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1. AEEMN 1 GREAXEFLTRALSY

AR
_
N
1
£d, RAEFARIRE C-1 455 Hik f CO Fe CHOH;
R.i% g H;

RiZ SR SOR;, HF Rit @ H. C-Coln . e TFRATE,
R TFRLE, —FTERACEAFR_CERETAK.

2. R A Z R 1 GRARER KX Tt od,

(1) (-FRAERRK)-A-1-X;

(1i) -FRBARK)-R-1-K-8;

(1i1) (4-TABARR)-R-1-4-F;

(iv) (4-#AFK)-R-1-X-8;

() (A-TAARFRR) -F-1-K- T8,

(vi) (4-RAERR)-R-1-A-80;

(vil) -FARAERRE) -FZ-1-K-58;

(viil) (4-FRARARK)-B-1-K-F5,;

(ix) (4-FABb A L) -R-1-K- 78,

(x) (4-TAEFERK)-F-1-4-FR;

(xi) (4-TARBEAFL) -R-1-A -7 8,

(xii) (-=FARAREACHEARXL) -E-1-X-8;

(xiil) U-—ZERATHRARR)-B-1-£-F;

(xiv) (- BmFRATARARL) -R-1-£ -5,
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(xv) (-2 F R TAARE)-E-1-K-F.

3. #lEBAER 1 HAEHX L STk, TRNTEOE
T FIR:

(a) B o BRFE HEATAMIEABALSARTY. £ 70- 120°
C A 5-10 v Bf, HBAN 14EW,

(b) FBitEX 1 fLoH#T TRE, FFR () @GN 11LeHnit
14 B F At

5B AR 5-15% NaOH &5 9-18 /v af, FEH X 1 1bd,
F£F RAZCO, RiARAAH, RA& S-C-Cilt i,

X 184bY, £+ RACO, R=R,&Z H, F Ry& S-C-Cilui K
S0,C—Co i 2, 5 M EAM B AL 5-12 ) o, 28| 4744, 3£ R & CHOH,
R= R, Z H, HR,ZS-C-CHER S0,C—-CH;

X 1#9ad, P RAZCO, R=R,ZHEHRAEZS-C-Caik, £
BETELENA LR TR A 8-10 ) 6f, F ¥ RAZCO, R=R, £ H,
H R, 2 S0,C—Ce .

4. R A ER 3 HF ik, LGS HRIE 5-15% NaOH ¥ RE
9-18 JviF, fFE|HAX 1144, L F RAC), RFRAAEZH RE
S—-C,-Ce st k.

5. seRABR 4 FE, EFAAERRREBLRR 2-BALK.

6. A ER 485 %, LFRAES-TE.

7. deRFIBR 3 FE, EaIEX 144k, L+ RAECO,
R=R, & H, #= R, & S-C,—C. AR S0, C,-C. ik, HEAMEAMR A 5-12
NEEARE| AT A Y, HF RZ CHOH, Ri=R,Z H, HRZS-C-ChitR
S0,C,—Cott k.

8. JeRANBR THFTE, LFAERAES-FHEXK S0, FA.

9. oA A B K 384 F ik, LOEX 1 #9144, L F REZ CO, Ri=R,
A HERRES C-Cli, ERFATHIRALKLARBTRMA 8-10
JETAR B AT Y, EF RACO, R=R,EZH, ERZS0,C-Cihti.

10. e AR 98 F%k, E AT RAZ SO, FA.
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11, —FMHHEEY, CERFEZR 1R 2 PARGIHARAR
%?P%A%&ﬁ% ETESGEREEN . RBASH . AN, B

AR BEA . SerH, BEA . BRICH RIERFA,

12, e F)| 2R 11 9B bd, Kb, $FETESTHELA
Vi, BMRE. XRE. ZARRKRE. ABKRLE. AX LS.
FFRE, SRARARXTRE., BREXTRE, RRXTH®RE, MAXVT
R, PARTRE, RARXTRE., RAEAXTRE., REAEA
RKPBRHE, R--FVBHE, TRE, RATEHE., A THRE, X8
&, FERE, AERE. AMBERE. THRRE. HERYE. Boiki.
EPRRE., RRHE. DRBRE. LBE, FRBE, DEARYE. A
—RE&, MRE., AL, TRRE. RRE. X =ogH. L.
BEARYE. —EARYE. hARYE. ABRYE. RRBL. A8,
KARE., KRpmrE., 2k, Famet,. F_RE. ARE. R
BRAH. BRI, Ak, RBEA%. 2B, Xamit, X
BB, RARABE., LhrsmL. Vs, XERd. PR
R

13. de R F| 2K 11 ¥hhdpsatdp, EP, HF LTHESHHERR
g LB, HER, LB, MAEFLE, B, EBRH, BB
=45, B Eme; HANAaEEKR, MEMK, TAS4E WK,
RUMB Bt B, Ry, RAMe; BREH L AR, KBRS, BB
4, BER%, ER, ZREH, DEIRIRY, THTEBRM, X
Ee4; BENk g RISERGE, RIS, Bo, BARRCL=B, +
ZRABERA; BRA L AR RACAE; SRRk B AR, B,
RIEEA; HorAia aEF, KB TEs, B%H, £E4, XLa
Ay HIBH L fERIEEE, REIEREHEE, XEas; RNk F
wet, WiEL, Rtas; BEALHH, B, RLuml.

14. e F| 2K 11 95 ed, A TR R/AREHELSIWE
FANERBERS, TRERE, TE%, FHR, SL¥ R,
WREMA, BB ER/, LEER, BERFH, WHERE, LEE,
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FETE, THEREDE, AARNIBHRAS, BHE, FELFT X
e, FREabILFa i ARER X6 R A EALE,

15. de R A1 B R 11 th25eaadh, L, BESWAHRBIRER
X, REEERAANIAA, RERHN, EXBHFITLEDYCESESL
o, TEHGBESF, AEH, Bk, K, L9 68R4K, HBEL
B A, BARSBIF, &R, BA, &FR, BEAHN, BREALAM,
FERARE L A%, HAK, AR, Wik, #SILH, BN, #
K, ARE, BBEEAL, TRMEAL, AR RL.

16. 4o A 2K 11 4HHEASY, LF, PR HA BERH
FHEA0.1 ng £ 1000 mg.

17. de R F| 2R 11 $95dpbdn, £+, B adh KEm A
F%EA 0.5 ng £ 500 mg,

18. e F)-ZR 11 9 sdh, £, PrEMESHAE ZERH
FEEAZ 1 mg £ 100 mg,

19. BRAER 1R 2 HAXREBRRTRAUESWEFNEGHIT N
B, BREHR THAA/ ARG ERERIIEER. ST RRF.
A9 2 WM e R

20. AR A 2K 19 YA, HEFAFRNRMEAERREGEILELS
LM OIBANTRGERNE, FTEL, FTHR, L2HERK, 4£2F
A, WIRE, LLRE, TERE, THAEFENE, LRI R
MR, Ret, FREAFRAE, FEbLfWRE.,

21, e BRABR 19K EA, EPAMEAREREARLT RS HE
RAZR 1R 1 e, AP RETAERRC-14FHLH COA
CHOH, R,=R,Z H, R;& SR; 3 SO.R;, HE ¥ R, & C-Cebt ik, JFHMRE
BRABERRRGEIERTHANE. FELE. BEIXERTH LA
.

22. B AR 19-21 HE—RG A, £ F, FrAdHHA TREF X
A Bud), £54, REROIERGEE, #RAYN, SHBRAY,
LB A&y, RTFH, BN, LRN, 0B, BAH, B,
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Mikey, EME, HRHN, EETETLRARIERNEF, ZAFTHR
Hrif, ARG HEL,

23. AR A B R 19-21F—RAGEA, L4, FFAHHTAEHAK
R i, REAERAAIAAN, RARFIXATEABX: A, 5
AT A O EAMW, TEHGBESRN, RFHN, Fh,
ﬂ%ﬁ%mﬁﬁw KRR FEW B A, BAREF, /A, A, &FFRK,
BEA, BRKEN, BRAKBERR, HAK, #&F, Rk,
MILA, MR, #E, BkE, BEHEAL, EAMERE,
EAGE et

24, Je R A| B R 19-211F—RG A, £F, FTREHaELH
FETHESHE, HRBFETESHERATRE, BRRd. X&

&, —RERE. AFRL. AXeRd. XF8RLE. RIRXTR
. BERETERE., BaRETERE, MAXTRE, AARXTREA.
HARTRE WEEARXTRE, REABEXTHRE, RZ-21-XTR
&, TEE, REATEE., SEATHE., ZRE., FRE. AERE.
aAkBR ., FHiErid. AR E. Boii. g RBRE. BRI,
L, L, FRBE. DRRE. A_BRL. HEEE. A8
i, Tedd., kg, AR _BE, M. LKL, —55
BEih. tpmtEi . AEEERd. AREE., AL, XRRE., KHR
. 2o, wamd, FomL, AME. ARAE. BB,
TARBRE. ABRENL. BBRE. AR E. BRRRE. A XmRE.
LiAEBRE., ThARL, Band. TRGERERCNGRENS.

25. e A B R 19-21E—RGEA, £F, FAHHhaessdhF L
TRZHHERN, L hIE, HER, LI, MAHFEER, B,
AR, R 45, R ALES; HAAR g RERE, MMk, ¥
EgE, R, BLHRBRE, B, XLas; BRUMNLAHR
BE, BRERAS, B4, AME, R, 2REH, BAEREER,
R CEMs, RLEe; AFHLaRIBKRE, BIERES, FE,
BARRC B, +oRARRMA; BAMNGL HRAZAMAE, #H%
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Flik g EAE, A, REAE; HAMLAEH, KHRTE, A%
A, FEMN, RFE4E; HENL A GFHEE, LRBRYHE, i
A REHNLEASHE, BEL, AE8s; 2RHNL M, &
H, RFLab.

