC-940 1. 5 mekg & 500 mgkg D W3 h
ODHBZBWTHERZMEOWTNIIBW TS, BRLIZELS . EiokBT{o
JC-940 2%, E& U TE PRSI -, RIGEE, EAEHONRAHEEERICS
VF 2 24 RN OB/ DNRINEN S iV 20%. ML 15% ThH - 72,

WEGHRE - PEdirg - B
W R N 2 T, MR SR RICE D A <, i om0 10 e
2R TRAEBE LD, 15~17 BEO R 2RI Tmasn o hesm
HPMNTHELE., Ty MENT JC940 12, EiT, il = G g R
EHET 5 ~D DfHm ( DER) & Dbz
BRUORIGETHRETRB N, TRARKIIBRE I8 EH<

& DRETHD ( DAERN) . TOERBRER DM,
JC-940 I3 ( DERR) & ( DHRR)
me N ERRERHDD ROV =S FTUOBKTHREEN
2o JC-940 [ E TN 5 DB TREMITKGHEYEIZRE N, MHRES
HEOWTNIZENTY, EEEEOWTNICEN TS, 168 BETRLEED
EFE RN, B (3, BiEALD B, FA—ERICERE I N A,
FRIZIE JC-940 DEABH % 5o FFHEUEAN, BITIZEICEBRNO JC-940 &
PN 1 e
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AERHIFL S N ERICR SN M OAT OB TSR 2T 5 5.

- HHE

WIR X7 [(14C)] JC-940 DX/ S oAilEdsid. MHFEEDHARICED AL, T
EHTH-T=. BUT, . B, BB, I, BEACEREIC BN S W BE T 140
AT BAS AR R OHEINC £ THE O 1C BEIEERNICET L, 168
I ERETIERE I N A< AZMED TERL XL o, BOKRS
AN IC-940 DT v NI BIT BB O LT, REEM R & R D OMERHYIC
DWTED SN, EHORBET. SHEIZRS SRPEIME T L TR
BIMET T3 ERCHBHBENSED 2R, BETIaho 7/, i
HEEHED JC-940 2HEBRT LI EICLNBERNSELHMAHE2HD
DORBBEPEF ITED S Z 3, £, JC940 F3FOR#MMHUR T
EaEmoErs o< < RsmbHED s Naho .
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AEEHIFCH X N2 HIRICHR A RN AR O BTG RS ttic & 5.,

R GHRO JC-940 D T v MTHIT S F MR
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FEFHIELE S N ERICROEN R DCNF ORTIIAILHRRA ST H 5,

2 e A

[1C] JC-940 DA FIC BT B RBIER (& 51)

Al SR HAEET Ricerca Ine. CKE) (GLP #tii)
(Bf) Fei B 2Epsta
WMAEBERE : 1993 F

HBERERE JC-940 BLE  %EL L)

A8 I RER Al
T B P ISR %. FLICGHTE ; mCi/mMole
T EROREE | %. HHEEE ; mCi/mMole
AEREY A iHE ; Tebonnet (-1 27 ¢ Jifd)

THEEEANLR Yy FEFEAREIZL, B 1D ARORMEEZBHEL ., 1S
WTEFI A, AW/ALE, EEREETHEOBD TH S,
T KET =AYV —INOKEANSHERL B EE L
(pH6.7. BEYIEE 1.0%)
RERE ; B 24°C, "M 18T

#HA Nay 5T
TR ; 2-7 em

BRI WRE 2 7O7 TIV-HENICL, ERRAOBSEAR 1ICBW T, 3.2kgali/

hafE R E sl L. BB 2 12B W T, 32kgaihakii6dkeail
hafEflEE K45l AL - HEHBAOBRGRTERARHE.3.2kgai/
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FERHIGLME NER RSB RN E ORI BRI H 5,

ha M TAEDIEED 6.4 ke ai/haZ il U7z, oA OB 1L,
i B A PR 97% L BT - -,
AR
ERBEAIC L HERENS DEERBITH
AR 1
HE ORFRENT G EREEEIRIZRA L, BAAHR 0 IR, 7.
29 HIZZHA— I 0F 55 7 2ERT 5 307, BB, FUEER
HEE (LERER, MR DNeuRER) IR L THEEEARIE L. AU,
S AT ~ DB AT
iR 2
D 4 P RERICHUIRE R R 23R L A8 0 (BRERIH) . 7. 20,
60 BIZHEE, WUIESERGE I I8 L 718, WIS L Tk
W EPE R OMMIC T THRIEEZRIE U, A S OR SN & sk
~OBITEE TN,
FH 7 B 1 D ARER A0 & DN BT M R DM IR AR R R
BN MERAE 2 HETEM L% 0. 1. 7. 29. 61 HITHE & Hh 50K OF
T (61 HEOD) ZHEML. KW S BERDOMEEE2HIE L. #
R S QWU TTIE 2 i~ 7=, F72, WEE 100 0 ORI R - 25
L. FRLOEMIRAZ L. KIEOSICHL 7,

=
ﬂi%m{ #
B S

# _
{E i
i
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RGN E NI E IR A R ONE OBRLIIAI kA 2z H 5,

WD 34T ;
il R OV i
IFEHEAD3E, F R U

FELRTFREESL R TICTO Y — 0 — MO LI,
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FERHI R S N RICR DR R OAEORE IR I H 5.

K7
TR 72— —h T LT,
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FERTRLH S N HRICESEAROCAROE BRI M2 H 5.

HORRERIE ;
i ERFAEP ORI, T FL—a (LSC) FHRIL TS T &
L7z, iz b o Mgt eeid, Sl o—Hi% B SRR E CRML PR BE LR L
THCERMCOWIEL, TNEMEL T LSC IELTERL:,

B FEDHT

ER:
F P, (R R R DY 7 757 a3 B RO HPLC (Y
SV MER) THafrL, B REoBRHIT BT o— B8 THRIEL .,
HPLC FEHHidA 1 43I T ML T LSC FHllL ., A1eiims w8 L,

FIE:
BELIERmMEFREREDREICAV, RS 2ERERLD
HPLC b TO{ERFRFR o0 L B O, HPLC 7213 TLC TArBEL 74 3 i &
Z LC/MS L TRIEERIIEREL-, .

WV RN e R R T

inotn, TRBILE RESOER T2 HPLC B4 O E S bIcRE
S oyl

REX MRFESH SO A DV TR ROBY Tha,

B2/ AREE Fik . =

JC-940 (1) RIXE LC/MS+HPLC

T LOMSTIE . OEERERENY . AL E URPLCESITEET 2 b0aK .,
CEfik LIRFIEL 12
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AERHTIFLH S N RITIR DR L UAE OB AR 2iC & 5.

F N
TERENHORILIEITHE
S OBEP IR A A RC B L, B 0BT AT L
B LT[ MClIC940 L -HCTIC-940 LTSRN T, 4L
% 29 R TR OREHED 90-96%7 L ERTED ML ETIC S50 LTV (3
1), &HA = UFTI7 =il BT O E Th-7, BICBRAISh
72 [MC1JC-940 IARFFAICIERRRITIRE LAY, 60 H % CIIRmBEMH kO
SUFRZE R USEALERER DML LEBICRAIR P D "C DR 2 H 6~8%, T~15%3%7
LI DHTIH-T2 (R 2), 728, K 2128V T, 3.2 ke ad./hafk (7 6.4 ke
a.i./hafi I BV TR B Th-o7z/8 3.2 ke ad./hali k5 —4
DHIaLI,
F 1 FEPILIBRAEORE RGOS T
[ -"CJlic-940 [ -"clIc-940
ALERE H 0 7 29 0 7 29
R ik C mxda%
WLEEE Seiii 0.37 0.32  0.48 014  1.14 1.35
SERER 99.1 98.1  96.3 99.7 985 90.1
& & 0.06 0.06 1.18 0.01 0.09 0.50
i 0.14 0.14 1.40 0. 0.08 2.66
F AL 0.35 0.35 1.61 013 0.17 5.41
#*z2 B AL PR 1 OO S SRR AR D Sy o 43 A
[ -"CJJC-940 [ -MC]IC-940
AT B 0 7 29 60 0 7 29 60
FRiRd "C iz 5%
i REWHFHE  0.00 0.09 0.00 1.44 0.00  0.00 0.38 0.04
PeipRMEsE 0.02 0.35 0.36 473 0.02 0.11 5.28 1.40
Hh E 5T
(FEALFRER)  RmboiEE 027 0.48 0.00 2.89 0.18 0.00  0.01 12.0
VoA 003 0.25 1.16 7.23 0.01 0.11 4.45 14.9
(fLFREE) VI 97.0 97.7 98.4 75.4 96.2 95,7 83.0 65.8
PEri B AR 2.64 0.72 .08 8.27 3.59 4.03 5.87 5.90

HEFE: 51l (3.2kg a.i./ha BofAFE )
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FEEHIELR S N HRICRDEN R OCABRO R IAIH AT H S,

R SORIFEITE ;

F 3(3.2 ke a.i./haf T 6-4 ke a.i/hali - BV CRERZAE R Th- 727
% 3.2 kg ad/hali B OFT —FO IR T) (RLEO, HEAZ EH S
MR R TR A Lo, 7 3 B B AR 22 RS AT AR (R IR &
n, BEEOREO2H I 2BIT- L7, 3.2 ke ad/halE 1% 61 BICiTR

PEE ) B T AT, FEREICL RO 0.2%0 'C ARITULE, H -5
Wk (FBmTeE %) o "CBEX, 61 BRI TIHIERIFENICER L,

F 3 HEAEEZOKRSEREOSE P

[ -14¢]Jc-940 [ -'4C]JC-940
0*° 7 30* 61* 0® 78 30* 61"
Fkeac 2ty 2% '
B REHEE  18.8 11.0 6.7 4.8 12.4  13.1 9.2 3.8
| {0.03 0.08 0.73 0.78] [0.03 0.04 0.76 0.49 ]
PR REE 20,4 36.6 30.4 2.2 4.6 23.0 42.5 33.3
[0.03 0.26 3.29 3.48] [0.01 0.07 3.52 4.29}
(0.32 1.30 1.96 2.88) (0.37 1.13 2.44 2.47)
bR FEskdi 1.1 25.1 21.0 2.3 71.6 16.0 8.4 5.1
[0.06 6.18 2.27 0.381 [0.15 0.05 0.69 0.66]
PeinigilE:  22.7 27.3 41.8 70.4 11.4 47.9 39.9 55.9
[0.04 0.19 4.5311.55] [0.02 0.15 3.30 7.19).
(== == 3.01 4.75) (0.82 1.88 2.65  2.33)
FotE  RmiciE 0.18 0.29
[0.03] [ 0.04]
Peipth 1.2 1.56
[ 0.20 ] [0.20]
- (0.97) { 0.56 )

MiF 3.2 kg a.i/ha, *AVERIE R [ 1M &Y%, () uzeq./g
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AEEHT

ALHE E N/ IR DR R AR OB SHIC H 5.

