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z R24

K.

R' RFEEF. C,—C, Sk, TREMANEE. #%E. CH,—NH—
COR", B#E R?—BRMRF —18, HTF R'E C,—C ENH
EIE R BRI RS,

RARREETF. C,—C . C,—C,EE. C,—C,EEHE, 5R—
BERTERANEYXE, 5§ R—-EEXKBETFE, HFS5 R
—RERA—

RPREFERT, 5REERTERRMENE, HEFS5 R —EEK
FREWRHE,;

RPRRERETFHE S RP*—EBEAS —ME;

RPRREETHHESE R —EBERS —ME;

RRFE R FEE FE,

RIRFREFETFHEFRE:

R: 5 RO EiHE S R —REERS —1ME;

RAREEFHES RR—BRERA—§#;

RARFEa —ERTFTRES R —EERS—1E, REFS R® —EEMK
%“4\ﬁ:
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RUPARAR FEHRES R ~BEXA —1TR;
R*REEARFEHES R —BEAA— 1
RPARARFHES R* —EEEA—#.
HE&EMR, PEEE 1A 2 LRNREBHHLEY R'=R*=R"
=H.

2. WALFIER | FrRsbed, HT R RRIRF. FEHE
ER—BERI IR

3. AURIESKR | 8L 2 Fridieed, HP RRAR C—C .
HAERES R RS — M.

4, IARFER 1 & 2 FriRiie&9, H+ RPN RARSZEEMN
HIFE.

5. IAFER 1—4 2 —Frd ey, HE:
20 —~JEAFE—4, 4—_FE -5« —JHfx—8, 14— /%38 &,
(B) —2—T¥HE—4, 4—_HFHE—-5Sc —fHEKR—8, 14—"HF—38
_@’
Sa—fBEfE—1, 8, 14—=4—3B —H,
50 —fE#k—1, 8, 14—=&F—3—F,
la —§E—4, 4——HE-5c — B8, 14—_HF—38 —F,
la —FE—4, 4—_—FE—5c —fBEHR—8, 14—_HF—3—H8,
4, 4—_"HE-—Sa —fHEK—1, 8, 14—=4F—38 —&,
4, 4—"FE—-5c —JHERE—1, 8 14—=F—3—H,
(E) —4—[ 3B —HE—4, 4—ZHHE 50 —HEKR—8, 14—
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H—2—TE) —HEFE;

(E) —N—[[4—[ (3B —8HE—4, 4—_HE—5c —JH$x—8, 14
— 2R —HEIRE|REIFHRE,

(E) —=N—[[4—[ (3B —5&—4, 4——_FHE -5« —fH%—8, 14
— k2 W) —FEIFEEIFE]-5— 4, 4-ZF-5 1=
BHE—4—1—3a, 4a— _ 8 F+—s—indacen—3—%) NBLIZ;

20 —FHFHE—4, 4—_HHE—S5a —fHEKE—8, 14— —3a —B,
2o —¥E—4, 4—FE—5a —EHE-8, 14-"FH—38 —H8,
PA R

(E) —4—[ B—&8MR—4, 4——HE—-5ac —HHKR—8, 14—_&
22— E) —HEPRHE.

6. HYAEY, REE—MREMUMMAER 1-5 2—FRH
BER TLEWEREERD .

7. WACRIER 1—5 Z —FriRRER [ e & PERIFRE T RN
HYTFHINA .

8. WAUFIER 7 PRI, HERATHI&E TS, £
EANANEERNED.

Ov WALFIER 7 FridIN A, HEBTHI&HGTHEDUESE.
EAR @AY

10 WALFIESR 1—5 2—Frdf@xX 1 &P EFETALZEL
BFRREETEAINH.
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1. WRFIER 1-5 Z—FiRER 1 hE&YiED TAYRSRE
FARTEREYRGATIRYRNERDHINA, IRTAYRE
R T %51 Frid @ U6 & B /E A

12, —MATERESROTE KOERFTELSRATIERANZ
BRAFHEN —MREHMBFIER 1 —5 2—FTRMER 14LEY.

3. —MATHIAIWEEERPORESENTE EaER
T ELSFRTERANEHAREEISEIEHETHEN —HREH
WAFER 1 -5 2= @R 1L &Y.