26, AR AN ZRK 19-21 EF—FG A, L%, FiAEHHNELE
£ 0.1 mg £1000 mg,

27. e R A|ZR 26 4 A, Hb, FFEANMSHAEELEZ 0.5 ng
£ 500 mg.

28. oA R LT EA, XF, FIEAKAHHNELEAR 1ng £
100 mg,

29. de A B R 19-21 1E—RHER, L, & T/CHARKMHFTE
WA R RRAERTE R RS 0.1-0. 8.

30. AR AIZR 29 A, KF, & T/CHEARRMGAENILEY
T REAFMRTLE RS 0. 3-0. 6,

31. e AR 1921 1E—R B A, ¥, B LEHETs
W IR 2y 3-30%,

32. oA B R 31 EA, ¥, FIANKANETTHRFE
¥ hmey 3. 7-25%,

33.dm AR 1921 E—RG A, £ 3, Bt ad
FE ] B% 44 B R E R 4G 30%,

34. IR AR 33 A, HF, AN LSHERFEEEY
& RE IR 21%,

35. IR A| B R 19-21 12— LA, P, FFEeGLe-HE B
A KB4 30%,

36. fo A ZR 35 A, ¥, FrEQSERE A KRB
% 25%,

37. oA F| R 1921 E—FG A, L, RS HETE
TEX Y 12-45%,

8. e ARAIRRK 3T KWER, ¥, AN HETFTETHE N

7



200380110327. 4 oA B ok PO/

% 16-41%,

39. e R A B K 19-21 F—RAGEA, £ F, FEGLEHRETT
FoF T RABRHBEMNENAHEA 0.05-1. 5 nn’,

40. 3o F|ZRK 39 A, HF, MENHLEHETERTEA
AR ZF ¥ 0.80-1. 38 mm’,

41, B F| 2R 19-21 E—FREG LR, £, FridegasHiestsg
BE ARG AT LA F A T R 2<0. 001,
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HA-FE-BA-FRITENR L4 4

AR AT

AERGRGNFFHAFHR, RETHFOAAREARZATR
Y, CMAHFETEZHERESY, LTUAR TR RSG5
AE SR F AR BN R R R GE A AR B e RAEMR, LHEZ A T8
% 9T MA T BB B R R A A AR

(a) HIG MR EFHRZRELIRES, BFARTRESNE. 7
ER. BHR ChERE, LERZOMEE, aEmaEiEs) A
G, BT HAREH e F R, FTREEREZEFHR, MekRH, £
ZEEROIENYL, RAEERES, WAE, REE, HASH
B, REE BAHRBRR, FREAETETH RS, REFR
RE, BAERRS LIE,;

(b) MM ERAMRIERERBEEE, i TIRE, LR
B, TER, THREREME;

(c) 4RHITELF R #E;

(d) BHRAFARTL DDA ET 7;

(e) TEF & k3 IR IR &~

(£) 74| =& ik 3L;

(g) A EhA, Fldo: JEREE, WAES;

(h) 3B 4R R B EAR B A IR R A8 B B4R R

ALPEFRALPHERT OO EHZERNLES. CN
WMBFEETEZOERBLEDN T A,

FEHK
BBEHAEEAMNFATEABAETRAGTENE, AFEA
FRBAELE, AL AL S0 S FHER, 25 HRESNFELTHR
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BHREKPORE, LT RDENR 17-p -9 B4 b 2 KT KB
BEMNEY 10A T, BRFPATREFLCBIES, BEEHR
SRAFZBRUARNEZLACR T, LEEHHLEEEALE (Post
Menopausal Syndrome) . £ F A5k HFMR Y80 59 EEL, 2k
—ETARZZ N ARAELEEHRE. Xhdkt, 444
BEOREST AL RREAEEGRPEA A LI ITAHE 44 L4
HEXT.

MREHRZREBEHGOBHANRESZHARE T, E¥ L
KPREN -SRI ZNBEREEOERT OHTRER, FE24, F
Mk, ShERE, LARZhEE, hibEhafashii, 448
R EF hed N, MRREREZFER, b iR, 4245
BAE, QIERBLL, WAEEBRERE, WARE, BREE, BHAE
FoRRE, BENAR, HRERET TR RETFTLLT,
BB S L,

FRADREELERBOTRRY, FHRREMEE, FEFIH
MEEFENE I, FLHR, FHELALEGERMTIDRIBNEF
BFRENT. MERT. A, BEHELRBETFNERT. EHRLEHE
BHEI. collies FIr. HETHAUTIHHYRLEHE T RAMIEN
FLEAR. ERZHEEALT, TEFEAHAATTFH ARG A0ty F BIR
(BAK) FlA2, BEXEHBHELEE 33| 6 FRFREERAFTR
FRIE20%E] 60%, FRANE, LARLEEFTRANERAE X
TERBIH—ANERFM, CRABRNEFLEFRENLAR. EB
VEARATINRERFTENE ), LEFRT @ L4 F Bl A/
KBEAGBEHARRET HANESH I K Ovivedi I, Ray S,
1995"Recent developments in the chemotherapy of osteoporosis’
Progress in Drug Research 45,289-338, Editor E Jucker,
Birkhauser Vela; Marshall DH, Horsmann A, Nordin BEC, 1977, "The
prevention and management of post— menopausal

osteoporosis"Acta Obstet Gynecol Scand (Suppl) 65 : 49-56;

10
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Hutchinson TA, Polansky SM, Feinstein AR, 1979, "Postmenopausal
estrogen protect against fractures of hip and distal radius:
A care—control study"Lancet 2: 705-709, &3 & %57 ExT-F CVS
& CNS ARk ma LA MR (Lobo RA, 1990, "Cardiovascular
implication of estrogen replacement therapy" Obstetrics &
Gynaecology 75: 185-245; Mendelson ME, Karas RH, 1994,
"Estrogen and the blood vessel wall" Current opinion in
Cardiology 1994: 619-626; Stampfer MJ, Colditz GA, 1991,
"Estrogen replacement therapy and coronary heart disease: a
quantitative assessment of the epidemiological evidence"
Preventive Medicine 20: 47-63).

NhERREF AN EF LR AR TENIERA,
%2 HF R B AT S BB RACF AR B B AR ) e 0%%&*%
FEaFAE S mth A k. B F A, L2 4T £
o hE kK., ENRPEELE TR RR. T4 %ﬁﬁ%#%
EREMBEEFARAAARK, LEZSBBEINFLERAT LBERT

e 1t kAR R BE, H ARBUT I E R R 8 4 58 ) 9 AR
B RAEREEY, BHETU LA T DL 24K, BHELXFERS
AUEEBEGER. F, MREMNFSIEEBRAENERA — B
A, BstohF@RETLCHEBNER. LAARRTLLEY AL
% B RN, TR B TR Fe B Sh Ak AR AR AL, LRE T LM
BEHRRT R CRT) WL EE Mkl R I ALET RS
LIt K E (Gruber CJ, Tschugguel W, Schneeberger C, Huber JC,
2002, "Production and actions of estrogens" The New England
Journal of Medicine 346: 340-352; Bellino FL, Wise PM, 2003"
Nonhuman primate models of menopause workshop" Biology of
Reproduction 68: 10-18; Lobo RA 1990, “"Cardiovascular
implication of estrogen replacement therapy", Obstetrics and
CGynaecology 75: 18S-24S; Medelson ME, Karas RD 1994, "Estrogen

11
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and the blood vessel wall", Current opinion in Cardiology, 1994
(9): 619-626) ., KA FTHE AT RFHE, MRENX LA T
BHERAHERYARBXHOERTERL RENEL THSHNE
1% (Knnel WH, Hjortland M, McNamara PM, 1976"Menopause and risk
of cardiovascular disease: The Framingham Study", Ann Int Med
§: 5447-5552). mE, RIEMHMIAA, LEBHBHEERNRT ES
108 % m e 1k 49 50% (Stampfer MJ, Colditz GA, 1991,
"Bstrogen replacement therapy and coronary heart disease: a
quantitative assessment of the epidemiological evidence",
Preventive Medicine 20: 47-63).

i 2B AATT 2 TR A 3T AY 2 T M R A AT 2R AR R 69 S5 AR IR
¥, B ETEREAFR. MRRERARFMERRK, FR
BT 4, bbb RAEAEE Y, BEHHBEEZY . R RN
HHLEEQRRFHORRET LS E. LLIBREFRE I N-FE
D-RABB ARG FE, FIE ik DAY BT 4 XL RARAF AT
TMAMAEAEER, TERES LR, LAKRLEEERH%E
—ERBREEW A T I ERGL R EAKB: TR, AFRTE, &
Wi, HEEMN, HARRERANTEFRE, —&RTRTOKE
A9, BREHEHEEERZ AR TEARE MG RRE
2% KA % (Gruber CJ, Tschugguel W, Schneeberger C, Huber
JC, 2002"Production and actions of estrogens", The New England
Journal of Medicine 346 : 340-352; Dhandapani KM, Brann DV,
2002, "Protective effects of estrogen and Selective Estrogen
Receptor Modulators in the brain"Biology of Reproduction 67:
1379-1385), EAXN £ P HEHARLLEIER, LEFNBEIZHK
FHMEEL 5Lt 4 448 X Kampen DL, Sherwin BB,
1994"Estrogen use and verbal memory in healthy postmenopausal
women", Obstetrics & Gynaecology 83: 979-983; Ohkura T, Isse
K, Akazawa K, Hamanioto M, VYoshimasa Y, Hagino N,