IR SRR AR P ER B W
B UG S iRt i -2 U PSRV

IS RR (R 3 SRS T uC O EHR 4 ICE LD,
B/, . LK ROMTO UC ODH//NY —  RIVOBEL, it
B THEML TWz, £ 1C DR L~ eEMicEho 7z, mb &
Mo /eDidE (49.2~63.3%) T, BHEI - ZDR>IZXK (0.7~1.5%)
THholz. 3.2kgai/halifiRFOe UCREIIME GE+HE) T, 2 uc
2L T 91~93%IZHY T 587 23~29 g eq. (AR 1g B0 Dug). &
KT 04~0.7T pgeq. TH o7z, H LD 2 TOEREALN T 14C OFEH
BEEL SHETREHELD S0 LU AR AT
W, TRPREZHHEN 2 B THR 15 BITA> m0HTH-
T BERUREPOR 14C O U5~1/3 IFZFEFEEHEE i B S 37z,

F 4 PEEHIRAT O L R B
[...-1*C] JC-940 [ ..-**C]JC-940
3.2° 6.4° 3.2° 6.4°
Ht &R 4C WbT A%
e 93.7(29.49)  94.0(47.31) 91.8(22.84)  94.4(38.09)
= 63.3(58.57)  61.0(97.06) 49.2 (42.70) 43.0(62.76)
R 24.6(22.72) 21.9(34.84) 9.8 ( 8.49) 16.7(24.28)
PRl 38.8(35.85)  39.1(62.23) 39.4 (34.21) 26.4(38.48)
2 30.4(14.50)  33. 0(24.23) 45.6 (15.21) 51.4(28.67)
FESEEE  7.3( 3.48) 2( 4.56) 9.3 { 3.09) 12.0( 6.70)
BeipteiEE 23.1(11.02)  26. 8(19.72) 36.4 (12.12) 39.4(21.97)
48 1.4(17.52) .5(30.48) 1.7 (18.16)  2.1(28.13)
Tk 0.7(0.41) .7( 0.57) 1.5 (0.68) 1.5{0.94)
5 4.2(7.82) .9(11.48) 2.0 (3.03) 1.9( 4.07)
*MiF &, ke a.i./ha, ( jl’*]ﬁztugweq.



FEAHIEEH S NERICR LB RS OBLSASLE R H 5,

ER R OREY,
A H T S5~ D 4y A

UC OFE R RO E S ~D 534 35—t # 5 IRLZ LD EE ik
ETHEL TV, B LR CLREIL TV, REEHFEE S RO C D
KEF IR CHESNT(OR, Hi5y), REREHEOER R PO
UCEREMOILIETIIH 1/2, B TIIR 2/3 B E KT TSN, T
I3E D T6~86%, B TIL 89%LL EAEERE T AZERAX N (OR, M43,
IR I 7D, BR OB O4 HUC O 2~3%Th -1, AH(AQ, B
INCHERLCOER VBB DL CICHTAEEE. [ -"C1JC-940 AL
X (59 2~5%) {2t~ [ =" C]JC-940 ALK () 3~11%) D H B @D
7

#56  HERUCHEOBHHE S ~D “C D434

[ i=4C) JC-940 | -14C]JC~940
3.2" 6.4* 3.2* §.4°
TR R BETREIC N ¥ 2%

¥ REEHRE 40.7 36.0 19.6 36.6

AHLAIEEE (ORsw)  36.7 32.8 - 17.4 33.1

KA (AQsw) 4.0 3.2 R 3.5

BEFR LIRS 58.0 59.9 73.6 §0.7

SRS HEAE (OR,) 27.6 33.4 36.9 29.1

7K¥E (40.) 4.4 4.7 10.8 9.8
MBS (PES))  27.0[3.8] 21.8[3.8] 25.902.4]  21.8[2.3]

B REREHH 29.1 19.1 19.8 23.2

EREBIEHE (ORew)  25.1 18.7 18.9 22.6

k48 (AQsw) 4.0 0.4 0.9 0.6

by RELE 3 5at 62.0 64.5 75.5 77.1

FHEIEIRAE (OR,) 47.4 43.6 45.7 53.7

A (AQL) 2.1 1.9 5.5 3.1
MR (PES.)  12.5(2.2]  19.0{2.5) 24.3{2.9]  20.3{2.5]

‘oM, ke ad./ha . [ 1:PES, BNk DR F C
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FERHI AL S 7z

AU fR DR RN A ORI AR 2 ic 5 5,

OR, 7> P OFLEE .

i%ﬁ

{2 OR, B3O TR R e, ERUERTO ORy BT
%EPO) BC @ 3%EL_EDRIE EIERFE., LT HPLC REER

LORBH BTSN, BT oE SRR I, JC-940
(m~u%@ i),

. (—%B.

RaEtrlgEtESY) Thhoiz,
&EFIC HPLC B2 HIEh A MC M B Th ot ﬂeﬂm{tnﬁﬂ% T4 t;:<&
b4 RSN, RXORFEDGE., BEEIBRho4 "C BHED
) 6~10%% O 7z, ZOFEEHEIL, 2 MOESETRIL HPLC B4 El
IRSHDH, 2 AR @ (B & 5 I i Ca 2o,

6 %&Uhﬁﬁﬁa@ﬂﬂ&o%@fﬁmﬂjfﬁ@ OR(ORgy + OR) H 53 PO
= %
[ ‘_lch ['- “_1401 Lu_l4c] [ -)4C]
3.2° 6.4 3.2 6.4* 3.2*  6.4* 3.2* 6.4°
' ng-eq./g
& BH  58.57 97.06 [42. 70] [62.76] 14.50 24.28 15.21 28.67
JC-940*" (1) 16.47 31.79 14.06{14.30] 25.03[25.67) 7.07 9.92 6.15 16.53
1.43 1.83 0.42[ 0.44] 0.55[ 0.55] 0.18 0.15 0.09 ©.14
0.65 0.86 0.29[ 0.30] 0.36[ 0.36] 0.08 0.07 0.06 0.06
6.00 7.41 - - .22 257 - -
3.34 5.46 - - 0.25 0.36 — @ —
- - 1.49f 1.58] 2.14[ 2.38] - - 0.69 0.93
- - 2.14] 4.52] 3.34[ 6.57] - - 1.13  2.68
KEES 7.23 10.65 3.86{ 4.01] 5.61{5.78] 1.12 1.23 1.12 1.13
(max 3.91 5.99 2.21[231] 2.91[3.00] 0.66 0.75_ 0.81 0.65

[ J:AQ DEEMK SRR DR AT R H #E (OR,) R OB & Lol

*We . ke a.i./ha
" =t E

1)

VAR NE N 45,

3

75‘3%?%'@\6_{%’@&)‘9

8 & [&E HPLC B

SHOEROED
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AEBHI AR S N RICR ORI RUAB OB LI 2 H 5,

AR Sy RO EY
[ -"CJ]JC-940 ALPE X EE RN HH iR D AHE (AQ)) ICFRD 1C ) 81~86%) Tk
TNACTT A% (T HEA LR PTRE (OR, i53) THY ., F0 72~81%1%
Thoiz, REIORLELIC, bl
LREPFEFEOEPTIEZO08 1/2 BMEEREUTHEELTOASEE Z 6,

i 7%E (PES,) s 8Y -
BE K OFED PES, Wi 43 010 C D 33~50%7588 FLM A 2> 42 | 8 BE & O
TObLAEEE I FTREL /Y, K4 OR, K TF OR, B4 IC[al X417,

F 7 PES, B4 OHEMA A CHBF ML S /- thE (OR, + OR,) @
VRS 4 C T3 5%

B LA [L..-*+C]JC-940 [ -14C1JC-940

WEHE (ke a.i./ha) 3.2 6.4 3.2 6.4
-3 14.4 [37.0] 7.0 {32.9] 10.9 [42.1] 10.9 [50.0]
= 4.7 [37.6] 8.8 [46.3] 9.6 [39.5] 10.9 [49.3]