14, WARIER 13 PriffI77iE, Hop 45840 M 2 0P 8R40 sl
A FE A
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ANV B § GEAT A B AR B 2 A WA B A Y BN A

TRPB RAVEERNNERNESRGTEY, 85 XESTEDE
NEEYRNAPHEEY), URXEFHUEDEHREADTHING.
FEAMS, CRRARANAEMIESEATEDA A TR RS
H,

BBSHELEARPMETEERKXNITRE. BESTHEER
TRESRIE. F-T7RIEEF, 2#ITHEERSIAERZ
M HIAC e, REROAENITEBANFAR. XEHARMNEEEERK
A 2c DNA HE (In) B—*¥. FBINMRHESRIEFSY K DNA Sl
ik, ZaRIBFBNE lc DNA FIBEEERKMEK.

BT RS RN A R RAXUE, EEFNEEFULR
FERREEFRIMMEIRFTEFANER. EETHEY, EEAEEN
EZH, FFERBEEARBENE—IPEESBTENGH, B85
H MRS EZFT PR ARKERNZFIL (dctyate R,
BEEEFHEFHEN. X5, NEawWES, EHRCEFANEH
ffgs, HAZZMERER. EETHNRESREZHER A TH M
BEESMEARNE— MR AR R, A, EHEE
ARPTH—ENEFTEREHAANREAT R, FEBMEMEIRPRK
T8 (stem population) £FM. —BEFFEE, HARTHEESRE
BE BELRHHT, HEE4DHET.

St TSI PR ASRES BN MERD.
M, FHEAARATPEERS ., RETEM S REM T W] B BB
2= 1HRE (Downs, S. M55 N, Dev Biol 82 (1985) 454-458; Epplg. J.
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158 A, Dev Biol 119 (1986) 313-312; UL & Downs, S. M., Mol Reprod Dev
35 (1993) 82-94). Byskov % AE Kkiid T AR KL EFRIER T
FAEY BBy A5 E (Byskov, A. G2 A, Dev Biol 52 (1976)
193-200). BESHFAYR (MAS) Z2EHHEPIEFHTHRE SR
AR IR E U, TR LRSS R R (MPS) RHAFKRIERIF
WESBNEEARY. EXERSSMUNZARHI . XEH MAS
F1 MPS 85K B A R A A R P BB R TT IR FEE
1 FF 45 (Byskov, A. G.Z A, E The Physiology of Reproduction [Knobil, E.
# Neil, J. D.47%&]9%, Raven Press, New York (1994)). CiF&H4NIE,
MR LA RS, NFTEHEE. Baf—BXE (Byskoy, A. G.
% N\, Nature 374 (1995), 559-562) iR BT W42 .50 A B0+ &
HEREEANTARBRESRAEE. S ABRBHOE, XEHEF
EARE. BN, nREBEIERENRESRELLEY, WA
JE 5 7 (8 U (E F X TR 4 A BB R L.

AHERESBTESEEF RERERFTFRLEDAIENC
LA FEIRTE WO 96/27658 .

AR E HRRMHTEEFE NS BR G T BRI
AR ARAEERILED .

KRBT A B B2 R P I 0400 S0 BT RE M AR
e Al R APAEABRAHFRUEY).

REA LR, FREHTE. BEALEYRFSABXNEBNG
HYF. BETE, ERARNAED T T ARG RMEER
AP R B

FEPAHX—TEHHRRBEFEOMEY, ZHLEDHTTIIANK
KFCYRESENEY. EEBENSFURTHER BTEDBE
fE .
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Hr:

R' WERERETF. C,—C 2. HELBMAMER. HE. CH,—NH—
COR", H7 R'E C,—C; ENEMLELRARKIEE, HES R
—BEmA 1

R*ARREREF. C,—Cy . C,—C %, C,—CEEmnE, 5R—
BEMEERANEFE, 5 F—EERZETHRE, &5 R
—BE T — 1M

RIRRERT, ER—ERBHEERAHEFRE, HELE R —EEHR
EZE IASE ¥

RARERTHES RP—BEMA —1ME:

RARERTREES R —BERS MR

RIRER TEE P&

RIREIR TELE R E;

REEREES RY—EBERS—IE;

RAREEFHES R—BERST 1M

RUAREK e —HRFEHES RR—EERLT— 8, &S5 RV —EERK
F— R

RPRRERTHREE R —BERS —1ME;

R*NARERFEHEE R® —BEKS—/V8#;
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RPAREFEFHE S5 R —BERS — M.

&R, AREE 1M 2 MR REBHEILEY R'=R*=R?

=H.

BRI EHES FHEFENFHPL, FEMEE/LMHES
HHEX. FAXERMARAUREINNESYHAELRBHEEA
(BRIEAH W),

MIERBERX I EPRET: RAREARF. FEREE 2 —&
e — M. RMRIEMLEEEF: R*ALR C,—C, KiE. KA
ZRES R'EAGF M. EF R2A RRRFEXRBRKITEEEK1L
EYHERIRIER .