12
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1995, "Long-term estrogen replacement therapy in female
patients with dementia of the Alzheimer Type: 7 Case reports”,
Dementia 6: 99-107) . MmE, FARMLUEE HEKEMINBRIER
T, TS ARERERITI. BE, EARTARFEAGKELRN,
MHELAT LI EERELETRRERE L 55 R0 AR
(Paganini-Hill A, Henderson VW, 1994, "Estrogen deficiency and
risk of Alzheimer’s disease in women", Am J Epidemiol 100:
256-261; Ohkura T, Isse K, Akazawa X, Hamamoto M, Yoshimasa Y,
Hagino N, 1995, "Long-term estrogen replacement therapy in
female patients with dementia of the Alzheimer Type: 7 case
reports", Dementia 6: 99-107), REHAFREMH TR AL
B R ALEE, T AR MMM A AT A& (Goldman H, Skelley Eb,
Sandman CA, Kastin AJ, Murphy S, 1976, "Hormones and regional
brain blood flow", Pharnacik Biochem Rev 5 (suppl 1) : 165-169;
Ohkura T, Teshima Y, Isse K, Mastuda H, Inoue T, Sakai Y, Iwasaki
N, Yaoi Y, 1995, "Estrogen increases cerebral and cerebellar
blood flows in postmenopausal women", Menopause: J North Am
Menopause Soc 2: 13-18) FivLZ T émhe7E M (Singh M, Meyer EM,
Simpkins JW, 1995, "The effect of ovariectomy and estradiol
replacement on brain-derived neurotrophic factor messenger
ribonucleic acid expression in cortical and hippocampal brain
regions of female Sprague-Dawley rats", Endocrinology 136:
4120-4124; McMillan PJ, Singer CA, Dorsa DM, 1996, "The effects
of ovariectomy and estrogen replacement on trkA and choline
acetyltransferase mRNA expression in the basal forebrain of the
adult female Sprague-Dawley rat", Neurosci 16: 1860-1865) &
HEMAR.
BRBERERRAS G EFLNAMARFLRGA LA RFL
TELR, MREFA NN EFPFENRALRE TE ARG LR

13
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RAFHABA L, KREFAQAREAAZRY T FEABAESH
R, 2REZAREEFOTEELAYRNFRER, ZERLZE
HEEHNRI., RTMEESTETARAGRBMER, EFXTK
HMERERRFRILIRBENGEARZE M ARG REHEE ZH SR
(Bergkvist L, Adami HO, Persson I, Hoover R, Schairer C, 1989,
"The risk of breast cancer after estrogen and
estrogen—-progestin replacement", N Eng J Med, 321: 293-297;
Coiditz GA, Hankinson SE, Hunter DJ, Willett WX, Manson JE,
Stampfer MJ, Hennekens C, Rosner B, Speizer FE, 1995, "The use
of estrogens and progestins and the risk of breast cancer in
postmenopausal women", N Eng T Med 332: 1593). @m.E, #MH#HE
BEREALCHIER, SNTERSAIAR, ERABERTHL
B Aa B,V & WA
ABEZINTALEZEFALA BT RR (AN BERAY
20%) ., AREE—BEAFLATEAARBAIN., ZENHD.
Ko &% (Nolvadex') B —AFia# MMM E ZMRAEA SERM), £
B AT S A T s M E ZARFE M (BRve) SLARR 4 B4 B 30
LM A EBRAERETR, REFFOW BT RNLAE D
AKX, B2, UTRESHRCEFBRESAER, RT LA
Sk, BAEETEFMRAXTHEETENRE. REMaiel Rd
FAAE. B4, CebESFASENNLELEN TR T RET DNA
B A R, Bf, AEEALA TERILRENE
Z-/4~%5 SERM (Baum M, 0dling-Smee W, Houghton J, Riley D, Taylor
H, 1994, "Endometrial cancer during tamoxifen treatment”,
Lancet 343: 1291; Clemons M, Danson S, Howell A, 2002, "Tamoxifen
(‘Nolvadex’) : Antitumour treatment. A review", Cancer
Treatment Reviews 28: 165-180; Huggins, C, Yang NC,
1962, "Induction and extinction of mammary cancer", Science 137:
257-262; Williams GM, Latropoulos, M, Djordjevic MV,

14
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Kaltenberg OP, 1993, "The triphenyl ethylene drug tamoxifen is
a strong liver carcinogen in the rat", Carcinogenesis 10:
315-317; Meier CR, Jick H, 1998, '"Tamoxifen and risk of
idiopathic venous thromboembolism", Br J Clin Pharmacol 45:
608-612),

ERZBANGY T ANENRR TR E BT T 645
YER, HiAARBEARBINEIEE, FEOEZRATFE A B %
FEER . AEHH AN R ER AR RRRERRER), 25
BHEFIATAFRLECAYDNET AN FTEZ—, UAUHL L2
BT, HIORG RN R ERRF (LRSS
MR R ARRIEA (SERM), & TEMNHARBFRAER) , 2FBAEA.
HRZBTTCMHTERFEAGER, 74 F & A TS 04 0% 5
BIFNEZE, HRYaBEROEATAT, A2 40K Singh M,
2001, "Centchroman, a selective estrogen receptor modulator,
as contraceptive and in the management of hormone related
clinical disorders", Medicinal Research Reviews 21: 302-347;
Nityanand S, Chandravati, Singh L, Srivastava JS, Kamboj VP,
1988, "Clinical evaluation of centchroman : A new oral
contraceptive", In: Hormone Antagonists for Fertility
Regulation, BEds Puri CP, Van Look PFA, Indian Society for the
Study of Reproduction and Fertility, Bombay, India, 241-410;
Puri V, Kamboj VP, Chandra H, Ray S, Kole PL, Dhawan BN, Anand
N, 1988, "Results of multicentric trial of centchroman", In:
Pharmacology for Health in Asia, Eds Dhawan BN, Agarwal KK,
Arora RB, Parmar SS, Allied Publishers, New Delhi, 441-447;
Nityanand S, Kamboj VP, Chandravati, Das K, Gupta K, Rohtagi
P, Baveja R, Jina R, Mitra R, Sharma U, 1994, "Contraceptive
efficacy and safety of centchroman with biweekly—cum-weekly

schedule"”, In : Current Concepts in Fertility Regulation and
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Reproduction, Eds Puri CP, Van Look PFA, Wiley Eastern Ltd. ,
New Delhi, 61-68; Nityanand S, Gupta RC, Kamboj VP, Srivastava
PK, Berry M, 1995, "Centchroman : Current Status as a
contraceptive", Indian Progress in Family Welfare 10: 26-31;
Nityanand S, Anand N, 1996, "Centchroman : A nonsteroidal
antifertility agent", FOGSI FOCUS, March issue: 8-10),

BB AR T, EA4H4 SERME L2 R A FELA B8
d-H 5 H9P (Roy SN, Kumari GL, Modoiya K, Prakash V, Ray S,
1976, "Induction of ovulation in human with centchroman, a
preliminary report", Fertility and Sterility 41: 1108-1110)
VA B 374 7 & k3L (Goodman and Gilman, The Pharmacological Basis
of Therapeutics (Seventh Edition) Macmillan Publishing Company,
1985, pages 1321-1041), ,

MA@ T T A S, EAEMA S EFEBLRG R R T
B, WhE ARG TIRNEAGYE BER. T ERLBREA R
ARG SR ENT AL, ARAESRL—F “o0BERT",
AR BEEYREMBEEBRRTEFRANEFNKE. AL, AR
MR EN S S IRAGREARRUNARER, 2ETETAAXK
BT AR R E A RNE SRR RRERFA . Bk, AKX
BIIRAL T AT A . R F ETEZ G EAESY R XA
ST Kb 7T T RERRE T &

(a) BHDIHHBERERZREREARS, BARAFTRAENE. F
2%, FHA. CHTRE, LARGOIEE, bREFOTEN AR
%, BT BRGREF 4P R, TREEREESER, MeEkhR, %4
BRI, QEABLE, ARAEBERE, WAE, REE, WAL
PR% A, REABE; DREARTEE RS, LT RK
RS A,

(b) MM RS R E R B R E, Flde: AFIMRAE, FLAR
%, TERE, THAENFEME,

16
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(c) 4R IFELH K48,

@) BHRAFALFREADYHELET N,

(e) TR 4K T ik =

(F) 74| =& ut3;

(8) AEAER, ¥ldo: JOREE, WAES,;

(h) A AR B ERM MR R m A0 B B 45K

ALPHET M X 1 AT —ENOAARARRATRITAE
Y, RERNAYTHAGRAGERROY, FELLHTETANE
B/ AT Y, LERAXNSIFAARTBALA ., XERRA
QMR ERSZ, FRENE, FFL, THX, SLEHRER,
AAZETHRE, 22 0FI, AEAR, BAK, WIRE, LK
B, FTEE, THRAEME, AAEIRIMEAS, RHE, TR
BB RN RF, TR A G ARE.

KB
AEPHIEZANARB—LEAEMX L HIHAAREARAL
AT AEY ., AEBFLTESZHERAGF ETHEZHESY

l// /

1
#d, RikH CO, CH,, CHOR,, ¥ Rk A H, COR;, £ Riit#
Co-Colnth, RBERKM C-CA, AT R H O C-Ch
A, C-CGREAL, (-CRELAEL, £+ R&g H, O C-Ck

;jj:i, C1_C5 E}Dﬁf—&a Cm“cafftigﬁ%, —ﬁ'—“{’ R;;%EXK&‘J%EE, g’]'ﬁ"
SR, 3 SORs, H# Reik f H, C. - Cott ik, BARAF| ot B R A TE,

17
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RIZTFRLAE, —FTERATHE, —CEAEATHE, FHAEAFHL, &
R 2 CO K CHOH, C,-C3Ra, C-CAIFERA, AP aTmaisitf
et A, veRwR AR, sRm R, oRelb R, ek, wbe it A, wbed
wRAL, REEA, KRR, AR (pyrrol) , 2H-wbeE A, =, ek
i, bR, EueAk, REA, LK, AARGHRR, SRR,
Fr&ed K (isozazolyl) , "Bed i, "B e B wE — ek A wRed H g4
AR, FAE®RAM 1-3 MRkt f FTEAIRAEARN: H, 0, B &,
R, ®AA SH, SOR,, A+ Rt H H, RE, NHR,, NQRy),, AP
Ride By PRASL, A& AZNA Cl, Br, F= I,

ARG —ANBHTREE—EEFEHX 1 9 HREARXL
EAETRITAD A F k.