[ 1AL PES, #o “C (o 2%

OR, T OR, Hi53D HPLC 7'a 7 7 A L1E ORgy K TF OR, B 43 L Ty
7o, EEpGELTRESNZOMN, FETI

JC-940, THY, RS+ 3 3E iRty il
RTHIZFRIECh-7,

KNP OFEEY;
R BICLKRP OB SR A LD,
1 Iy 4 -
[ -MCIJC~-940 AL XTI ZK D4 “C 0 56~63%5%, [ -MC]
JC-940 ALK THE 41~46%03 & K 7B T RS Ch- 1=, s o
FEAMCHS, [ MCTIC-940 IR X TrErPME B O T A REA
S FTRE (OR, BU4y) Thho7/=Doxt LT, [ ~NC]JC-940 AFX TILE
WIS S0 AGRMEY E (AQ, Hi4y) Th-1-,
OR, B 53 ; MELRRIRD OR, Bl 53755 2K 04 VC B RO 5%, F4 5T
MR a7z F A E M, JC-940, 30
THY, Ka LAKPOECHREREOR
6~18%, 12~13%M R 2~T%% G5adi-, A FED HPLC 4y T ZH P
DEMCIREED 5% HOHEHAL -"C]JC-940 ALK TR
Vb,
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AEEHT R S N7ERICR SR R ORAEOFLII k2o s 5,

AQ, B4y s KAE (AQ B 73) 13 B L Bt T O BIASE I L 28, kiR
“C EEHWEMICHHEN - Ok, Z<h TR E o (AQ,
D MC O SRLLT, FRPAENC D 2%ELT), BEIITE LI A
(AQ,I[43) ik, [ —"ClIC-940 ALFRXTIEZ A DD MC DFY
14~15%, [ —HMC]JC-940 ALER KX CHEY 30% 5 & M TV, I
FREDEE AR (MO ATk le o7z,

R R B 4y (PES,)
ZHPD MC 1L PES, i B [ -MC]JC-940 ALFR X T 43~48%,
{ -1C1JC-940 ML X T 56~65% T ->7-, PES, ZH EMAK Sl B

BRI L7 A%, iAZERA L PRS, o) “C @ 81%LL i KM -7,
Rl PES, B4y & AR, DA BSREENR CHR % 737 EMASREL ., FiC
Tur T — MRS UL, TGO T -HC]JC-940 4L X T PES,
D 1MC DR 62~6%%, [ -MC]JC-940 AFRXTH) 70%23, EIZIT7TIT—
AR ML L0 ARl S 7o, RS O A BRI T e
S adorn, BLEORERLD. PES, B4t o UC &< T, SEak
ElpoTDin, ZRFOEFELEO RSB S T HE ICIAEN TWHE
DEHEE ST,

LARFOBREYEE G
3.2~6.4 ke/hali I B SO Z KT OBREHEES GREHE,THAR) L,
LAPDEBMBER VP ZKNE, Ry b E0DAENLOBELYD
JC-940 T HED 0.03~0.07% Toh 7=, T/t MR D 0.03~0.07%53
ZRTIZEITL, MHERE, .
. F 4, 0.03~0.04%, 0.00~0.02%,
0.00~0.01%, 0.00~0.01% Tdh—->7=,

Hit b ERER AL P OO A
ZHVETOFREREMND, X9 3.2ke ad./halii HED, F 1012 6.4 ke a.i./haliE
R EoH BEREAT (BE- 8- Z2K) T "C O HiEIE %) 2R LT, « AFiE
Rtz ORICTHIET D,
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AR S NI RITHR 2B RN QBT RS I 5 5.

=8 EATOEEY

[ -'*C]JC-940 L u='4C]JC-940
3.2° 6.4* 3.2® 6.4*
_ 1g-eq./g
ERRE 0.38 [100]* ¢.59 [100}* 0.64 [100]* 1.01 {1p0}*
Bi%tg (OR,) E5 [41.4] [41.2] [10.7] [18.8]

JC-940! (I} 0.04 [11.61 0.11 [17.9] g.04 [ 6.4  0.14 [14.01

AME (AQ,) BS [15.1] [22.2] [28.2] [27.2]

EEMKMRFEEE (0R) [ 0.4] [ 2.90] [ 0.0] [ 0.0]
hiEeiE (PES,) ES 0 [47.9] [43.3] [65.3] [55.6]

BERIUBHEES [15.0] [ 9.8] (10.4] [10.6]

EENA AR (ORs)”  — [10.3/50. 7] - [ 0.7/52.2]

[ ] ke giredss « EINE
i B, ke a.i./ha
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AEFHIGOH & N EFRITAR SHEF KON B ORISR S1ticH 3,

#® 9 Hi EFRE RO A (e & 3.2 ke a.i./ha)

E 12 K
Lm0 [oo...t2€] [ -i4c] [ -'*¢] [ -'*G) L -'*G)
Hy I EEAIH ~ 140 (%)
2140 | 63.32  [49.23] 30.42  45.6] 0.73  1.48
JC-940" (1) 17.81  [16.49] 14.83  18.44 0.08  0.09

L1 AQ, BRI S BE47 5 - B R N (OR,) 'h 072 e &b (8

#10 BRSO 0 BB 53 At (Wi #:6.4 ke a.i./ha)

3 2 B,

[ .Hc] [ _14C] [ “C] [ _14C} [“. 1401 [ _14(:]
Hit L ERER Gz — *4C (%)
240 61.00 [43.01] 32.97 51.43 0.65 1.48

JC-940Y (1) 19.98  [17.59] 13.47 28. 65 0.12 0.21

[ 12 AQ, DEEMAS RO I3 AT HE (OR,) Th OIS % &t o it
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AEEHT R S NIz RICHR DR RN B OBL AR I H 5,

EXa. 0N
. 7u7 7 A RAL L CABUAERREOEXR@HHOBEBITHIZE >, +
BANLEROALORIERFOAFHM P EE "C IIREESDREOC 2SI
Lz,

2. 7aF VB L CHERSAR A A I AL PR U A I A M B O (R d8) oo “C o
TO%LL LI N FIRECH Y, 54 ~T6% D5 KRS MEALEE I C R E Al fE T 1, TEE
T hoe "C O EFHAIAEELREEY L. KT o
JC-940 . . k Thote, FOMIZEEY
HELT, . . ) 48)

DifmEn,

3. Zar 7 AR U TSR RE HE B U RE E P o S EARE YL, 2k
HORIRE S TS (E) T BiA Ehic C LRSI AN BB E 4 B
5 Tl fHFIRERIREW O, FHEH TS T BELBEMITREl
D JC-940 & TV, F DA, . ) X0 73
MEMELLUTRHENE, [ -HCIIC-940 A K TIIKB D E £,
RE JC-940 FFRARMEOHRGHL I KT O R HEY 2> TODHEHEESA
7s

4. BT JC-940 AR 315/ CHHIRE TN S B ARG T DL
HeEsN-,
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FAHFFHI AR & BRI HR DM LA ORE I IR 25 5,

B A SN JC-940 ORFICTHIT 5 L EA R
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FEFHIFCEH S NHRICHR DR KON EORE KRR 2t 5 5,

3 iEdnEm Iz HRER

1) 2F KR ACEH

R 7

RER Tk

(F\# 52)
ARBRA% A - Ricerca [ne. CRIE) (GLP st
(Bt) 788 B EEAFSE P
WG EERRAE 1992

FEIERR R JC-040 (B %LLE)
AR iR

R ERIRUE ; %, LLHOETRE mCi/mMole

B E ORI %, JEHAHE; mCi/mMole

46y OUC TamT4— AL T8 3.2ppm BT
D JC-940 VT 26 = I'COREAT SRR T I C, 7K I E S 254 4 % 1
IR DIFRAKFR HERTOREE 17 BT E L,

TR OB R ORI ;

KE AT OREDSERL R EoME b2 A 35 5% 2 m
DEFZELTR 150ml D7TATZ AL, B EE 1 Gle) it LT 4 5 &
BOK (119g) THAKLTZ, ZHUZ, CO, 7N —DZER R LT 25+ 1CORs
FITC 11 ARIATALERL | (7R R it /-,
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ABRHIRRE S N ERICHR DB R OCNA OB LI kRSt icH 2.,

atis b B A
WMOEER 50.0%

T R 44.0%
AtYEE 1.6%

pH 6.5

-1 4 2 AChAE 21.9meq./100g

ARk, MBRER DO T KRR RO T MR AR,
FRAEDIRMIRIEIL JC-940 DIBFTHE B A (3.2 ke a.i./ha) lZFB %45
3.2 ug/g (M 1) L7, ZOBEBRERET L 2 AN 25+ 1 CTREFTICE
BLiz, T —FHIC CO, 7)—DESGEEFREL, 7L —ahbhne
A% 2O /TE VT 102 L IN-NaOH D M7~ 7 1B dd@ L, e
ML CO, R a gL,

ST
R 0, 3.7, 15, 30, 42, 56, 84 K TN 119 H ORIFATHIE,/ KEBIED
—EB (2 ADOFBRERGOE 10m) ZHEBRUEEMA SN L, KA Tro
TYNT 102 (IRRHL, F70 IN-NaOH eI, #0 1 3 (Iml X 2) #4RL.
Ke aseilE L CREBEGERHE CO, REBLNT LS,

T8 KRR O AT -
T8 KGR RERIE L, K E & R A AL,

KB4 KB 3 D—FRE AR L F L —2a 3R (LSC) W L B M B 0 A3 A Lo ik
L721& ., A 0.2 ug R 7 A XDOIEHE TR L, WiRFBEO 7=
NEEREZLD | HPLC B U TLC (XA 3 aTic Ly,

THRWI Sy R L7k A /— U HIH L BIR AR R L <7 R M A R
L. HPLC BT TLC TR DR ATzt L, A% 2 — it R i 1 1R
BEALBR U 721% | LSC S04 L CHOHBEA BIE LT,