ER-NMERFRF, ARAGERER DB HEERA
BRELER LA — S NEREMBREY, FrRBemiE g TL
THEB: RARURKMIEKE —RR. B8, RHEE. ZERKRE. B
B, HR. EEER. Y8, 28. REBURELMEELEE,

ERHAZRBABAORAERBPEE R RS E A &E
e U RESRTERE. C,—CEERIEAH 2—6 MBHETFH
i, MEKFFRZE. WE. RFREE. TE. RTHE. RE. C
EMNHCE, BEMEZE. B0, C—CEERILAEST 1-8 MRE
FhkE, RN FRFE. 2£. BE. BEE. TE. 8T
. RE. CENFEE, FRERFE. 2%, AE. FRE. T
MRTE, BRERFEMZE.

AEAPR LEYFRIRIERUTHEY:

20 —FERE—4, 4—_HE—~5a —fEEKE—8, 14—_4F—38 —H&,
(E) —2—TFE—4, 4—_BE-5c« B8, 14——_F—38
_@’

«««««
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50 —fHEEE—1, 8, 14—=}—38 —H,

5¢ —fHEKE—1, 8, 4—=M—3—H,

la —FHE—4, 4——_HE—50c —[B¥)x—8, 14—/ —38 —H,
la —§#EFE—4, 4——FHE—-S5c —BEHKE—8, 14— —3—,

4, 4—_RHE -5« —fHEHR—1, 8, 4—=#H—3B —B%,

4, a—_HHE—-50 —JHEHK—1, 8, 4—=F—3—W,

(E) —4—[ (3B —$#—4, 4——HE—5a0 B4 —8, 14—
e —2— ) —FREFER,

(E) —N—[[4—[ (3B —8BFE—4, 4—_FE 50 —fHEHR-8, 14
——H—2—E) —REIREFREIFEBE;

(E) —N—[[4—[ 3B —FBE—4, 4——_HFH—5q — B8, 14
— 2T E) —FEIEEIFE]-5— (4, 4—ZF -5, 7—=
FFE—4—fl—3a, 4da— _HF—s—indacen—3—F) RELAZ;

2a —BHFRE—4, 4—"HFHE—-5a —fHEHE—8, 14—/F 3 —F,
20 —FF—4, 4—"HE-—-5a — B4 —8, 14—"/F—38 —&,
AR

(E) —4—[ 3—8f8—4, 4——FE—50¢d —fBEHE—8, 14—_%
—2—WE) —HEPEE.

FRAKENX I LAY RUT EMm-E YR & 5 ER % .
e, R I{LEYHERTTEHERS SENSART CEBENET &
FREEIE SRR RIE A UL T BREEAXRE S % L. F. Fieser & M. Fieser:
Steroids: Reinhold Publishing Corporation, NY 1959; Rod's Chemistry of
Carbon Compounds (4r%§: S. Coffery): Elsevier Publishing Company,
1971; 4732 Dictionary of Steroids (4%%§: R. A. Hill; D. N. Kirk; H. L. J.
Makin ! G. M. Murphy: Chapman & Hall. &5 —4&BHFHESIBHFEE
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T EE 1990 HIRR L.

BEAFME, Z2R\XLEDRE—LLDMTEREK:

FR{ER B SETRECRFT BT ERER: 4, 4—_FHE-S5
a —fEEEE—8, 14— "4F—38 —B. 4, 4——_HE—5a —JHE—8
—JF—3B—B. 4, 4—_HE—~S5a —fHE 8 (14) —&F—38 — &
(Biochem. J. 132 (1973), 439), 4, 4—_FH—5a — B4 —8, 24
— 38—, 4, 4—_HFE—-5ac —fHEKR—8, 14, 24—=F—
3B —® (J. Am. Chem. Soc. 111 (1989), 278), 5a —fB&%—8, 14—
—H—3B —® (J. Am. Chem. Soc. 75 (1953), 4404), 5a —fH{§ —8—
5 —3B —EZ (J Org. Chem. 46 (1981),3421), LK Sa —fHE —8 (14)
— & —3 B —BE (Biochem. J. 144 (1974), 59).

DT R AR 4, 4——HFE— 28, 14— RFIKER. KEM
FH AR BHENMEEY TSR FERERTE 4, 4—ZFEM L -8,
A—8 (14). A—8, 14, 24 R A —8, 24— RAFIPHIRTED.