AREPHAF—NEBOFTER—REEFEMX 1 AFHAREREEAL
IRAT A GG A,

ALPHF—ANB T RN 1 QIAT LY LT RE7T L&
ZRERGERFHER, MEHBEEHRZ REROEFLFIYY
MR R Z REERS, BARFTRERE. FEL. FHER. Vo
S Y ﬁﬁ%%iﬁlﬁafo

KA MR
AEXPRMT —REFEMHN 1 HFHAAREARATRTA
M. REFHFETHSHERGF L THESGELY

N

R]”—l’
N

f£4, Rk g CO, CH,, CHOR,, £+ Rit g H, COR,, £+ Rt g

18
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C.-CotA, REERKY C-CA, £FRiLFH OH C-C
A, C-CREE, C-CORAAKAL, LF R A H OH C-Ck
A, C-Coak, C-CoRmarZEA, £+ R ZBRKMGIAA, 4
SRs 2 SORe, £ Reit B H, C, -Gk, BRARE G dorbi A T &,
R TFTRTE, —FEARACTE, —CEARATHE, HRHRAFTH, B
RAZ COX CHOH, C-CiE3RiE A, C-CRaFBA, LvLxnaisry
LRSI AR, ROk AR, oReR A, sRedgm A, wbed R, abeldR A, e
Ak, JRIEH, UREA, bR R, QM- AR, = e R, bt i, bk
A, #orA, Rk, Dok, ARG, FoEek A, Bl
Rk, TR oed K, E ek, Red R AR, HATih AR 1-3 AN
Z ik ) TRABRNARLARAK: H, 0H, §&, AL, x4 SH, SO.R,,
EFRizAH RNE, NIR,, NR),, EF R L @A, HEHE
2 XA Cl, Br, # I,

A, REOPAERET —Fehdhiastym, La4L R Eumy
EFRBEAXR_HFLEHEAARENX | AW REHFETHESLY
BA—FFREMGF ETEIHEARBHF . ALPLERET 44
N 1 ey # 5 k.

N1 T EDTAR TR RE TR FHLZ R EEGER,
CIFEIH MR F R ZRERARS, HARFTRAARE. TFL.
FHR ShERE, LLRZH0EE,

B B 5, 28
B 1. @i DMBA-£ S M K RILBITEHIRN/ER, N BE
P

£ i

RATRBT —RX | 90 RERABRETRATAY . KLY
$ETHESHELBE LTHEZNASY, ERETX | HiTANE
A A | B D L FRASRR GO R, MRS

19
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IR BEMBEERL, FRENE, TEL, THA, LS R,
ﬁ%ﬁﬁ%,%%%&%,iﬂﬁ%,%&%,ﬁﬂ%%,%ﬁ%,
%@% THREME, ARRIBRBAE, oM, FTLET R
g e, FEukIAIpARE.
Bob, AERAN I RRAEFTESTREA MR | HFEGRALARL
AA TR LY

N

1
F+, Rit f CO, CH, CHOR; R,it & H, CORy; Riit§ C - CifE
A, REOEFRARY C-CoA; R#A H OH C-Cri, C-CL5
A, C-CRERAEA; RRBAH OH C-ClEA, C-CRAL,
= CoO AR, R ABRA AL, 6130 SRR SOR,, £F Rt g H,
Gk, RARAF AR A TR, RREFACE, ZFAE
ATHR, —CAAATHE, HFAEAFH, B R RZ CO R CHOH, C,-C,
Ak, CG-C RIFBWA, LP LML HRBBL, dkoht,
e AR, SRR, bk, ke, shedok, Uk A R A,
oA, H-wh AR, =k, aknR A, kA, i, wkd g
A, ARG, R A, BB, wEekf, R oeb g R o
A, e RO AR, HER AR 1-3 MR ik f TR 9 B B
AR U, OH, &, A, #&E A= SH, SOR; R.i2 A H, HE, NHR,
NR)» £ Rideb@mArel, AR KELXH CL, Br, 1,
AEPNFH—ANREFRFT RO R ZERLRTY C-1 455,
ARPM R —NERFTRTRA R BERLTRG C-L42E,
AEPHH—NERFRTBRTARAARARLTRSTAY, &

20
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¥

(i) U-FrRARK)- (B-1-5) -8,

(i) (4-FAABARE) -F-1-KA-8;

(111) (4-TAB RN - -1-A -,

(iv) G-FRERK)-H-1-K-F8;

(v) (4-THEARER) -R-1--F B,

(vi) (4-FaBA R -A-1-A-F 8,

(vii) (4-TAEBRARK) -H-1-A-TF 8

(viii) 1-%kFA-2-[U-FHRARL) -R-1-R)-FALI T

(ix) (A-FrLRE) - (R-1-A-F 888,

(x) U-FAREAFRL -1-RATEARARERE,;

(xi) (4-FAEBLARE) -H-2-25-8;

(xii) (A-FARBLARL) -R-2-3-FE,

(xiii) A-AARRA) -F-1-2-F;

(xiv) (4-THARARRE) -H-1-K-8;

(xv) (A-RERARRL) -FA-1-K-B;

(xvi) (4-FAEBARERL) -FA-1-4-F;

(xvii) (U-—FHAAR ALK -F-1-A-F;

(xviii) (4-— TR REATERA-FR) -F-1-K-F;

(xix) (4-vbod 2 LA K) R -1-3-10;

(xx) (4-9keF A CARR-RA) -H-1-A-R.

AERHF—ANEAFTEFTEAEHER | HAEARLRZLETRAL
AT E, TRRFROETEATR:

(a) ¥ aXpEFE 5 thioanisol &K thiphenol £ % BB+ .
£ 70— 120° C oA 5-10 voF, HaX 1444,

21
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AR
|
\T"Rz
S
R]_r\ %
AV
1

s, Ri&H CO, CH, CHOR:; R.i& & H, COR;; R:it § C - Cok
A, XREBRMKHY C-CHA; Ritf H OH, C-ClAE, C-CiH
a4, C-CEALAZA; R A H OH, C-Ciik, C-CHREAL,
C- Co B AR, R ARKHIA, 40 SR K SOR,, EF Rk g H,
C.-Comih, RARAFI B RATE, RETFATE, ZFEK
ACHR, Z—TARATHE, HHRATFEA, B R A CO & CHOH, C-C;
FwA, C-C &Ik, EFPRFOELRERA, kokik,
shed 2k, ke Ak, wbed A, mbedOR A, mbebolkR, R, REBEE,
mheg A, 2H-sbeg R, =Zoed R, whewk, R, A, BBk, 5
A, ARG, SRk, FrBeb ik, wRed , Rk, Ko
e, eRek R A H, BT -3 AR E g TRARALAR
AR H, OH, ®&F, Ak, #4&# SH, SOR; R,iL A H, ®E, NHR,,
NRy),, HEF R4 b@mAEX, LHRELLXHCL, Br, ## 1, #=

(b) Btz X 1AW E R RITED AWM B, & F 5K (a)
MR 1R ECITEY.

AZRA S —ANERFEGE, EFTRO) AKX 1A HELAE
BMETEORESA 28T, 2-3AKEA 5-15% NaOl & B 9-18
NNIFRE), EFRAC), RAFRAENL RES-BEAFINETE,

AEPHH—ANERFESTAX1TEY, EFHREGTE O)
HirAmAds o-RARABRFFE], LT RAC, RiFREZH, R,
2 o-BEABE LM, BANZ_FHA TR, wER, RE,

AL A —ANERFTRPA, ERFTEX LT LE2%, L+ R
2 CO, R R 2 H, RiAZ Sk SO i T, 5 AMLIMR L 5-12

22
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DB, AFEMTAY, HF RAZ CO X CHOH, R= R, 2 H, E R;Z S8
A S0 B EARE T A

AR B —NFERTRIE, ERFETHX 1 44744, L+ R
A& CO K CHOH, R R, 2 H, ARZS-BAMKLTFTL, HSiLBMEE
BEER 7 R AL 8-10 B, #3|X 1 #7444, £+ R £ C0 &K CHOH, R,=R,
ZH, EHRZS0MEEMLLETA.