R D554
B, 72T 102 by T DO— AR L7- 4 LSC 44U Th
Wt HIEL-,
CO, ;IN-NaOH B M7 7 D — % LSC 438 LC. Mt Ee s |l L7-,

o E B & ONFEE
THEE Sy DAY S —NAMHRE KBS i, #F0% HPLC TH4FL . Hl Rk
DETEELIZ, JC-940 R UMRESIT. ARELS LD HPLC b Co{Rimsm o
—3, NEFHA TLC 2o/mr~hr 57 0—I2L5 RE O —E K (F LC/MS 015
BRI ERICREL,
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AEFHILH S NOBRICAR DN RN T ORI A2 5.,

RO E T,
KB TR 4y D JC-940 D& FHEE R, FO%kd L BtEEid 2 M
PO 1 RIBERICYS T, f/bh ZREIC AR ST A L TR A 5
L7,

;"D % H

B E OER R T VT NNRT A,

R LICHBEMEDE OAE R, K& O LEE S ~0 "C 043 %, /b N HEF
L7= "C ORI (=T VT T R) wRs L,

ALEfR 119 HETICL  -MC JJC-940 Cldhi B 9%%, [ -1C]

JC-940 Tk 279203, Wt YCO, I T TaRRSN, MiER kit aE /L

7102 ICHHESNAERE A O A BITRD Lo, Tk
HE% T "C 1, KB 53T 60~65%, TIEE 51T 35~40%D e G4 LT

B BB TS C OBIG SRR EEY, 119 B&IDITmER

e Y BroD 0 50%7S LR 12 oA e DR B LT, — ., KBSy SiciE 119

H#ET, [ -"“ClJC-940 Tk HED 32%. [ -“C1JC-940 T 18%D
C Do B OBRE LU, R R o<F )T AT A, 83~100%Th
07":0

F 1 = FUFTNRT R

SR [__-'4Cc]JC-940 [

% 7k tiE #HEHAHE O ~FYFNL 7K i
BE @Sy Eyr 0. HiEW NSz mEa B

FEF 2% . _
0 60 40 0.0 0 100 65 35 0.0 0 100
3 45 48 0.04 O 93 55 45  0.07 O 100
7 34 63 0.3 0 97 38 61 0.36 0 99
15 40 & 1.3 9 95 38 53 2.7 0 94
30 35 55 1.8 0 92 29 851 2.7 O 83
42 37 63 3.1 0 93 27 49 7.1 o0 83
56 33 55 3.7 0 92 25 52 13.6 O 91
84 28 56 5.8 0 90 19 53 19.0 0 91
119 32 50 9.3 0 ai 18 48 26.9 0 93
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AEEHI O S N BRI R DN RN A ORI R &tic 5 3,

KHES B OISR oY
7 2 BN 3Tk 43 & e I (A% ) — AR O HPLC 43 ofE B
FlhT,

[ -"C]JC-940:

KE I GO FESE I RELD JC-910 & Thoto,
(AT 75 P A LRI U 7 AR VTR B B #T 6090343 A L7=28, Mifli% 3 A Ci3s
DVEEAEDRED JC-940 (97.6%) T, R ENR -, L
ML, WIAREREY AL . 119 B#ICEFBES R 50.8% (b A &
7 16.3%) (2 FETEL., W RE LD JC-940 1T 47 6%ICEF TR F L=,
TR O C I3, £MEELT, FOIFLEARETLO JC-940 T
Bole, REVEOHKHY 1 FAREINA, Z08IIE X THERD 1%
LATTH0, DR B Uiz,

#£2 [ “UC1IC-940 VEEEO it T ik B

AT TKIE 7 TIEED T+ K
ititonti. 8 biiitust 531
H JC-940 e JC-940 JC-940
' AR %
0 59.4 (99.2) 37.6 (96.5) 3 97
3 44.2 (97.6) 40.6 (97.2) 11 85
7 30.9 (91.8) 45.6 (95.8) 20 77
15 34.8 (87.2) 29.7 (96.6) 22 65
30 29.2 (83.2) 32.6 (97.7) 21 62
42 30.1 (82.2) 33.6 (98.2) 23 64
56 24.4 (74.0) 31.8 (98.6) 24 56
84 16.3 (57.5) 31.2 {98.8) 25 47
119 15.2 {47.6) 24.4 (99.2) 25 40

() NOIEF L, AES TR O R OMEIR T O AWM OES . Unk: SE

[ -1C]JC-940:
KEGTHPOEEDEIT R AL TRELD JC-940 Thol-, #EMET
LLT & BRUOKRFEDR S 4
AR HENT-, B UOERE

MEDL 2 OB, WTNLRATHAED 0.05-1.1%CHY, 3B
PR TR U7z, fhod 2 FEORR EHEIL, ABRIIR O s H o S hi-
MWNTNBAED INREOMEICBE 27, R ER O 1C
L EHIE AR L TZORIE SRS RITD JC-910 [CEKEL T, foity
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ABEHC R S N RICR DR R UAZF OB LI ER I H 5,

s ERAh T,
3 L ~MC1IC-940 MERAED K FHiD TE 2 il
e K} o (ks T3+ K
1% Fisilant; A i oc) >3
B Jc-940 _ . . . JC-940 JC-940
HEF By
£3.8 40.4 3 104
53.7 38.0 10 92
35.7 44.8 20 80
15 35.4 33.5 20 69
30 28.8 38.5 19 67
42 26.6 30.4 21 57
56 25.2 32.1 22 57
84  18.6 34.4 24 53
119 16.6 . . e e e 23.6 26 40

U iR 4C D2 BHSRELK

TR 34T,
AZ ) — VA O AR E R O U C W E A ST A8 B 15,
56 R TF 119 B L FR#E % B2 IN-HCL A% /L CIREESHE L. B
&% HPLC ST U7z, B EA R 40k, WENOESREOE S, 115
R o UC 0 39~62% (I EO#) 10~14%) 2= O E TR S,
LR O C @ 95%LL E (B FH B 0of) 12~ 13%) 3FRE{LD JC-940 T

=7,
#4  THFHEESDO “C 5

W [L_~14C]JC-940 [ .. -'4C]JC-940

*® firaE _HHESPOMERES MhdelEE
BE (%) (JC-940 i) (%) )

15 61.6 (94.6 | ) 60.8 (97.5 )

56 64. 4 (5.0 ) 47.9 (97.8 )
119 49.1 (95.5 ) 39.0 (35.9 )
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AEPHIR#H T NHRITRDEF RN E OB TR ER 2T H 2,

JC-940 O Fik i ;
2 R IRORR TO LB KEEKR D TO JC-940 DLV — it 2
D 1 KBEERLE, B 1HBERIZ3~4HTHD, H2ia%
HMHEIN 182 HTH - .

T JC-940 WK S R & U2 kE 38 (BN 1) T, #13~4 8 &
132 HO¥WM &5 28O 1 KEBERICH > T CO InETHEIN-,

CO: AN DEENBEY &L T . WMEASRMELT

& MEHRORZE SNz, Zhoo
R EWT B A L. HEPOREYOFELBIIET O
JC-940 TH o 72, & vd—
RIS PRI Th 0. EPPITME L7228, DHFIRRR
RN TIREE I Wb o7,

291



AEBHI LI S N FRITR A EVNE OB MR At d 5,

JC-940 DEFE R R R Tz kT2 T EAHHRE
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AEEHTALH S NAFRICHE DR R OANE OB ARSI H 5,

2) BRI (&Hl53)
S ERHERY - Ricerca Inc. CIE) (GIP %)
() 78 B IR 4
BB EREE 11992 4
i f: FERE AR IR JC-940 (HE %Lk E)
T PERR 4
WA RRiE %, LLHEE mCi/mMole
bR R %, HEHUR S mCi/mMole
BRI a8  C Ta=rx—AE# L8 3.2ppm BE
D JC-940 Z VT 26 2 1COBERT MW T, AKEMPVEE 25 4 % 1
MEIRAEERAKHE TP COEE 52 BB LT,
TR ORBRROFAR,

KET I WO BRI TRiomBEb 22 G5 1%
2 muDffA L7 150ml D7 Z A AFL, B EEE 1(26.4g) (2% L TR 4
fFROK(97g) THAL, BRERAL T 25 1COMEATT 84 HETALER
L, SRS A R R AL,

Ttk MRS EE L
M HE TR 69.0%
RtEE 19.0%
FEYEE 1.6%

pH 55

[ R WVENE k2 8.9meq./100g
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AHEBHIGOH S N ERICR DB RN OBRTII SR 2 tcH 2

A B BRSO B KRR R R R D T R R BRI A TR
mi., BB KGEEEAMLBELTRAEZY oo ms8, B
DEMEELELL JC-940 DIBITHEAR R RE (3.2 ke ai/ha)iTHY 32 3.2
ug/g(Bot) LTz,

IORBRBEBET U —HIC AN 25+ I'CTMAHCHELE, 7o r—4
NICERFERBRL, 77— InbOZREE 2 Eorus /LT
102 & IN-NaOH @Oy AN UGEL , BT s e~ fHEL
7.