HAAERRFE 38 —8F, RAENK 3—& (a0, Tetrahedron
Lett. 1967, 3699). 4, 4—_HHE—5c —fH$—8, 14— —38 —
B (1) ANAETTREFENHA N—FE—g-N—S,tDLE,
R 4, 4a——BHE—5a —fBEHK—8, 14—"4—3—8 (2) (Fiw,
Synthesis 1994, 639).
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B EERER 1

ET—®H%, £FFT, AXEWBREEAIEMLT, EEULRN
FEINA—1 XU (J Chem Soc. Chem. Commun. 1978, 952), FERL 4,
4—_FE—5a —JHER—1, 8, 4—=4F 3-8 (3). WRMHEHARK
4, A—"HENLEY, ZRNBATHT. EXELEDP, FH
SEATLLA 1 - RN REFEEMEIA . 3-—FEREAERILHEF
ER ATREWPIEIR (Luche ER RN, Hl90: J. Am. Chem. Soc. 100
(1978), 2226), FERk 4, 4—_HE—5a —fEKS—1, 8, 14—=4F—
3B —BF (4).

BEAEAEMETRMEARE, TE 1 LA ARKRENSTE
(Tetrahedron Lett. 35 (1994), 8591). bt u T EE SHL T4 R
B E S SEERR N, B 1—RATEY. WRER 3) A=
EEAREELAE, WATHEER (5) e Ri=kE. FE), X
LR S AT AR IR A T IEIE IR, FERA N IEXTBR AR (6D
(D (R'=%E., ), EMBLGIEETELTHE.
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B RLBRER 2

BRRUNFTETIARE. 758 3) RS mMRELYy, &
RATHEN 1a —HE—4, 4—ZFE—5c —BKE—8, 14— —JF—
3—H (5) (R'=CND. TEZRNPEEHERRLGRA, =258
s (U Org. Chem. 59 (1994), 2766) LR —LiR& BB L E
(Tetrahedron Lett. 28 (1987), 4189; Can. J. Chem. 59 (1981), 1641). #
ZH (5) (R'=CN) Al FA{F4EE BRI MMELER, HRFEAE
NBFHEEE (6) F1 (7) (R'=CN), i@ EiEETALHE.

MEARERE (6) (R'=CN, W E#FT4R) BaeEgm,
TRE Lo —EFHE—4, 4—ZFE—5c — Bk —8, 14— —3
P—BF (8) XMEHATHE—HEMW. X (9) MBE (R'=1.
%%ﬂﬁ%ﬁﬂ%)ﬂﬁﬂ%ﬁﬁ%%ﬁﬁ%ﬁ%%ﬁ@%ﬁ%ﬁﬂ
ME%E%&@%%&Mﬁﬁﬁ@ﬁ%%ﬁﬂ%%ﬁ@ﬁ%ﬁﬂ%ﬂ
RGBSR AT 2% . Nonradioactive labeling and detection of biomolecules,
Kessler C.9%%&, Springer Verlag, Berlin, 1992),
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2 HBRAET GBI 3—-BE TR RN SRR NSRS,
MR (2) ABEFENASEELE, WTEHRX (10) 1 2— T
ERANEE. FEXRTURRARKY, MEERLETE FTHAMEWL
MR, EFHEBRAANNERE I8 — B (11).

B R 4

AT E TS A AR R IR LAY (11) (R¥=4—CN)



lllll

TRT@— e, GRETHENEETEAFER (12), HEH
ER (13) BB (R¥ =k, FHEMEIATEY). HILE M,
B (12) AARRROZERAB T EERTEYLE. T %M,
FIERAASTOUF RN T EEE (S5 TR HISHE 1), 4
BRIICHIR (13) OBET R TR S FIE

Gk —FUGEBAETMTIINE 2 k. 5 (2) BRFA,
REERBUDESRE-FBEIREN. R (14) 8 3—FRETHAN
INMER, RN ERNRBAAEE (15 F (16), BB ER
BB,



ooooo

R LR 6

2 froie PR ARESI I E T IR TR 3R 5k R EREE R
MERNMESIA, BREE (17). HARRNEERMBEAHER,
TR IERT BR R AREE (18) F0 (19D,

A RLBRER 7

XEBAEREE EAIES B, A EATRRREA RN (K,
FHERL 6), AIBIINSIAE KN R ERAE.
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ARAVF-TEHNRREA T —FREMER I LEWIENESE
VIR GDAEY) . ZEGNASYTH—SAEHYHE LTHEZH.
AU EARN R SRR, wEE. BEA. RU{R#EN . R
. EeFdl. BEERTH. AAEBAULEEHTARETHE
fibpk . BERSERISFRIKRERE. EiEme. AHE. 8. BE.
A, HR. REK. B8R, FEAER. RFEAEREY. KBS
b5 LA R AT AT AR | |

BEAEHERBETETR. BEBRNLE. KEREASGYTE
HAFESFSEMTEEINRGENZE. BEAEYTE 8 XTHER
TAKEAERS, Xh—&mEpmg. H5, TUAMKERRER
TEREAHAFTERAUSYRIEASY, FH RS0 R B s 2 7 1 7
AREATRESHNASY.