AAPUH—/NERFRTE, 12X 1 8945749, £+ R £ CHOH,
RiAe R 2 H, ERAES-HKARAETR, EEMAETFRTREFER
24=30 By, FEIX 1 47E4, HEF R A CHOCOCHNCH,, R= R, &2 H,
H R A2 S A A2 F A

AR A —NERFEFR, X1 6495744%, £+ R Z CHOH,
Rfe R ZH, ERAES-HARAFTR, SHBREETHEYRE, #
EHLR, HEF RAZCHOCOCH, R=R,AZH, RAZS-HAKAZFA,

AEAWF—AN KT R REYBEMESE T Ao/ RS 4
MARANKERRGEAETHER, FTANAREAEEBREESS
FREME, FER, THER, ShEH, HEEHAE, L2505
w, RERRA, BERRA, WIKRE, LRE, TT&E, TTHAE
Mg, RMRRIFRAFT, R, TELTIASEE, FELLFiv
ARIEAT K, FTEESYELRAARNENEFEMX 1 BF 05
AXRERATRITAY,

e R,
|
N TR,
X
Rl———' NYTOR
N
1

H, Ri&fH CO, CH,, CHOR;; R, H H, COR:; Rsit g C - Cok
_;;tg’ 5@@%&4&% C1~C6J¢fﬂ;§§; Rl]ié] i, 0H7 C1—Ce%}£, Cl"'cefjét:
i%, CI_Cé%igéﬁé%; R21‘ia H7 OHy C1—C6%Z¥\; Cl—céﬁ}%igv

23
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Ci- ComtARAIA, R ABAKMHFAL, ¥4 SR K SOR, £ Rt g H,
Ci-Cott i, RARAG B RETHE, RTTFATLE, Z—FEA
AURE, —CARATHK, HAHAAFA, B R AZ CO K CHOH, C-C,
A, CG-C RIFKREA, T RFOELgaSink, shgokik,
sedt 2, mRed b, whed R, mbed R, wbedaRRL, YRR, YREAR,
mbeg N, 2H-ske& Ak, =e A, wbiR A, bRk, ek, adEd,
A, ARG, ek, Frleb i, vBeb A, R R, R o
A, el KR H, EEd Ak 1-3 ANt § F R 6 IRAE IR
K: H, OH, B&, A&, §44 SH, SO.R; R/t g H, ®&, NHR,,
NR)., EF R LHAEXL, BHHELXA CL, Br, &1,

AERAF —ANFEHRITRTE, ERFTHEX1G9TEY, L+ R
A& CHOH, RAF R ZH HARES-HRAKAZTE, S5ACEBAETALL
A T R 0.5 EFE 3R, S pHM 8 EA 38F, K, R =
CHOCOCH,C1, R, = H, R, = H, R, = SMe.

AL R —ANERFRTEISTEY, £F, FFEANTEYHAT
G REF Y FHNRANZER GG, TR RAEAIESRK
Rz, FRERE, FEL, FHEAR, ShE€R, WEELHER,
“2EER, EEBER, BRRA, WIKRE, ILRE, TTE, ¥
Bttt Bk, RRARXIBRAT, BN, FELAFTXAE, FE
wh 3L IPARIER £,

AL H—ANEhRFRERGEATEY, EF, ATRNITESDT A
VEABGEAHERF ETHEZNE AT RNHEF ETEHHEA.
BAF . BUAR . BER . #eRA. EER . B RIERF] —AL A
TRFXEA: 2ut), 2546, REAREHAHE, FHRAH,
HERA M, LAY, XTe, BEANG, AR, vk, #
M, BN, M, LMY, ERGRETEENGENFTN, £
IR E BB ARF AT, RRFHAME, BHMERFemiid,

AZRHH—NERFETRITEY, EF, FROEHELY
MATAYTELRBRRERE, RFEEERA IR, RF B A

24
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TRY R EH, SAMEITENG S LAY, TIiEMHMESF,
AEF, B, %Xm¢ﬂ%ﬁ% FERE LI A, BB A, &FH,
B, BIEFR, BEMN, BRAEN, BRABREZEARL, HAIK,
AR, P, ILA, ARIH, Mk, ARE, EBHEALK,
HERBMERG, EOMERAGEHERLERARE L ESEHEAK
AR HELSY.

ARPUF—NERFRGEABGF ETHEZLNE, LF, FFAH
B PG FERE, BRE. RERLE. ZARBRYE. A
WER . R, RPME. AARRXTRE, BRXTERE., 7
REFERE, MARTRE, AARXTRE. RAXTRE., RAL
RFBE, WEABARTRE, A-2-XFRmE., THE, XEATHR
k. BATEGE., XEE. FRL. RAERE. ARERE. T,
FrARER . EoBtdh. k. REME. DARYE. LERHE. F
ZEa, Lk, AoBRE, Eak. FEARE. TR, BRERE.
stE B, ARt BLAAEE. AR L. BEERE. £5R
i, AL, REE. XARE, Kped. RoBmE. BB,
Fomd, RBE. REBRAN. BRBRYE. DARYE, AEBRAHL. &
B, Ramd. EXEBRE. AXBRYE. LhmBRE. TRER
$. BEmd. YTERERLEFCNGREY.

AEPH D —NEAFTEFTRTENGEF ETELANHER
A, R BE ETEHHEN L ERGIE, HEE, dué
BL, M e, BAE, HERHN, BB, XA RMERY
fEATHE RS, RESEEA; ANk hEBORFER, Fiid
BR, FAS%E, ik, RUHRERMA, EHREHEMERN
IEFT R RS, BEAEHEA, RN L g LR FRE, KRS,
BER AN, AEERE, BB, Z2ARH, LAEAREREY, primogel R
A KA AT R A, RE A A EA TRF A ik  F IR0 AR
B4l RERGBAAS 3, steorotes, BB, EARRCZE, + AR
MR EA R IET T AR, BAR R A BB RAZ AL

25
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REK EMBRAETEE RS, RLEGEHEL; AN L A # 3
B ERE, BREAEA E MR GETEC RS, REESEHES,;
Frer Ak ) EIRNER, KB TE, BAF, FEHN, ETELE
e P EBEZASRF, RESENLELS; BIER Iiél$5ﬁéf’ LB%,
ARG BRI BE RAFAT L E 3 F LT B L 6 HeR A, AL A 6h 404
ﬁ&ﬂﬁaﬁﬂ%%%i JE L RAETEEHZE ETELAHR

, BEAEWEA; AR R H B, HEIRETLECHFL
T&x%%%% HALAE A,

ARPHF —NERFETREFBRAERNGORNENTES, £
W, RGFAERGEHFNEELELL 0.1 ng £ 1000 ng.

AERH R —NERFTETRAZERNGHANTHITEY,
TR ATA YN BT ECELZL 0.5 ng £ 500 mg.

AERHE—NEAFTRETRAKERN GHF ENTLES, &
TR AENAEHF ETLELAL 1 ng £ 100 mg.

ALKPHRE—ANEHRFTESTRARARNGHHNEAITES, £
FHR AR EHITEYRERAK. B2 AR, BEREIFR LK
WAEBEER IREBVUESWH ST ERA,

ALPHA—NEHRFTETEITEY, LTd T/CHEARRNAE
W AT A MR T R (BRI F ML E A 0.1-0.8.

AEPH D —ANEHRFTETRITAY, FTo T/CERRGTE
AT M B FRE R B (RB R F T E 4 0.3-0. 6,

AEA R — AR TEGRATESELSY, EYEANITLEY
Kk 5 4 SR 55 B (BMD) 3 An 2 3-30%.

AERPH R —NEHRFRGRATEY, L FIFAGITEDRER
& % % B (BMD) 3& hm#h 3. 71-25%.

AR B —ARHRTESRITAY, LTAENTEDRRD
7 Ao B B 6 KRB B 30%.

AR B —ANEhRFTESRITAY, ETARGTLY R D
vE R [ B 4 ¥ IR B K29 210,

26
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AEPHFH—NEHRFEGEITAEY, PR GITA Y e42
FBERE D 2 30%,

AR F—NERFTRIGBRITAY, B PR GIT A48 R
7B A KB 4 25%,

ARPHFH —NREFTRGRITEY, EFFRAGITEDEET
TEFW Y 12-45%.

ARP B —NEHRFTRGBEATAY, LFARGIHTEY T
TEEE I 16-41 %,

AEPOFH—NEHRFTRETRITEY, LV EAITAY 3T
EHEMNE (BT ThFETRNE) MY 0. 05-1. 5 on'.

AP —NRETRGEEY, EFHRRHITED 1T
THAMNE BPFTARFT AR MY 0.80-1. 38 mn’,

AERNTD —ANERFETBATAEY, b PR 4474 4 8848 2t
SR F ARG AR 454 A 71 (RBA) B1&.#45<0. 001,

TEERAEGIERT ALY, £F TEH LA THRELLR,
AR TR AL AT .

£ #5145

LA 1

(4-FAARE)-(A-1-£)-8(1: R =C0, R=H, R, = H, R, =
SMe)

F80° CARBE, # 1-AFB (10g, 58 08 mmol). thioanisol
(8.19 ml, 69.7 mmol)F= % BEBR (100 g) 49 RAMAH 12 o+, 5
BL R EINKK T, FALBRTERER, AKEAENE, 21
KRBT RARYE, 1385, BEMNTERYLES, £ REE20440L
4 .

FED L5 g (71.15%), &5 65° C.

IR (KBr, cm™) : 1647 (C=0), 1506, 1550, 1585 (ArH), 650, 1025
(C-S).
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'H NMR (CDC1s) : 2.5 (s, 3H, MeS), 7.41-7.25 (dd, 2H, ArH),
7.41 (dd, 2H, ArH), 7.47-8.01 (m, 7H, naphth).

S (CoHi0S), +HEA4E: C, 77.69% H, 5.03%, SLAME: C,
78.10% H, 4.99%, J/&: m/z418.

%k EH 2

(4-F B AR AE)-A-1-24-8 (1: R =C0, R=H, R=H, R, =
SO.Me) :

B U-FRAERRE)-A-1-£-8 (1 g, 3.59 mmol). THEILE (41
ml, 743.6 mmol) ZEEER (5 ml) P& RASMBLEE 10 BT, R AL RA
HEINKY, FRACRUBEIR, ARKEEAIE, 2AKABMT
BeA R, 135, BEMNTE PR,

FE 0.7 g (62.77%), HE.E: 1500 C,

IR (KBr, cm™) : 678, 1109, 1416 (&), 1508, 1583, (ArH), 1664
(C=0).