P
=

A% 0.1.3.7 H.,2.4,8,12, 17, 26, 39 MR 52 EOEIELT,
FTAEREHTZD 2 KoRBREBLETL., %%%%f;}#ﬁbto Ed 5]
RERCI/OEYAT 102 8797 B OV IN-NaOH "o 7% 72880 Fd 1 2 (2
2BV 102:30 mg X3 45, NaOH i : 1ml X 2 ) ZERELL . B BEHIEL
THEMEWEREREZRITEL:,

138 KRR D AT -

o83 o AR 9 s el me = s ks - D i

AR 53 7K 53 D — AR AR L F L33 EHRI(LSC) | ;J:Zaﬁ&%frnba) Gy HTI it
L7z, B4 0.2 umB 7 A X O TIRB L7, WiKEBEO T =L
A £, HPLC RO TLC IS LA 844 ic L7,

THRE Gy U LTEt AZ VB L A A R RAE L <7 = N L I HR R
L. HPLC RO TLC (XD o tiic e Ui, A% /— LB R iR
BEALBRL7-1% | LSC T L TR RER IR L7,

BREMEE D 5347
RRMA Y ; 72T 7 102 [3RBEAIR L 7%, IN-NaOH I LSC 4
P TS REA R E LT,
Ko E &R ORE;

AW 5y DAY S — N AHHE S KB 531, R HPLC T M Memk
DETEL, JC-940 R OMCHEIT, ARER SO HPLC FCOMRERE D
—BRONERFR TLC 2/u-whd 57 1215 RAED -~ $2 Eic/ELE,

IR
KK OSB3 P D JC-940 DA EHEZ I, ZOEs | FAEE 13 2 /1
PED 1 RIS Y Tidh |, R/ RIEICLARIR T4 L C R 22
L7,
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FEENC RS NERICHE DR RUCAEOEEIHUIKRRTITH 5.

BREHEDERKR =TT I TR,

F 1 ICEREMEWE O E. KR EER S ~D YC 4, RHTRNT
WAL “C oeRIRE(+FITFT AR A) 2T, A% 26 H
FTIC 2 BEZRAEOVTRICBWLTHLZEEY LT 102 ITHEINDHE
BMHE S E IREER o7, — ., NaOH IZHE I A HEME
HOE S, 52 BB E T, [ -MC1IC-940 DA B 3.4%,
[Ph-""C]JC-940 b B 2% Eani-. ZOBBEE A EY
it B A2, AETERpoLD, B2 BREMNMRINT
Wofzsh ELLOBERE DG G CO, A DER A E & E 2
b7,

AL HE I % C YC 13T 53~54%, HIRITH 46% DR THARL
T, TEEEIZAAT S MC OFISIIBRIZE Y, 52 B IS mERkE
Hofti F B DAY 67%75 THEE 77, 30~31% 23 KB i m A B R L7, alBR
HIR P DT VT 370 A, Bk 82.5~107.2% CRAF Th-T,

#1 wTITIRTUA

s [..-4C1JC-940 [ -140)JC-940
A% Kk HR ERMEME O w7 Kk i ERMME eFUTL
GH) S ES NeOH /e NS5y 2 S HE5 NaOH Jusind NI v 2R
iikizh - ¢
0 53.2 46.4 0.0 0.0 9.6 54.4 45.6 0.0 0.0 100.0
1 53.5 50.6 0.0 0.0  104.1 52.0 44.8 0.0 0.0 96. 8
3 50.5 45.1 0.1 0.0 95.7 51.6 38.7 0.2 0.0 90.5
T(1) 43.3 58.4 0.1 0.0 101.8 41.4 50.5 0.2 0.9 92.1
14( 2) 43.2 88.4 0.4 8.0 102.0 44.0 54.3 0.6 0.0 99.0
28( 4) 39.9 65.6 0.8 0.0 106.4 39.5 53.8 1.4 0.0 94.7
56( 8) 39.4 55.9 1.0 0.0 96.3 35.3 45.7 1.5 0.0 82.5
84 (12) 46.9 55.5 1.1 0.0 103.5 47.3 48.6 1.8 0.0 97.7
118(17) 46.9 59.0 1.2 8.0 107.2 47.% 48.8 1.9 0.0 98.2
182 (26) 34.7 61.83 1.4 0.1 98.1 33.5 6.6 2.2 0.0 97.3
273 (39) 33.9 69.5 1.8 0.4 105.6 30.4 64.6 2.8 0.0 87.8
364 (52) 31.1 67.3 2.1 0.6 101.1 30.3 b66.7 3.4 0.0 100.4
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FEFHIGLH S N/ AR R SN RN A OBt H 2,

KBy B IR O Y

2 b 3K Ay &R (A% — VIR O HPLC 2347 OfE Ak b
¥,

-1C1JC-940:
A 53 2 sk ST O PR O R4y (> 88%) 1 AR e JC-940 T
#-7, HPLC & TLC T ERITESN L KRB EYE 1

ARSI, FNOOBIIFR K THLRABHED 1.6%(52 W) K
1.8% (39 W) IZi®E a7, JC-940 12 0 Bi%D 53.0%05 52 BT
27. 5% AR T L=,

TIEE SO C L 6T~9THAS S — L T I RE Chho T, JiHTSE B
(3, i RTE# OK) 8%75°5 26 W% £ CITRRMAZIEINL | 4 22%0 B @il g
Lzt o0 EmE R U, HEMHET O "ClI 4@l TFo X
Wy ISARZEALD JC-40 Tholo, REEWHE 28T ES-28, 7 1 L,
Mg P OIMSEEZ D, R E % CHLRE SN, o LR, 5 26
WAL, S HEE 2O, REAEDE I ThbIEH &
D 0.80LL FITI@E 1o,

#2 [ -"ClJC-940 AL BN T RF R

JLBEL Ik et {155 0 2Bk
HE G R
(A) JC-940 - JC-940 JC-940
R |
0 53.0 44.3 8.4 97.3
1 53.3 43.1 8.2 96. 2
3 49.9 42.3 8.5 92.0
7( 1) 43.0 49.5 10.5 92.6
14( 2) 42.8 47.3 14.3 89.9
28( 4) 38.6 48.1 14.4 86.7
56( 8) 36.7 53.2 16.7 90.0
84(12) 45.1 39.6 17.4 84.6
118 (17) 4.7 38.7 18.7 83.2
182 (26) 31.7 41.5 21.5 73.1
273 (39) 30.4 46.3 20.8 76.7
364 (52) 2.6 . . 45.5 ...  20.4 72.8

M7 EETITIFE, 26 BLBIX 2 oS8,
ND: #EH ST
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AEBHIRLHEH S NIZERICHR DM EVCANAO BTSRRI 5 5.

[

~1C]JC-940:
[ ="C1JC-940 LIAMFIZ/KE /3 oD YC O KIBAr T2 238 L T R 2 (L
D JC-940 Tho7-, BEME L LT, HPLC THREFESH SRR 4 Hg
shiz, 2B R K CTRARD 1%REThHY, FON | BT HPLC

ETLC T LRIEESN A Th o, M,

Br & HPLC {rFrleff 23 —£0¢
HEM. o 1 HEL  MC1IC-940 HbRpH S R EHE L R0
B (CRaidp) Thot, TLC Th VRIS D ERAL IR

BREDFUEED R U S 0SUARE Tldred o7, HHEESY R o UC oRlHE
SRR E ORI (iZL -MC)IC-940 HITISRICCHY . T EERN
PO MCHEMEBL TEORE DRI LD JC-940 Th -7, fEit

AT B O -“C1JC-940 THRB D LT &
REBE SN,
#3 [ ~MC]JC-940 MLEBEDOH T BAE R
JLTREE TR 3 TG 138+ K
B% __ R itiFanba i
GH) Jc-948 ! JC-940 JC-940
FEFEY
0 54.2 38 6.3 95. 1
1 51.1 44 6.8 93.2
3 50.3 41 6.4 92. 4
7(1)  40.8 45 9.5 87.7
14(2) 42.7 46 10.90 88.3
28( 4}  38.5 43 13.0 83.7
56( 8)  33.3 43 13.7 78.0
84(12)  45.7 34 15.1 79.4
18(17)  46.4 35 16.2 80.8
182 (286) 30.7 43 21.7 73.8
273(39)  28.4 43 21.6 71.5
364 (52) 28.6 4 . .. 22.4 71.9
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AGEHCEBINIERICESHENEVABTOE LI KL 2IIH 5.

JC-940 D4R
2 FEEFRARORER TO 8K P TO JC-940 DK F—id B
Bieda 1 O 1| widEd R U (AR 0.76 TR 0.83), JC-940 D
WHE 1308 -MClIC-940)~134 B/ ([ -MC1IC-940) . T HK
2.5-2.6 = Th-T-,

i KRB SR L K E O K B L R EE ) T JC-940 DR ARE I
B, FOEHEMITHT 2.5-2.6 £ Thotfr, TEARMRH O FBAIIAY /— 1 Chlit
e 1R (Bound residue:52 B ECORKAEREL 22%) Tho7-, BRiHSh
T B OB BB O NaOH JERIZN » 7 SO EFR E OIS E U
H2~3 %52 @] [52 @ ECORKEIT 2%Ki ] TH o7, JC-90 ITHK S
HTF T ETIIHAHD RIS AL LTEmSILZ,
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AEFHIRH Z N2 IR 2N RN E OB 5 5,

JC-940 DR ACGR R Fio k2 T EMAHHRE
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AEPHICE S N HRICR D ER R ONEORITITAS R 21 5 5,

3) LT O B O HIRE R MO B (20F) ~O BT BT 538k (BEk 54)

AUBRIRRY : (W) e FRIRAF JeAn
TR 11992 &

L AR (R JC-940 GRE  %LAE)
PR AR

FeH b AR %, ELHTHE ; mCi/mMole

HOR b EONIRE %, LR HE mCi/mMole

B KR ZMC T=T 4 — LR U 4. 5ppm D
JC-940 Z WT, AKH R TORBSHEE 84 HEIChEDRERL-, =/,
I A B AR MO VT ~OBITHEE 82 ARichihRE
L7,

i e o
A — Uy MRt e ffF 200 (B, AR ER R T —) kBRI (B
BERBINT) SERIREN R E O EME2 32 L% 200ml AO7
FAIZ AT BIEET B AL, 8t 1g 729 4.5 uehE AL . K A%
25°C, MRIMGM T ORFETC B L, En, BRI A ST AR
LOemiZ AR THLB KRB K ED 50%- LT, BRI A B TR,
BAEMOEHELTIL, 20 (& A B) 23kl 7,
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EFEHT AR IR SR R CAE OB RIS HLICH 5.