FRALEYHNEANETHEMFE, MARRTEHEER,
WA ERNEELEY. S8gR. URFEHAEN. @%BRT, £
KPEKAEYRMTHEN: EEELEYESREREFRBIES 7
aRE, REWMRTBERE, BRI A B,

FRAYLEA I ISP ERERATRESROAYTHAT.
ERANEY R FARULEEEART IR R, BEE
MRS RO REL T HK. REFZHPMNELHETE, BX1H
EDTR TSRS, REEARBNR - MUELETE, B
N ITHUEYTHTRIBANRESR. Eit, BX 1LY AE
FREFHENH, MASE B ARRAY MM L1
H, BRTHERAYEETHERN/EZHE.

Hit, xEBHEREN CEVERBHEMEE. 5323
B, EEHERANAEEFHNH. EE8ATHTESTERESTR
BRSO EYE, BiEEk, B 1K

12

.....



HARGIYERTATRTMTOATE.

B THUEYETHTALIZRER, Gluss2dsERmEA
FEFES. HBATAHRSNZAER, W RTERE 77 50 B 40 A A3 SR B P AN
FRAPLEY, TXHEFNER. Y8 SBREIBBEUDR>E
ARMEEESHNEERKEART, J s> R RET AR,
LHEKHNNEYTRRZAEZ.

EXRRFHBE—AFTET, EXINLEDTHEMEENEY. 1§
HREHNY. THEANERGY). EHEETRERZAYR, 7
SHRBIREZYE, UEENFARDLETAEKRREPE, &
RERMERBEENHIIFEZR, EFFHARS EREBRERRES
HEFFK. £@LT, FIMET—KAZELEE—ABERRETH
MEF IR . LHEIRET, B4 a0 B p R e O B 40 R B R FT REAR
2. EXALAHASEEWN. Bk E, EENEER, RS
HNEFYRNFEARREEFHANEAR (IRNEAR) T2
MEEDER, RMETHEREFERANERRENZZRANST R
AR A& R E R TR M.

Eh LR A ERHBRE, SATHHRETROERALEY,
WRTFEMEME LIS, ERRE RIS RL L. XL, 85
SR E S RO A RANEY, TEEETESI@ER, ERREMK
RS T AT

EF—AHEP, FEAYREX 1EYEATRYIRNEEN
ATEREMRERATIRYRNEGRYKMNA, IR TAYEEAT
LR FaYRMERARR. flan, S8RAREYHEESRIENE
BUATHESEYRTETREEYIENERKARNEER. %E
BRI R BT 45 BTk o R 1R AR

EF—NAHE, FRABPEATERESROTE, HEERTE

13
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HFATERNZAEAREREN MR ZHER 1LEY.

EN—FH, AERYLETHIASHIYEEA RS R R
KTk, HEERFELSRAYERNEEARERISEIEEE
MEN—FHRZHEX THEY. EHEHMET LR I 540 i slE BN
A TH 40

BEFRRXRAUEDNAEDNEHEETURE M EELS
Yyeiz 2 1F Rl AL AL AR T —FR g 12

B, EREKANLEDEATHANYN, HE¥EREUAGS
EL—MERANUSYURAYF ETEZNRENGYHA YN
AR, EOREAN, HEEEYMNENRES . |

HE EHRTUERE, TRENSGAFTRERRTHBITHR
iE. Hik, ERTHRITAEN, TRAH—K, HEEFRNNEA
&7y, PlnEZELIHRER.

ERERZZGN, XEHNUSYTELRE APERGY. &
FEMEME R B RN B AR ELLHN, HMNTHENEARNARE
1.

RO Ry b s 2 v A B

SR 1: 4, a——FE—5c —fHKi%~1, 8, 14—=H—3—&
a)4, 4—_HE—50d —HE)E—8, 4——fHF—3—K

f£640 g4, 4—_—FE 50 —fEE$—8, 14— 3B —¥
M4.03 g B N—BHE -G —N—FHY T 32 ml —FF P HEERA
BEIJLABRLE S FIF, REHHEREY 5 96k, £XB TR 408 mg
MR EL TR, HREFEHNEECRMBEAY 1 A, 7E celite £
LIRS, BRER, RBYAHOKNZBZEMNESYHITEESS,
185 560 ¢ HEEKREN 4, 4—"FE—50 —BELE—8, 14—




—3—fH.