'H NMR (CDC1,) : 3.06 (s, 3H, MeSO0,), 7.2 (dd, 2H, ArH), 7.4
(dd, 2H, ArH), 7.5-8.1 (m, 7H, naphth).

AT (CuHu0.S), +HFE: C, 69.68% H, 4.52% XLW4E: C,
69.69% H, 4.57% R&: m/z 310.

kA 3

(4-FERERL)-A-1-4-98 (1: R = CHOH, R=H, R, = H, R
= SMe):

¥ (4-FRARL)-A-1-£-5 (10 g, 35.9 mmol) X% FE:
(100 ml) F, RELBIANZME (4.5 g, 118.9 mmol), FFHtHF
BELBAM 6 BT, KRG, Righ TEL, A LB OB ERRELRAY.
FRGEEANEZRY, 2RKRBATRARE, 38, 2LM
R-TIRF &, EREZHILEDY.

&R 9.0 g (89.36 %), #&5: 80° C.
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IR (KBr, cm) : 2941 (CH), 1560, 1595, 1600 (ArH), 669, 1062,
1180 (C-S), 3400 (OH).

'H NMR (CDC1,) : 2.45 (s, 3H, MeS), 2.5 (s, 1H, OH), 7.18-7.22
(dd, 2H, ArH), 7.30-7.34 (dd, 2H, ArH), 7.41-7.98 (m, T7H,
naphth), 6.5 (s, 1H, CH), 3.8 (s, 1H, OH).

oHr: (CuHi0S), +FFE4E: C, 77.10%; H, 5.71%, XLR|A4E: C,
77.19%; H, 5.75%. /AZ: m/z 280.

A 4

(4-FrEBr X A)-A-1-X-¥8 (1: R = CHOH, R=H, R, = H,
R, = SO,Me) :

B 4-FRAXRL)-AR-1-£-F8 (1 g 3.57 mmol) TRIE
(20 m1, 646.67 mmol) EBEEL (5 ml) ¥ &9 RAMILEE 15 BT, REXK
M EH, HLBRUBERRARAY. AREEFIE, ZAKRK
BT HRARE, F20w, EAR-TRFTLER, ERTEHLEY.

& 0.6 g (53.85%), L 160° C,

IR (KBr, cm™) : 1109 (MeSO,), 2941 (CH), 1081, 1510, 1598,
(ArH), 673, 1109, 1311 (#R), 3475 (OH).

'I NMR(CDCLy) : 3.01 (s, 3H, MeS0,, 3.5 (s, 1H, OH), 7.25
(dd, 2H, ArH), 7.35 (dd, 2H, ArH), 7.45-8.05 (m, 7H, naphth),
6.47 (s, 1H, CH).

A (Culi0,8), A4 C, 69.41% H, 5.13% SLAME: C,
69.41%; H, 5.11%, H=E: m/z 312.

LA S

1-vkeg FRE-2-[-FAREARL - FE-1-H)-F&AI Tk (1: R
= CHOCH,CH,NC;H,y, Ri= H, R=H, R, = SMe):

B &4 (0.09 g, 3.75 mmol) EF XK (Isml) FHOEF &P, v
NU-FRERL-A-1-X-F8 (0.3 g, 1.07 mmol), HFREHE
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10 4, REMAN-[2-RCRK] ke &8 (0. 4g, 2.17 mmol).
W BT RA R 24 A EE, B OB T fe R RS, A CER LB FIRIRKGE
Y. FRGEEANERY, 2LKRBMATRMRE, FEH, £
B R-TmEA mBF a Rise b, BB E AL, ARE
ZH Y.

F& o 0.11 g (26.26%).

IR (%449, cm’) : 1078, 1510, 1593, 1602 (ArH), 667, 1095
(C-S), 1217 (C-0), 2934 (CH), 3418 (&&).

'‘H NMR (CDC1,) : 7.41-7.26 (dd, 2H, ArH), 7.28-7.30 (dd, 2H,
ArH), 7.41-7.50 (m, 4H, naphth), 7.52-7.53 (dd, 1H, naphth),
7.83-7.85 (dd, 1H, naphth), 7.86-7.87 (dd, 1H, naphth), 6.02
(s, 1H, CH), 2.4 (s, 3H, MeS).

AT (CisH,,0SN) 3+ E4E: C, 76.73% H, 7.42% SLR4E: C,
76.01%; H, 7.49%, /R=¥: m/z 411.

&) 6

(4-FRARA) - (R-1-A-FEE 8 E (1. R = CHOCOCH;, Ri=H,
R, = H, R; = SMe):

¥ -FRARK) -R-1-4A-F8 (0.15g, 0.54 mmol) A= B5 BR AT
(1 ml, 10.6 mmol) #4BABEIANT kg (nml) ¥, ERERESH#H
Fitk, BIAKSHGKRE, FFH OB OBEER, AREREEANER
Yy, % RRBATHRARE, EREZHERTH.

& 0.111 g (64.35%).

IR (544, cm?) : 1033, 1096, 1598, 1596 (ArH), 667, 1020,
1091 (C-S), 2925 (CH), 1737 (&%).

'I NMR(CDC1,) : 7.1-7.95 (m, 11H, ArH), 2.17 (s, 3H, CH),
2.43 (s, 3H, MeS), 6.21 (s, 1H, CH).

SAF (CoHig0,S), HEA4E: C, 74.53%; H, 5.59% SLAE: C,
74.51%; H, 5.55%, JA&: m/z 322.
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FEp) T

-FARARL) -1-AAFALAKBEBRE (1: R=CHOCOCHCL, R=
H, R, = H, R, = SMe):

£ 0° C B U-FRARXK)-A-1-Z-F8 (.15 g, 0.54
mmD~mFGmn%&%%oﬁﬁﬁ#%w&¢ﬁﬁwkﬁ6%i
(0. 6ml, 7.53 mmol) . 1 /BB, Jaxn-Futeg (1.5 ml), AFRY
ﬁﬁziomb%%%&ﬁﬁé%OMLﬁahikemﬂwm\ﬁ
B R KBERGLERAIE, BRKABMN TR, RETRTER, 75,
AXRFTRELE R, EREENTY.

FE 0.9 g (47.12%).

IR (4649, cm™) : 1094, 1598 (ArH), 2941 (CH), 669, 1089 (C-9),
1724 (B), 759 (C-C1).

"I NMR (CDC1,) : 7.16-8.02 (m, 11H, ArH), 2.44 (s, 3H, MeS),
5.87 (s, 1H, CH), 3.45 (s, 2H, CHC).

JEE: m/z 321 [M'-36].

LA 8

(4-W EEBL A R A) -A-2-£ -8 (1: R =C0, Re=H, Ry =H, R =
SOMe) : ¥ (4A-FAARL)-A-2-X-F (1 g, 3.5 mmol). LA
£ (41 ml, 743.6 mmol) ABSEL (5 ml) b #RAHHEE 10 Dur, HF
B RAMBIAKT, #ACBRTEER, ARKREAAIE, EAK
RBRAAT R ARYE, B2, HEANTETLESL.

F&. 0.5 g (44.84%, HE.E: 160° C,

IR (KBr, cm) : 1109, 1298, 1416 (), 1066, 1598 (ArH), 1684
(C=0).

'Y NMR (CDC1,) : 3.10 (s, 3H, MeSO0,), 7.25-8.72 (m, 11H, ArH)

AHr (CuHL0,8), #HHE4E: C, 69.68% H, 4.52%, MA4: C,
69.79%; H, 4.59% A=: m/z 310.
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=34 9

(4-FrARBL A X RK)-R-2-2K-F8 (1: R = CHOH, R,= H, R, = H,
R, = SOMe) :

B @-FRAXRL -Z-2-A-F8 (1 g 3.57 mmol). T&MAEK
(20 ml, 446.6 mmol) ZBSEL (5 ml) P& RAMBEH 15 DA, REA
WhiEA, AUBRUBERRE RSN, BHREEAIE, 2RKHK
BT RARGE, F2)W, REAR-TRFLEH, ERETEZHLEHY.

A& 0.7 g (62.82%), & 100° C,

IR (KBr, cm™) : 1106, 1298 (#R), 1003, 1574, 1608 (ArH), 3413
(OH) .

'H NMR (CDC1,) : 3.02 (s, 3H, MeSO0,), 3.7 (s, 1H, OH), 7.26-7.93
(m, 11H, ArH), 6.08 (s, 1H, CH).

o (CiHis0,S), +#HE4E: C, 69.41%; H, 5.13%, MA{E: C,
69.41%; H, 5.11%, MAmE: m/z 312,

FL3H 10

(4-z A FHA)-K-1-A-B1 (1: R=C0, R=H, R, =H, R, =SH :

FE80° CARBLE, ¥ 1-AYER (8g, 46.46 mmol) . FKALEr (8 ml,
78. 05 mmol) #= 2 BEEE (80 g) 9 mSdimk 12 B, HFREREAY
BIAKRKET, FRHLRCUEER, ARKEEFIE, BRKARHT
Bk s, F2W, RARNTFEYLSE, LREEHLED.

F&ER: 6.5 g (52.94%), #.E: 50° C,

IR (KBr, cm™) : 1683 (C=0), 1075, 1507, 1592 (ArH), 4160
(SH).

'‘H NMR (CDC1,) : 3.3 (s, 1H, SH), 7.18-8.48 (m, 11H, ArH), /&
&: m/z 264.

L 11
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4-THEAREE)-BZ-1-2A-8(1: R=C0, R=H, R, =H, R, =
SC.Hy) :

B (4-FAR R A) -A-1-£-87 (0.2 g, 0. 76 mmol) . 2 Z %% (0.7 ml,
7.4 mmol) &£ 10% NaOH (5 ml) P &9 RAMHBLH 12 I 0T, A LBRTE
EIRR FLRAY., FRBERTIE, BRLKABMNTRMRE, £R
T2 RS Y.