bt ThHE 1
e E 14.50%
FkS L9 Toxara ST OT
H&YeE 1.21%
pH 5.5
BE-1 4 AR B 10.5meq./100g
BCREKE 67.8%

TR AHRER

AR GG (TR AER)

2 AR L7 HEOM R 26g B EARBRASICE R AR
T2 AR L2, 1B KIC[MC]IC-940 ZATE R LD Lo —
[CERNL, LB 28 B RN 231 BicE | Mo e GRBAER) & TiLoo4T
Tu——MNIfES THIE R O E L,

(1% - %)

FAVF—Lay - Rl

i ]
HREAKED s
Bond Elut C18 #5 A * -t

I I 1

KiBHES ) -MERES itifante. %
l l l !
LSC LSC/TLC LSC/TLC BREEALIE/1.5C

- v
BT AR (HEFOREMSHTR)
2 umDffiam L7 TV T E & 25 AR AMRICEIL, MESHT T2 M
MREFL 7% R IR A T TR AL LA 5 S0 BRI — iz iR U7, Ha
Bk, 7,14, 28,56 BTN 84 BHIZE 2 ROREHGREBRER) 8L ., ik
FERBREEO LBE SOV o — 3 —MIfE-> TAZ/ — L THH L, %
] 5y Sl PR o L2 LT,

B RRAR (EEEMEORERLTIT AT AHER) ;
2 AORBERYHV, ERRFREIC CO, 7—oBEXK L EEL .,
RN OERERIILE T 3 — b7y 7l IN-NaQH F 7 (2 1)
(CEE FEJUT% 84 BIR. EERMESE A EEL, 84 B0 THIERBLIEER
FREFRRIZMTL, =T VT T 25k T,
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FEEPHIER S NFRICER SR UCABOBETIAAT R 211285 5,

fhtisEEO "C DN ;
AF S— A% O BRI, IN-HCL A 2= (1:9) THIH L% B
W HEICTE ST, TADY RO CHIE L, 730, 7308, 7V RESE 4y
WEIL, MC O fmaiELE,

TR DO %Y ~DB TR ER
TR B TR
HHMUN 2 WEAE TA NG FORR L%, ER iR e i SR LA L
NT T —IZEML., 24 1/5000a D7 7 23y Mo fEHE L7, 85 A #
7 RO A (R Y e 5 AR o P RALER R 2 5Ky M T P AR AR L,
Bt 77 1, 23 CT 3RS L%, IENTHRRB T GesHy) .
AR 25°C, IR 20°C TN CHRBE U7, s, 1 B 3 [\, [ &
Bk CHok Lz,
FEHR AR :
T PV TRERE IR B DM (BB 82 AR ICB ARy b O — A B .
a2 XA N At St Y
R FETRTE 33 B 82 B (MR 12, HRv M 2~3 RO PR,
RAT & BRI A BEL o, 2k, IUHER O BRI IC R (2 ) &
F OB LT,
AT
Rat= 0 iU = Pa{ ik 2 I B e v Tl B el
FEM A BURREAKEE, MWL, R THIE (L%, TRO7I——RNT

TEWHT LT,
(EEPEHE) , '
| SR I R T L AT U+ XL THE (3 KE)
: g1}
bk A
Bond Elut C18 # > A |
r 1 HRBEMLEE/LSC
KB HES Ry BOR R )-MEHES
) l :
£L.5C TLC FRHSIR T  BEBS~FL/X % ) —)L (1:1)

TSN : B F L /X% ) — /K (1:1:1)

302



FEFHIFLH S N ERICBRLIEF R AT OB SIAKRR R LIS 5,

Rt ORI R OV &
TR B T O REHIE. TLC Tt L, RIER., HHEOE R
FRICEDBERBEMED TLC arawhrI7 — R P —E{#HBI >0
Tit HPLC THEE®E RO TiTo7, TLC EOREEEE TLC 7
FIAF - ROA— IV FTIT =TI LT, TLC LD %Y
Hit TLC 744 —7, FidHERBEHULE Y- T LSC 4
MrUTERL,

T EEED R E;
EARE TV R—MRB B OME B LA BEAME L 2% R E
TEE N FhbiEE S F L — e A (LSCI L TR A AT
L7,
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AEBHTRLHE S N HRICR 2BA RO FEOBE TR 2HICH 2,

pp
WA R PE HIRAHT
F 1 IR, KT JC-940 OHEE EREITE 200 H Th
o7, BT (8K 53) bRk SN = TR RS ST it
g Tho7z, M, B E L LT, BN
L -MC]JC-940 b 23k
AR EZ, JC940 MR HERE SS9, =
[ -MClJC-940 iz A EAL, T, AKE S (HEANTHF L TV, 1l
kiRt 231 BRI THEAEDH 10~20%D “C PRBAHLEDILTEY.
COZREBBIEDOHELIMH LU TEREN TR M EFEEN T2,
#F1 HEAG RS R
[_ __—'4C]JC-94D [...-14C}JC-940
288 231H 280 2318
HeF 2%
HEAES 14.03 7.56 14.59 12.19
- KB 0.92 2.20 < 0.17 0.79
- MeOHIB H ik o 12.86 5.38 14.06 12.0%
JC-940 (I) 10.90 1.60 10.00 3.20
1 Y 82. 80 71.26 86.35 75.75
- Wi 63.50 40.60 73.70 48.40
JC-940 (I} 58.30 35.10 66.70 40.70
ki a2 7 19. 40 30. 70 112.70 217.40
&t (8 +HEA) 96.83 78. 82 100. 94 87.94
JC-940DHETFHEHERA 178 5 | 212" H
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ABEFHTRH S N R IR DR L UNE OETITALRR S5 3,

S T

TSR P Tl AR TR AR R 52 AT 1 810 1 kiEEihE
ERDSTRBENT, £ 2 RO 3 lopatkoic, [ -"ClJC-940 %
84 AT 41%25 "CO, {ofi&nrs, —hF. [ -Y“ClJC-940 [Z[RHAR
T 1% MCO, iICREENZICEE o/, MR R0 H

WOREEITRRD LN, HBPOEE 3L

SHHARET AT DME T, DI & BB
HEERFEICIEANL, 84 REEITITEH & IZEELE MitiEE o YC b
ABHT R I ZRR R RIS BEIIL . W oA T 84 A# THAHED

20~ 24% 2 EL 7=, L

(A

PTHHEPLPREHEN T X TUHARD SR Th-or, Mg
BRI 2 THEL L ORFEHESRHENZA, WTPNLRKETHERE
@ RREHEE Ao T, WP OIS TH LRI R E DR 5 Bk
IN-HCL/ A% /= (1:9) TS IBEBEE 23415 “C i /en -
Fro ZOTZEDE, LR RO MC O FEIC S RS S R

WIS B ELRE Licb DL HEF Sz,

F 2 RS L -UC 1JC-940 LEIX

BEEEH
0 7 14 28 56 84  [84]*
i1 ¢ .

Hith 102.0 946 93.3 80.8 72.8 67.1 [64.7]
JC-940 (1) 98.1 84.0 76.0 54.5 41.4 31.7
it AL A1 1.1 8.7 10.9 17.6 21.1 24.4 [18.7]
Tish At 103.0 103.0_104.6  98.0 94.0 92.0  [83.4)
(04 (V) | [10.7]
NIV [94.1]
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FEFHIEE S N2 FRICRDEN R ONE OREIDUMIRRA S H 5.

# 3 MAFEHIEEL ~11C]]JC-940 4LER[X

ERk HEC

0 7 14 28 56 84 [ 84]"

Jiilizh- ¢ _
i 104.5 86.5 74.7 61.8 43.0 33.0 [37.5]

JC-940 (1)100.4 85.1 69.8 58.8 37.0 32.9
R 2.0 12.2  16.0 17.7 20.3  20.3 [20.2]
- Hiseh AR 107.0  99.0 81.0  80.0 3.0 58.0 [57.7]
C0. (X} [40.8]
NIV A {98.5]

* B RRFEBROFER

TR ORIEM ~OBATHE;

RO IR OB Y 7 27 7 AV, BRI HEEHE 84 R LITIFRIC
Thho7= (JC-940 OFEZEIEILH 1ppm, [ -MClJC-940 ALK TiE, -
oD [ IR R M O R DR B RO JC-940) , MR D UC DA%
F 412 C OIVEIZEE P ORISR EL 2 b ITE DT,

WZFR RO VC RN ISR S 23, [ -1CTIC-940 L0
[ -"C1JC-940 3k "C ORI ED FinEd -7, PRI EEE®% 33 B0
iR "C R, [ -"C1JC-940 MBI TR Iud # IR TEL,
[ -MC1JC-940 B K T ThH-7-, bbb -1C]JC-940 BH O
KEix, [ -1C1JC-940 OFIICH~TRALH EIICBITLE VT
EERLTWE,

FRPD BC R WEHEMTA P TRb Ry o7, EE ARSI
HCO, REAENTZLDEZBZ LN DX BEOTED "C BE(0.14 ug
—eq./g) BELLIKE, FEPO "CERB R ILMAZERAH0.07~0.1 ug-eq./g
THY, TENLIZ DT FEAOBITHEI B K7, IR O XES
WIEEICL -MCIIC-940 IZEIF O MC B AR Uiz, WSRO X
L C D I5~TT%NHHEH FTHE Th o 7=, IFERE AR QL R L B0
IR i ESh otz

[ -MClJC940 MB R XE RO FTEREWIT. TLC SHOEHE.,
CRIEEIL., ZOBITHZEDT C @ 33%(#7 0.92 pg-eqa./g) & L7, ftho
TR WL, BE DL LK RNE SRS E ThoTs,

[ -"ClIC940 B XEEFOWEFEEHEEMIINGHELHEINDK
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EX2 0

AEFHI R S N E IR DEF R AR ORISR H 5.