'H-NMR (CDCl,): § =0.83 (s, 3H, H-18); 0.87 (2x d, J=7 Hz, 6H, H-
26/27); 0.94 (d, J=7 Hz, 3H, H-21); 1.07 (s, 3H); 1.12 (2x s, 6H); 2.55 (m,
2H); 5.41 (s, 1H, H-15)

b)4, 4—_RE—5c —Hfi%E—1, 8, U—=F—3—K

TZRTH 175 g WEEWRERINAE2.00g 84, 4—ZHFE-—5
o —fEEFE—8, 14— —3—ET 30 ml EEFHBRAN. HRNE
EYEHRE 100CHK 2 i, #EFRRENE, REYAHIENLE
LEERR SR ITEIESE, B3 085 g R4, 4——HFH—5a —
fEEHE—1, 8, 14—=&F—3—W.

'H-NMR (CDCL,): § =0.84 (s, 3H, H-18), 0.87 (2x d, J=7 Hz, 6H, H-
26/27), 0.96 (d, J=7 Hz, 3H, H-21), 1.11 (s, 3H), 1.18 (s, 3H), 1.25 (s, 3H),
5.45 (s, 1H, H-15), 5.95 (d, J=10 Hz, 1H, H-2), 7.33 (d, J=10 Hz, 1H, H-1)

SHif2: 4, a——FHE—S5a —JB{—1, 8§, 14—=/F—38 B

FEZR TR 14 mg HEUHFME 73 mg 4, 4——FE—5a
—JEEkE—1, 8, 14—=8—3—Ef 67 mg LKEHMEFETHE
HRAN. BEYHE 4 M, EBIEKE, REAZMER. 2885
VL2, Ak, EXKRBPLTER, RELE. BREAE,
REVACKMZEBMRESYHITEESS, B2 43 mg ABEEHR
4, 4—_HE~-5¢—HELE—1, 8, 14—=4&F—38B —F.

'H-NMR (CDCl,): § =0.82 (s, 3H), 0.85 (s, 3H), 0.87 (2x d, J=7 Hz,
6H, H-26/27), 0.96 (d, J=7 Hz, 3H, H-21), 1.02 (s, 3H), 1.10 (s, 3H), 3.89
(m, 1H, H-3), 5.37 (s, 1H, H-15), 5.50 (dd, J=10 Hz, 1 Hz, 1H, H-1), 5.90 (d,
J=10 Hz, 2Hz, 1H, H-2)

15



SLHER 3: Sa —fHEkE—1, 8, 14—=1—38 —B
a)5a —fHEE—8, 14— —#F—38 —8&

WSERER] 1a FTik, 240 g B9 Sa —HE R -8, 14— —38 —
BER 111 g B N— BB -G —N—S4YF0 111 mg PURETET B
13 ml —HFRPLE. GEFES, BIEEEMERE S —EE
$i—8, 14— =#—3—F 1.81 . |

'"H-NMR (CDCL,): 8§ =0.82 (s, 3H, H-18), 0.87 (2x d, J=7 Hz, 6H, H-
26/27), 0.94 (d, J=7Hz, 3H, H-21), 1.18 (s, 3H, H-19), 5.39 (s, 1H, H-15)

b)Sa —fB&ifE—1, 8, 14—=H—3—K

wisEHEf 1o ik, 1.81 g 8 5a — B kE—8, 14—/ —3—
F 1.67 g BIEEFEERE7E 20 ml |MEPLE. BiEHEG, B8 053 g
WMARH) 5a —fREE—1, 8, 14—=H—3—W.

'H-NMR (CDCl,): 8§ =0.84 (s, 3H, H-18), 0.86 (2x d, J=7 Hz, 6H, H-
26/27), 0.96 (d, J=7 Hz, 3H, H-21), 1.20 (s, 3H, H-19), 5.43 (s, 1H, H-15),
5.91 (d, J=10 Hz, 1H, H-2), 7.42 (d, J=10 Hz, 1H, H-1)

c)5a —fHE%—1, 8, 4—=H—3B—®

WnSEHEG] 2 Bk, 150 mg B Sa —fHEKE—1, 8, 14—=H—3—
HiH 15 mg ISR 147 mg B-EKEHALE. BiES)EEEE
HEBERE Sa —fEEE—1, 8, 14—=4—3 B —& 47 mg.

'H-NMR (CDCl,): 6 =0.82 (s, 3H, H-18), 0.87 (2x d, J=7 Hz, 6H, H-
126/27), 0.95 (d, J=7 Hz, 3H, H-21), 1.07 (s, 3H, H-19), 4.33 (m, 1H, H-3),
5.37 (s, 1H, H-15), 5.56 (dd, J=10 Hz, 1 Hz, 1H, H-1), 6.09 (d, J=10 Hz, 1H,
H-2)

.....