F&:0.15 g (67.81%).

IR (#5445, cm™) : 665,773 (C-S), 1677 (C=0), 1415, 1595 (ArH).

'H NMR (CDC1,) : 7.25-9.10 (m, 11H, ArH), 1.25 (t, 3H, CH, CHy),
3.3 (q, 2H, CHCH), AE: m/z 292,

kA4 12

U-F A AAREL)-B-1-X-8(1: R =C0, R=H, R, =H, R
= SCH (CHy), : _

¥ (- R E L) -A-1-4-80 1-AFE (0.2 g, 0.76 mmol). 2-
mE (0.8 ml, 8 mmol)Z 10% NaOH (5 ml) ¥ ¢4 RA&MHBLFF 12
M. A LRLEERRE RS, AKEEAIE, ZRKAEBMNT
BeARGE, EREZHHRLE. '

& 0.10 g (60.41%).

IR (#h44, cm™) : 668,759 (C-S), 1668 (C=0), 1041, 1582 (ArH),

'‘H NMR(CDC1,) : 7.26-9.10 (m, 11H, ArH), 1.25 (d, 6H, CH
(CH),), 3.5 (m, IH, CH (CH),), AZE: m/z 306.

L] 13

G-—F A BACEAR-FL)-B-1-24-8(1: R=0C0, R=1H, R =
H, R, = SCH,CH,NMe,) :

i (4-m R ) -BK-1-2£-89 (0.2 g, 0.76 mmol). 2-[=F A K
Al-ZAFMEEE (0.2 g, 1.38 mmol) fo X AKEKEL 4T (0.6 g, 4. 34
mmol) /£ F & BA (15ml) F ¢ RA 4 & A 18 BT, BB RBAT. RIEY
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RER, F LB CBEFERR L RAY, ARGE, Z2RAKKBATRS
R4E, L aih ., R RAYZIT R TH-RAE A B 4 s k42
A2, EREENHKREY.

FR: 0,12 g (47.28%).

IR (849, co™) : 667,757 (C-S), 1038, 1500, 1579 (ArH), 1701
(C=0), 3441 (B), RE: m/z 335.

k) 14

U-—CTAERETHEBR-FRE)-K-1-24-8 (1: R =C0, R=H, R;=
H, R, = SCH,CH,NEt,) :

B (A-BAREA) -A-1-£-87 (0.2 g, 0.76 mmol). 2- [T A&
A1-ZE R (0.2 g, 1.16 mmol) F=» K7k 8B 47 (0. 6 g, 4. 34
mmol) £-F & & (15ml) F &9 RAME IR 18 DB, B ERE4AT. R1BE
AR, B LB CERERR A RAY, ARKkE, ZAKARATRA
REE, A mid. R A RAYATA TR -RAEA RPLA) & s S48
A2, EREENHRTD,

& 0,155 g (56.36%).

IR (545, cm™") : 666,757 (C-S), 1072, 1500, 1583 (ArH), 1702
(C=0), 3430 (&), K E: m/z 335.

L 15

(4-vpbeitr £ TR AR - ) -A-1-2£ -8 (1: R=C0, R=H, R, =H,
R, = SCH,CH,NC.H;) :

¥ A-AARREA)-A-1-A-80 (0.2 g, 0.76 mmol) . R /KEKER%F
(0.6g, 4.34mmol) . N- [2-R CA] bk 8 % (0.2 g, 1. 17 mmol)
AT A Q0ml) ¥R E R 13 T, IR KB, RABE M.
Bl LR LB E R R A, AKkE, BRAKABRATBRAKE,
& Roh . AR RK-THEAE A LA it R b, B BAT 4L
i, EREEHTY.

& 0,13 g (47.53%).
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IR (#h#49, cm™) : 500, 1596 (ArH), 617, 786 (CS), 1703 (C=0),
3441 (Rz).
Ji&: m/z 361.

kA 16

4k F A L EB-FE)-R-1-£-F (1: R =C0, R=H, R=H,
R; = SCH,CH,NCsH.) :

B G-mARRE)-A-1-4A-F0.2 g, 0.76 mmol). K/KERE4
(0.6 g, 4.34 mmol). N- [2-F T HA] -k 8 (0.2 g, 1.09 mmol)
AT &E (15nl) T RAME R 12 DT, B RS, AIBE &,
Fl LB LB E R R RAY, FAKikiEk, BRKARMTBRFRE,
A RGH . AR R -TRAE A LR 6 A Bk 4e b, 8 1T AE B AT Sh AL
i, EREENTY.

A& 0,12 g (44.24%).

IR (#5849, cm™) : 1509, 1610 (ArH), 661,757 (C-S), 3429 (&),
1704 (C=0).

‘U NMR (CDC1,) : 7.41-8.94 (m, 11H, ArH), 4.28-4.33 (t, 2H,
CH,N), 4.53-4,59 (t, 2H, SCH,), 1.18-1.32 (m, 6H, vk%2#) 3 x CH,),
2.17 (m, 4H, 2 x NCH,).

JR=: m/z 375.

& W) F VR

PN T AR RSN ETRG RE 7 TRKMGERT 69
M EHRZREE, QR BLHYHREELEZ RERRE, AR
BEBAE, TEE. BHAR. ChTRE, LERGRIEE, AWM
B 74 7 MR R AR A 0 SRR E SRR B M 09 B R ) de FURR B A L
B, MEEHRXAFTARLECHUAETATHLA., THHAET
PWARP ISR EHF L TERHERBED BT 5.

AN EM AT R A (BRI ER N R F &
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EELGENT, H1&TRARPARSYH ERER, LRAR
B A S5mmol-400mmol, FAREXIKREA 20mmol. HAKREI S ul ,
A TFRMRstmBERIEW, AXRBEEY, A Sul EH8EHREZ
LW A Y, EHINENE 11 R, NGRS E RRT., RSN
MRGEHHR, RERERRTETHRESL T HAK(PBS) ¥, F4#4
3| 4A “CaCl,#y BCGJ, 5K+, ®MF 2 8. A PBS Bk4ritdh R
23K, BB ASATRFBRKEL BCI, BAAT, £ BCLIER
BPHREARLRHREDRNREILTHE 96 o H AR
HxT MR R AR R L B 5T R, 48 TS, EHREANLTHEFLEY
FEFRA, 96 NEFIRALRE, ¥EEAHE) 0.1 N HCL F 24 A,
210 ml AT, BidRAKR RS> AR BT E AR 48 F= 96
NI E W B R A LI 96 D EFET A HCL IR F 49 "Ca A4
W, BEFBRKEREATAEKIZRAFG "Ca F L, HAXK
B 4 A A G A R R T A ST L ST ST B e KA T AT T/C
2%

T/C b= (A PTH+EIF AL "Ca HBEK) / (£EF PTH+
ISR R PCa FRK)

YR F G ERAK, AESK, BRBREZFEK. FRE
%2 %, DMSO R EAE 44557 .

BELERGERFE, ERXASEARREN, RANGKED
Bt sl AR f 38 A5 5 49 PTH 554 “Ca BRIL, AN EBRIEMA
B, 5T/CHO0.6HEFES4, £ 25 uM £ 100 uM KA T/C
beh 0.4-0.8 98 B6E ST, HALSYAILEAR R ARIRER
Mg (R 1), EXAY, BLTHEMRIEHNRET ARBERERE
P, EERERFRTHERRY, KLV EYT ARSI L

2 J5 68 R RANE 6 LB RO

A1 AR P e B6F 6 PTH 35549 "Ca BBOK
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KB RT REWMM) TIC po 4

1 25 0.7

.50 0.60

100 0.44

3 50 141

4 100 0.97

9 100 115

1 100 0.77

KA EMRE R A E R S8 F ik

BERRE T 6 RS (3-4 A #8) & Spragus—Dawley K E R
iB4R8g F A Sprague-Dawley K& (12-10 A#; 2523 F, #M7
IKAFET R RNELE, EREBABET, RSB HME IR 0V,
EIFLZMERENFE 130 R (B TR ANIFERIBRANER) ., A
ALP b 1T-0-LhrAE_E EDRNMRE0ET, FR—
k., —tABEM A RBERE, EMRANRET. RE—RIEIT 24
NETE, STRTATLRR S AT P R R, EF AR, B &K
BARB R, 24 B RBKEINFABT, FHEAEE-20° C,
BB A4S, BEFULBRET, & PARMER, BETSF R, KEEBR
BETHARKSREY Snl o, HBhE, HAEEL-20°C, L35
Ao An B A B R BB, B AR,

MK BERAKANTET, BBAT, #£E, BL, ATAR
SR, B AAMFRELT R AENATETHREAMETA G un)RE,
REHNBHERKANE T B TARWHR, £ 100TEFAEELENRF
B, BAE-20° C, AEMEFH YR EE BMD) . & FARME,
B R A 8 RBR G MASBREAE 4 & QR-45004 B4 R
FEW L, AL EFRREHATISHARSE, BAFERARXANE
KA, VAW BMD. A F R B AR, MESEE BMD. R
ARLiEAe, Sl FAL At hFiRnstniE,. 765, 538
F A% Fo Fr 45 Ao LBL BT
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& 2: BMD (g/cm’) 6438 n: OVX+ANRIG 75 LA A bk

B A7 X 3R H o Hb3g
& 264 4 5 -1 EE
R A9 8 16. 1
JRE 13 13.5
iR e 3.7 3.8
J& g 1 3 13.8 25.2

R GEIEERN KT %

FEBEARETE oY B (3-4 A #) MM Sprague-Dawley K B R MR
fh#9F # Sprague-Dawley K& (12-10 A#; 7230 F, M T4
MR FRASEN, ERERERRT, WhahhHmMeyIr L OV, £57
LB AREHE 130X (B 1R ANTFEWRANER), AAK
B i, 1T-o - =8 @GERXRMRLTBT, BERX—K.
— i B A RARRNE, R A NG R E —RIETT 24D E,
ST A LB AT FARE R, P ARBEE, B FR, K2E
BEREETHERKRIKEY Sul o, B LE, HEAE-20° C 1
3| A7 B2 B BE. 4£/8 Beckman Synchron CX #4447, @ELRE
¥ & ik (timed-end point method) , MELEREKE., AEZR
B, REEEREASSREEERKEREENEEEREFR, 2E
BE B AL B J4 7 B o4 e B B2 BAL ARAZ § - 3-FR A 1,0, i AL EER
WAL L0, L 4-RAZBRRFRBGEL, LRAEHRIETH.
A 520 nm B RBKE.