ML EORRIESHMMEYE ThHor-, Zhbid -"C]JC-940 ML K D
[FESE ST R~

# 4R D "C Do

STHR X [ -"C1IC-940 [ -"ClIC-940
ugeq/s

33 H&ChE#) (0.15%) (0.06%)
B — 1.63 (0.01%) 3.15 (0.01%)
Hh_E &6 — 3.38 (0.14%) 1.46 {0.05%)

82 HZ(EHD (4.13%) {0.93%)
i = 0.07 0.60 (0.17%) 1.23 (0.25%)

Hht (2.07%) (0.68%)
XIE 0.12 2.82 (1.89%) 1.17 (0.51%)

FE 0.14 0.21 (0.18%) 0.25 (0.17%)

() : MBS

5 INHEEIESO 1UC OmMHE

[ -"ClJC-940 [ -"“CIJC-940
FETES C T A%
iiifantiid 74.8 (1.4) 77.2 (0.4)
Bond Elut 45
7K et i 4y 5.8 (0.1) 4.1 (0.0)
A HEHE S 63.1 (1.2) 65.2 (0.3)
* - (=)
b0 7 25.2 {0.5) 22.8 (0.1)

*TLC 23 4ic ks (89 0.92 ug-eq./g) . HHEEBIEHBSYICEENS D&,
() ke FHEY

L EORRIY, TP OFRBEY THARTD[MCIIC-940 11, BT &
FELTAT -MCJJC-940 (CEAORBEH L] -UCIIC-940 ITEH OB
REaEni-,

[ -MClIC-940 \CEADERBMTHA VI BT E BT IT T A8,
[ -MC1IC-940 IZEAH OAE ORI B ~DRBITHILE U RO B
=¥ it
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AEPHIRCH S N FRICR DR VRE OB KRS HIZH 5,

1 JC-940 O HIBIZ B D T EAHR IR
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ARERHI LI S N FRITHR SR R ONE OE AL RR S H 5,

4 AHE BT o RER

(B ¥ 55)

1) A4y ER

ERHE B : Ricerca Ine. CRE) (GLP %t
(RE) BB B3R 0T

HEEMERE 1991 F

®mo R FEREFARIK JC-940 (Pl %Ll E)

IR
HHHA AR %, FERCEAE; mCi/mMole
AER Ak
B OB R DT,

FUC TCa=74— AERH LT 0.4ppm I EE JC-940 % AT, 25+ 1°C
DIRFFT SR FIZEWT, FEOpH 5.0, 7.0, 9.0 OISEHEREIT T TA LS fiE
S, HBRBREAATD JC-940 TR R OREEBEAAT: 1.3.7.14.21.28 H®
JC-940 IR B0, MBS A B LT,

pH 5.0 0.005M EEBREE R
pH 7.0 0.005M ¥ A B4R e
pH 9.0 0.005M {5 BEEFE ik

M REHE, BHEREEREIICE 3 RERRIRL ., RS FL— a2 (LSO LT
R ARIFE L, 3O — 83 HPLC S 4Tic L7, HPLC B0 53 E
PIOEHIT, 7u—e VR EER SR TER L, RSB E T,
BRAREMED HPLC RO TLC (I kbzsawh 57— TRIELE,
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AEFHICH S N RICROEF R VAR OBELIII KA SHic 55,

£ TFRITFTENC, 28 AWITIMCIIC-940 OFEFHAICH B R LSRR B LR
F=DiIpH 5.0 &pH 9.0 DIFBTE H DA THY, o4 | 28 AT 2%AK5. 1%F5
BRSO RTH -7, pH 7.0 OFEEE T T IO B
R BLIVRd o7, pH 5.0 EpH 9.0 128 FS JC-940 O AL, K,
1.5x10° H,2,8x10° HELEEENA, HPLC Tk SRS D
V—Zidm I EI T, S O R E L kT,

FEW: MIARGHEIZIAL -"CIIC-940 DRI T AR RF 4o Z ZSH O R L 8 28 H
DN 1%Z B DMK REAE R PIRO LI 7280 )H 2k JC-940 Opl 5.0
75 9.0 DFIRIZIS AR 4o i3 13 TR L Wi,

MRS ERBRRE RO ELD

[MCTJC-940 DFETEEY

A%
pH 5.0 pH 7.0 pH 9.0
0 99.11 98.16 98.99
1 98.63 98.74 98.68
3 98.74 98.99 98.73
7 98.68 98.66 98.76
14 98.23 98.56 98.74
21 98.61 98.79 98.25
28 97.28 98.33 98.19
pk <0.02 >0.5 0.05

TR HA L5 X 10°B — 2.8 x 10°R

3 BOFEBOEHE
*:0 A% 28 B R OBEIESE (Student O - E)
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AEPHIREM S NAHERICR DA R CAE OB LA IRR 2 HICH 2,

2) KHPTOIE AR (&#k 56)

BRI ED : Ricerca Inc. CKE) (GLP xt&)
() 725 R ERFZE T
ik B 1992 4

wm FERRAR I JC-940 (BLAE %l b)
kR

FGH b SRR MR %, LhRRE mCi/mMole

B e FHORRE %, LERCEEE mCi/mMole

ARk
e R OB R OFERL,

M TR OMC To=T4—E3 U 0.2ppm A
D JC-940 T 25 2 1CORMTRAA L A THBL7pH 7.0 D 0.01M
BT Y ABR AR I B VR BB L e 2 L7 DR M I 8 P i K o 3
WT, REEFTREIL Y (7.0 Wk v ia— F—25070 295 AT R
U800 Ll &4y hA 7 Licb @, WA 159 £ 10W/m? (290~759nm) ) %
0.1,2,4,8 LTV 15 B (CKBEHAE 30 B ) EEHERL. AP To¥IcLD
SrFRATIR U, SRR H AR E T — A — IR LA B
e | IBRIEAL T, IEBETTOGERL -, £, SHREL T, EMEE Lo
WEAT AR Tz, 728 | RBRITRE IR OMER O O IR B4 L
FUZHERAEL | ST E BT IR R AR A e L7,
o HEREME L 0T AT 102, IN-NaOH WEIRIC Fx @A L, HitEL
b
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ABEHI RSN E R RSN RUNE OB LTG5 5,

18 8 P A B K DR (B
BOD 224mg/
COD 363mg/l

Bl 5.8mg/l
BEE R <3.0meg/l
pH 7.45

i NI AU TRRC R 2 IR v F L — a3 (LSO L
TEBSFELRIEL T, F/o, HPLC & 47%17), HPLC 7bD43 R OvE H
72V S RE R AR TIE R L7, MR &I O LA A S
D HPLC MU TLC iZhH=2suv b7 57 +—TlRIELI,

fi B
FEERF

£ 1 ICEETRTIZEBITA] -UClIC-940 DHIERBRERE. F 2

[ -MC1JC-940 DI/ s il B Ui-, SEEE P T, 15 A floE

BCRRS CHEBERAEO VT NICB N THLINLH B St bn £ HEL

72 MC iR EA (45 100.2%, 100.9%) (2 AREN BRI S,

AU SRR Y oy Y e untad g RAwIEEoY il

£1 BEERTTOL  -MC1IC-940 O3> MBS 1

H# 7k BRHE KRN K RFEYE Y R EN s

(JC-940 n (JC-940  _ )Y (CDs)

- PR X
0 101.6 (97.3 ) 0.0  101.6 98.6 (96.4 ) 0.0 98.6
1 100.1 (96.7 ) 0.0 100.1 97.6 (96.9 ) 0.0 97.6
2 98.8 (98.0 ) 0.0 98.8 102.4 (397.0 ) 0.1 102.5
4  100.3 (96.6 ) 0.0  100.3 99.7 (96.7 )] 0.1 99.8
8 101.1 (96.7 ) 0.0 101.1 101.1 (36.4 Y02 101.3
15 - 101.7 (91.4 ) 0.0  101.7 101.2 (96.4 ...} .3 101.5
z

D OKHRERIC N T B % " ERMAEHEYIREshY
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FREHTELH & IR R SRR R A OB LI 2t 5 5.