-----

SEHB 4: 10 —FE—4, 4——_FE -5 —JHEH S8, 14— —5&F—3

L]
OOOO

—H

£ OCTH 147 ml WZZEFMBER (1 M, EFES) &N
FE4, 4—_HE-—Sa—fEEsE—1, 8, 4—=%#F—3—8T 5 ml IS
R RERN. REBAYENERER, REHHE 1 . Z£O0CT
wRhN 2.45 ml MESAPER (1 M) 5, AKBEBIBESY, KB
FAZBER., 2BEIE, AHKEER, EEKRBRMLTER, RS
Tk, BREAE REVACENZBRZENRSYETEES S,
BEHAGCEERN la —FE—4, 4——_HFE—5c —JHEKE—8, 14—
“ ¥ —3—F 110 mg.

'H-NMR (CDCl,): § =0.86 (2x d, J=7 Hz, 6H, H-26/27), 0.89 (s, 3H),
0.94 (d, J=7 Hz, 3H, H-21), 1.12 (s, 3H), 1.15 (s, 3H), 1.20 (s, 3H), 2.86 (m,
1H, H-2), 3.29 (dd, J=7Hz, 5 Hz, 1H, H-1), 5.49 (ps, 1H, H-15)

SEHER] 5: 10 —WE—4, 4——HE—5¢ —-HEHR—8, 14—_8F—3
B—Efl1a —WME 4, 4—_HE—5ac —[HE—8, 14—"JF—3a
—K

WNSEHEG] S BTk, 95 mg B9 la —FHE—4, 4——HE—-5a~JH
H4e—8, 14— _4—3—NfH 33 mg WIS LPLE, BRI 30mgH1
a —fE—4, 4—ZHE-5c B8, 14— —3a —FH 25
mg 9 1a —@E—4, 4—"FE—5c —JEEHE—8, 14——H—38 —
L

la —BE—4, 4—_HE -5« —JBE$—8, 14— "3 —&
'H-NMR (CDCL): § =0.83 (s, 3H), 0.87 (2x d, J=7 Hz, 6H, H-26/27),
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0.94 (d, J=7 Hz, 3H, H-21), 1.09 (s, 3H), 1.17 (s, 3H), 3.08 (m, 1H, H-1),
3.72 (bm, 1H, H-3), 5.43 (ps, 1H, H-15)

la —@E~4, 4—"HE—Sc— B —8, 4—_J—3d—8

'H-NMR (CDCl,): 8 =0.87 (2x d, J=7 Hz, 6H, H-26/27), 0.91 (s, 3H),
0.93 (d, J=7 Hz, 3H, H-21), 1.08 (s, 3H), 1.15 (s, 3H), 1.28 (s, 3H), 2.92 (m,
1H, H-1), 3.57 (ps, 1H, H-3), 5.44 (ps, 1H, H-15)

SLHEB 6: (E) —d4—[ (3—8AR—4, 4——HH—50 —JHiK5—8, 14
——H—2—WH) — PRI |

¥ 64 mg 9 4A—FEFFERN 27 mg WEEALEE 2 ml 2B
SR INE 4, 4——FE—JIEHR -8, 44— —3—BT 4 mZ
BEFR&ERN. REBEWHRE 20 of, AAHR, REHA_EF
RER. 2EENE, AHKkicsk, £ KRBy LETE§E, REdE.
BRENG, REYHACKEM LB ZENESYHITEESE, B3 168
mg HEEFERY (B) —4—[ G—8R—4, 4——FHE—-5a —H
—8, 14—_fF—2—TWH) —HFEFHE.

'H-NMR (CDCl,): 8 =0.83 (s, 3H), 0.87 (2x d, J=7 Hz, 6H, H-26/27),
0.93 (d, J=7 Hz, 3H, H-21), 0.98 (s, 3H), 1.16 (s, 3H), 1.23 (s, 3H), 2.58 (4,
J=17 Hz, 1H, H-1), 3.10 (d, J=17 Hz, 1H, H-1), 5.47 (ps, 1H, H-15), 7.42 (s,
1H, H-2"), 7.53 (d, J=8 Hz, 2H, %), 7.68 (d, J=8 Hz, 2H, & &)

HEB7: (E) —4—[ (38 —FH—4, 4—_FHE—5q —[BE—8,
14— "8 —2— W) —FE)1FEE

WML 2 Frik, 156 mg B (BE) —4—[ 3—&fL—4, 4—_H
HE—50 —HEIR—8, 14— "F—2—TH) —FEFEE 11l mg L




.....