A3 iFRIEEERANENILER

i BAE e E) B % T
(mg/kg) (mg/dl)
1B B4R o i 18.83
OVX+ /R - 25.62 36.01
EE 0.50 <5
LA T 1 10 20.00 21.94
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RSP RN T/ e E I E R RS ik
BHEVAT AT EALM: LR B IHL I EME,
Skehan %, J Natn Cancer Inst, 82, 1107, 1990 #= Feasibility of

a high-flux anticancer drug screen using a diverse panel of

cultured human tumor cell lines 83, 757, 1991.

JEE G Bk — LT AL A0 MCF-T gm e, 4% 10" tmfe/3LA A 2] 96
TR A B 200ul BRI SREA MEM) . pH 7.4 %, EiREH
CO 3R, 1A 37° C44 24 DEF. B, MAFZREMANEG
#R3) DMSO X LBE T 49 R A A 694adh, IRl B3E5R 48 i, RE1R
a B 2 3] S0 ul A 50% TCA &, & 4° C3%4% 1 BT, RF LFR,
BB FREERK S K, ZATFHR. @FEAMNLFIA 100 ul £ 1%
BERR W 45 0. 4% (w/v)#5BLF 790 B (SRB), Fi&3ZH 30 447, BHLHA
A 1%BEER R S R, kMR ok&44) SRB, A TRFR. AeN 200ul
REFe 100M Tris 2, BEASHEMAETEGE S 24, £FRE
HEF, £560 nnikIK0.D., £O0.DFREZRNLA, HEXTA
Ak PR M ST BB H 4 H 249 LCs.

£ 4 ERAFGME-T @R THREA/ BRERFTHE

’1)6/6\% LCs, (UM)
B2k 12. 42
5365 4 5 -1 Rk

R, ¥ R R R 2 R

R BRI A S AR MR E R BIRE S S AR
R, oPp 7, 12-=F AR () B OMBA) #H3e) K AR BAER, &
BARA T 8 X e e A oal E ISR 4 KK R LA M IR
PE. B e Sprague-Dawley K& (50-60 Ri#) FKEZ T4
DMBA (180 mg/kg), @BITHAMLILRET, BMAARFBLE. &R
BERDYHIRE, REFHLCEERDHEAHDARLERLL, &
B A R HA Y., EENFERENE, S aBRBRFEEE DD
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MR ZERANK, FRELESBEALARGDYE Y. ST
it UMY B R A HXBH24 0. 5em i, HEEBH KL

20, VA 10-mg/kg REW A FN EL O A LB 4 B, £iL5 4
WAAEER—F, RN BEALEER, HEFGR/KR, £ F AR
EMBH LR, RARIBAX, HEEFEAR, 2RELFHE
BRA, FFRBARRR YR ISURLERHIE, RELAREARL L LA 1
B 6978 77 AT AR ARAK T 25% 8938 mit, AA S MT IR E A
M

TN HRERET N FRGEEF &

KR FHEERIESIEETAFT ARG ALY R EL T T
B, REFREECMNWAERLE., RAEARTHAEHETHARSG
HHREHE 1R, SBRBEHRR, MABLS KRR S TE, EX
REWE 1-T/1-5 R, ARELPHUEDRNRE LT, EBRR
BHE 10 R, sTATA ST P IRBED, BRERKXRAT HH4
BB ARSFENLE., PRENMATRBAHNRKATETHELET
A, EFARKBNHTT PRI EAHEAN, NAN KL AL
A E M

A 5 ixféﬁ#’i 5 I

6 93 48 H#E (mg/kg) |BHFE % Zh 3K
(M X5 8 X5
AR ~ 1-7 -
A T 1 10 1-7 -
TN E MBI ERY ER Tk

BREBRRT, 1R 21 REGTIARIAGHEE XK GHMIPE,
FREWKRE TR, MASRREHSEITHE, EF 28-30 R, R
XBHFRET—RRALAHASY, £4% 3R, EEMGHE, 5—
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HYBEAAREZNR, AR, ERHAEENE 31 RREBETE 24
NNEF, BATFARERE, SIMERARWAEARR, PURWEEARAKX
ReFw, B8R F, #E, B, ATELKLFHR. KABRSH
HATHRBAMNE., RAVEY TR, MELRYARK. TF
BEFWE, EFERATETARNGRR T AR LA GBI EAEN
RE, M ENFATRAY K RAR LG E R ES,

A6 FEEETHEI OVXK+INRBF AN TN

A4 Gy 4R H#& (ng/kg) | GHkigh
17- o - Lo Ak = | RS OV & & 0. 01 419
B% BARHFA OVK KR | 0.9 260
FHEG BT 1 TR H 0V K& 10 16
i Bk FA OV AR | 10 i

T AWM E RS E LN T RATBESANT, AR SAT
TAHAHRESREHTEEEE unF). ATHZTETAR
BT, AT EA-BESH R 4% BioVis, Expert Vision,

India), METLAFERFTABRNOGRFFTET LAHEAE.
Z , J%i@ it CCD EAEMIEIRY

EREA-Y

T RMBREBREBESHEAS T,

F- i VA AR ) AL KAE 2 S AE 940 6 MR B AR #EAT R B ARUE ., 42 A B4E
Fotk TR, RBMNETHRK, MNERLSABETANLETERIENE
2 (am’) AR TF T REGER (o) A EELENEE (um), AR L
RIBERPER A 6 NG T R B 5B E 831,

AT MgEESHEN S TEHSULNR R

fobetdhy | B R BME | TF FTERR
(mg/kg) | & &M % & AR rER@mBREE
mm’ mm’ (um)
BRI TNES-! - 0.29 0.12 6. 36
B E A OVX AR - 1. 89 0. 54 10. 58
17- a - | RAMH OV XK 0. 01 1. 21 0.57 33. 65
T sk A BAKKFA OVK KA 0.5 6.86 4. 07 46. 36
i
%3 H | RARBE OVERK 10 0.105 0. 085 7.16
%51 | BAKRSGFH OVXKA 10 1.38 0.37 9.63

PR ERRFERYER G &
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ARERRET, 0% 21 RE R MM X R Rm L,
FARERE TR, MMHSRREGETE, EF 218-30 R#BH, £
RAFREZ —RALPANS WAL 10%TE-RBAETH 0,02
mg/kg M8 1T-o-TIR KM =B, H£4 3K, ARMHHER, 5—
AL 10T BT 1T-a- TR AMBL—E (0,02
mg/kg), AEASTRR, EF 31 Kb}, #47FIKER), $45ER KAH
REwRE, PSRMBERXANTE, B2%T, FE, AL, A
THRRFRRL. A BRI HTEAHBERNE, ZAN 1T-a-Tk
AMIBR-FFHAENGT R, HEERG AT, FEese
. RFERTFTEARGERFTET AR LR ®IEE RG4S 5
B, PP IEHEREIRLE M.

%8 T BE FHNTFEEERMN T HITH
ey % 57 4 B %% (ng/ke) T 4 v 37 ]

o R KAt 0VX K& |10 32

RN EMBE TR LS FE ) RBA KB F &

KB CH-0k —BF CH-B) M A R4 Buik, Bt 5% 2An T 1es
AT R TR AT 54 F A (RBA) . ¥ LBk A CH -B, 5 AR
AREE e B4 (lug/ K&, FARBRIAT 24 JB) 20-21 A&
MRATERENRTREEZKR—RE L CBRE.EHREH AR
J£ 30ul &4 DMF 45 A Bhia%) (DMF £ B R4 b 6 4R B R348
5%) &9 TEAZ R b B REVIRE N Sy 0LT , F £ TEAZ 4 & (10
mM Tris, 1.5 mM EDTA, 0.02%& f&4b4h, pH 7.4) ¥4 &8 F T HRKA
(200 ul; 2 F&/mD)@FLEAF—KXAORE B2 REH I-E —=&
40 CHF 18 8. AizidAfzs Rot, ¥E£ 100ul TRAZ R+ ¢
W HRAE A K (5% Norit 0. SHE RAB) &F RMMAENKE, BBH®
B, JFE 4 CHE 1S 040, £ 800 ¢ BuRAW 10 547, £
10 ml AFovB e INEART, HFLFERARSER. KRELH
BAEFEWE IR TS HREZ NN AZA, FENAREE
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T4, TTARE RIS Y Ek AR s R E SR EA S,
F g ERA 100, 1522504 RBA ¥ F 4 Fuia.

R 9 AR AR ARST A F A H (RBA)
14 RBA
17-B -3 — 8 100
o R | <0. 001
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st K A P DMBATE T 89 SLAR AT B A9 B R

—~o— G236, 45]1 (10mg/kg x 4wks; n=3)
—o—ft, 3 35 (10mg/kg X 4wks; n=3)
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