#2 BEEEPcol ~MCHIC-940 DA iR B Bk 5
AR A
B# Kep EREE  REEeR K HWRYED LEINE
(Jc-940) (JC-940) ' (CDa)
TR %
0 103.1 (99.8) 0.0 103.1 97.0 (99.8) 0.0 97.0
1 95.8 (99.8) 0.0 95.8 103.4 (98.9) 0.0 103.4
2 91.2 (100.90) 0.0 91,2 102.5 (99.8) 0.0 102.5
4 99.2 (99.8) 0.0 99.2 98.6 (100.8) 0.1 98.7
8 100.8 (100.0) 0.0  100.8 101.8 {100.0) 0.1 101.9
15 96.2  (99.5) 0.0 96. 2 101.6 (99.8 0.3 101.9

D okhERERIINT S % ? HEMAEDEREIhT

FA i A
R 3 ICHEAPIZE TS MCIJC-940 DI ERBE RS F 410
[ -"ClIC-940 O NMABRE R EZR L, MK Tiz, 15 B
DB ST THEA B 49035 AELT-, 2 BEOESREOWLTRICEY,
ThH, HREMEOAERITEE CLS, 15 AMOREFARIBHED
OABRGWNZ T E D o7, [ -MCIIC-940 TRDHBN IS BA Y
i1 FEETHY, FIRIE S, W ARRERRY
WAL, 15 A BB T %55 %L [ -HUC]IC-940 T
3, BB IS RIS T o —H 8 T4 fR A O B e A
MC B2 HENIRD o7 HPLC IR D w2 75 R & E
o7z, HEARRTO JC-940 @ 1 IR F 0T, BaRNTH 222 A (1 B
O R A 12 I ET D8 KBCRBECOEREINE 444 B) LEHESR

7.
£33 HEAPTOL  -“ClJC-940 N4 RS B
SEEEX HEHX
B3 Vit HAEME SBENs A FEFRE BB
(Jc-940 ) © (JC-940 ¥ (COg)
NIPEE %
0 98.6 (96.4 ) 6.0 98.6 101.3  (97.4 } 0.0 101.3
1 103.6 (97.3 ) 0.0 103.6 103.3 (96.6 ) 0.0 103.3
2 98.2 (97.9 ) 0.0 98.2 96.3 (96.6 ) 0.0 96.3
4 103.5 (96.6 0.0 103.5 98.1 (95.4 ) 0.0 98.1
8 97.5 (97.4 )y 0.0 7.5 96.6 (93.4 )} 0.1 96. 7
15  104.8 (96.7 _.1) 0.0  104.8 98.9 (93.1  _.) 0.2 99.1

D KPRRERIC TS % D EREEEYIEELEh Y
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AERHI R S NG RITR SR L AE OB TSI SRS H 5.

#4 mpmEAbhTO] ~MC]JC-910 D5 FRAA B B
HRX B

A Kep R E R ke HERWE> BEINR

(JC-940) (JC-940) V' (€0,)

MIEE %

0 98.7 (99.7) 0.0 98.7 101.3 (99.3) 0.0 101.3
1 95.6 (99.8) 0.0 - 95.6 99.5 (99.6) 0.0 99.5
2 98.5 (99.7) 0.0 98.5 98.3 (99.8) 0.0 98.3
4 102.2 (100.0) 0.0 1062.2 99.3 (100.0) 0.1 99. 4
8 98.0 (100.0) 0.0 98.0 96.4 (100.0) 0.2 96. 6
15 98.7 (100.0) 0.0 98.7 93.0 (99.5) 0.4 93.4

"OkhEERI AT % 2 EREEIREEh T

£&W: JC-M0 ITERERLNICLD AR D LA T, ZOZET JC-940 AR B
B UV — WA RIS & RS b e — LTy, L, AR BTt
FEHERR AT T, KRB ERE 444 B O~ ELI BRI, EEEDWERSY
BRI Sy MRSV, JEATARNE JC-940 OB CO T AN ITRIIQNEE 2
BT,

314



FRBHIH S N HRICR DN RUOAE ORISR &ticd 5.

1 JC-940 DARPFTONZHI T ITHE BB
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ARBHI L S N2 ERICR DA RUAAEOELIIIAHRR S H 5.,

5 TIR0E 2 A E O E (& 5T
AR HoACh— Uk (¥R ISR L &
HEEERAE 1991 &
R (A JC-940 #i 5,
RER 1% REBICII TR 4 Fo H1EE v,
113 BgrT % pH {H,0)
£ | HHEHRDTZERT 4k B i Je bR -tk 5.85
Kb | KBUEREAREN 2 — @ 118 HRHEE 6.50
Hh B RS A R % L 5.16
E i) A R FRRETE S — AR Mk B 118 MEES T 6.60
FRER AR DA A S 2 DR FIRSE % B REAKED 60%272555

R AREINZ TR AR IR 7-(20°C),

T 138 (3g) & JC-940 ORIFIAKIRIRD 1/2 FAREE (60ml) iz A, 8 I

PR LH X7 (20°C), #3804 B (5000rpm. . 30min.) 24Ty FERHE 43 HE

L. AR BE (B4R i B A0 B LBl SR AR 7o,

7o BB HEIE CHN A — N7 750 P — I L0 G B & 4k T,
IREFE RT3, TROHERIZEC TR,

[7u4 v MY v eEDERERN] X : BEE (ne/ml) [{Co~Cw) XY]
X/m = Kd - Cu'™ Cw : AFBOLFEHEBRE (ue/mi)
log{X/m) = (L/n)log Cw + log Kd  Kd : HIE~OTE{HRE
1/n: JERREIOIRE
et 1= Tyt | Coc: TIBAHRESHE
Koe = Kd - 100/Coc Cs : EHEDILPWEHBE (ne/e)
: Y AR KEEE (ml)
()= ] M THEOMHAAKER(g)
R=Cu[Yf + M-m)] +Cs - m' m o R TIEICRE L AR ER (g)
Co * Y m' : EESEEOEIHER (o)
Co : HIABRKBHOMBE (ng-ml™Y)
x: PITFoRIZEEDT,
T | Co Cw Cs 1/n Kd FHREEREL | Coc (%) | Koc' | R(®)
& | 0.636] 0.116] 2.05 | 0.819| 23.99] 0.9972 | 3.26 | 736/ 98.9
KB | 0.636| 0.326] 1.25 | 0.895| 5.64| 0.9987 | 0.92 | 613|96.4
Wit 0.710] 0.157| 2.21 | 0.814| 18.62 0.9999 | 2.20 | 845]98.0
=M 6.732 0.260] 1.91 0.873 9.79 | 0.9997 1.32 742 199.0

Koe™ ;& 4B 350D 1 3800 35 1 e
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FEFHIGH S NAFRITE SN M UONEORRGIAIHER St H 5.

Rt FEE

1. &

ZyMERTO MC OEBE CHEEM OGO 7T a7 7 A Vid, mHETHE~OPE LA
P RENREI AR TE AR, BABORMCEEL O, RO 2L LT
B Tb DD BRI NS o T, W - Feiti L B T, 24 RERC 70~ 90% 25 R £ FE 1Bk
MEh. 7 BREIZIE 0.01~0.12%D A AMKPNIFRE L, 27-AHRRILE (RE8&D 70~
96%) T, RiZITEe 5 BD 3~28%A3 gkt Xi17-, ARy iZid 24 BRI CIRH BE S5 B O 7~8%D
MO AR, P R O E O C BRI 2 BRI CRm &7, 16~17 MR o> i i
HEDLEOMCE R Ui, WEEIME R &R T 21~50%, SHAERET 12~ 16h& TS, 1'C
DL DAL, R Th o7,

FRBHERE L IC-940D ARl LA AINGIES RS TP R | e Dk
BTihal . . @Eﬁiﬂ RO FEER I &

Tl HRITITRED JC-940 K TS ~0D  OFHC
IvAmEND Tz, ZhbHDOMIZ .
JC-940 @ DB LA 3 Fl ( ) ERE L TR ES ;tﬁrb bigHEN,

FEIER JC-940 O H B % 14 H B E RS L2 0[MC]IC~940 OHEME . {4545 . HElt b

DR 7T 2T 7 AL, BREHMEFERO T | [EERSHOEE L KB T,

2. FW
JC-940 DEREMLDFFEBITHEILES, LEZ N LB 0RO AT Mt
UCHIRBEORE I oMU, M EH AR ASHED 90% L E AR EE (BER U I o,
ZRPTIL 2% T Tz, FERAORMHET O EREYIL, RELOD JC-940,
THY, icESE LT .
hﬁttié:m: POKFBEP O FER T, RO JC-940 L T, iz
)38 DEMEMEL L TRIBEN-,

3. g
IHREM T TR 3~4 B & 132 B 2 M0 —RIEERICE > TR RENS, BKEt
TTOERAL 2.5~2.6 ECThotr, K EM F T 231 HRMT56~63%5 MRS,

MM T ORI 52 A Th-7, TERBWIT. IFRELMT i & CO,To
MBS — e TP R S LT ED & A ER,
HERAMT R OSOK R T T, B ELLT 48
DS, MEH T oo EERBMYIL, & CO, KU LIBES G/ T
BHote, ZRHLDOIENL, THEP-Co JC-940 11 PR B
ARSIV, ZIVGH COL ICETHRENDIRIKE F#EC

CETHESNLERMBBALN, A EHR T IR A E IR AL R ToL0L
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ABEHIEH S N FRICHR LA RPN E ORISR 2tic b 5.

EZzbh,

4. MNAS>iE

FIVERIZ MC BRI JC-940 ORI T DF R T 4w 7 AT O ER V28 HREIZ 1%
FZ DKL ARDHNIRD -T2 EME, JC-940 @ pH5.0 736 9.0 OERIZ IS
TGy 3k VA IR L S 7,

5. AKYH4fig
JC-940 (T EHER 2NN I D RO b dote, UL, BEA Clielm4e=i7 o,
KEEGEHF 444 B DD ELT i<, EERBMOMESRYI I, Zhb

DZEMNGIETIRIE, JC-940 DBRETPIZISIT 5 T B/ AR Ao EE 2 b,
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REPHTLIE S NFRICR DN R UAXR ORIk &tIc 5 3,

JC-040 D EV A - LB - KB AR B O 2L
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FEBHIEE S N RICA LN RUATOR LRI AR SHICH B,

YO F L (BRI E ERE
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FEPHIRLE X NI R B R RN E OB LIk atic & 5.,

72 OO EER
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