KEALGFAETH 12 mg MESMLMLE, K 93 mg BEEEFREK
(E) —4—[ (3B — 5% —4, 4——"HE—-5a —-JHKE—8, 14—
H—2— W) —FHEPEHE.
'H-NMR (CDCL,): § =0.75 (s, 3H), 0.80 (s, 3H). 0.85 (s, 3H), 0.87 (2x
d, J=7 Hz, 6H, H-26/27), 0.92 (d, J=7 Hz, 3H, H-21), 1.18 (s, 3H), 3.02 (d,
J=17 Hz, 1H, H-1), 3.94 (m, 1H, H-3), 5.40 (ps, 1H, H-15), 6.78 (s, 1H, H-
2"),7.37 (d, =8 Hz, 2H, &%), 7.64(d, =8 Hz, 2H, F%&)

SEHip 8: (E) —N—[[4—[ 3B —B¥—4, 4——HFH—5¢ — K
—8, 14— —f—2— W) — X )HEH) PR
a) (E) —2— (A—HERE-FE) —TFHFE 4, 4——HFHE—5a
—[BiEE—8, 14— —H—38 — 8

& 27 mg FISHEBEMN 74 mg 5 (B) —4—[ (3B —~K¥E—4, 4
—“HE—5c B8, 4—"H—2—TE) —FEPERAE 6ml
KU S i P [B] 3 4 /M. ¥ ElfE, WSEHER] 3b Frid b B R EE ).
MR B, 18326 mg HEEERKE (BE) —2— W—EEFE
—FE) —WFE—4, A-ZFE-Sc—HiifE—8 14—ZF—38
_@o

'H-NMR (CDCL,): § =0.77 (s, 3H), 0.82 (s, 3H), 0.86 (2x d, J=7 Hz,
6H, H-26/27), 0.89 (s, 3H), 0.92 (d, J=7 Hz, 3H, H-21), 1.18 (s, 3H), 3.15 (d,
J=17 Hz, 1H, H-1), 3.86 (s, 2H, Ar-CH,-N), 3.92 (ps, 1H, H-3), 5.38 (ps, 1H,
H-15), 6.72 (s, 1H, H-2"), 7.26 (m, 4H, 5%&)

b) (E) —N—[[4—[ (3B —BX—4, 4——HE 50 —HE{K—8, 14
— R —2— W) — PR R R
¥ 8.6 mg 1) N— R BEIRHM L E L REEE7E 1 ml —HFE F B
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FEBRTEETHRME 21 mg (B) —2— W—EEHE-—FE) —TF
HE—4, 4—_HE—5¢ —JEf{HK—8, 14—/ —38 —BEZE4ml =
HRERBRPHEBRN. RNBEWHERE 20 b, AKBE, REH
LB ZBEFEEN,

STEEHE, BARYE, EXLKMBRMLETE, RETE. X
BREHRE 21 mg BAEEKRE (B) —N—[[4—[ (3B —&X—4, 4
—_HE—5c—fESiR—8, 4—ZH—2—TH) —HEFEE|FE
FRER .

'"H-NMR (CDCL): 8 =0.77 (s, 3H), 0.82 (s, 3H), 0.86 (2x d, J=7 Hz,
6H, H-26/27), 0.89 (s, 3H), 0.92 (d, J=7 Hz, 3H, H-21), 1.18 (s, 3H), 3.12 (4,
J=17 Hz, 1H, H-1), 3.92 (ps, 1H, H-3), 4.44 (d, J=5 Hz, 2H, Ar-CH,-N),
5.37 (ps, 1H, H-15), 5.76 (t, =5 Hz, 1H, NH), 6.72 (s, 1H, H-2"), 7.24 (m,
4H, FH)

SLHB 9: (E) —N—[[4—[ (3B —RBHE—4, 4——FE—5¢ AR
—8, 14— —2—WH) —REIFHEIFR|—5— 4, 4——FK—S5,
7T—_F#E—4——3a, da— B —s—indacen—3—X) ¥k

50 mg B9 5— (4, 4—ZH/—5, T—_BHE—4—H—3a, 40—
B IR —s—indacen—3—%) RERIFRHABTEEEZE 0.5 ml —FEFE
EHREBRTERTHRMESI ¢ (B) —2— W—EEFE-FR)
—WHE—4,4-_FE—-5c — B —8, 14— "4 —38 —B7 2 ml
“HEFRBREPOEBAN. REBESYREE 4 PE, BKRR, RE
HZBZEBEXER. »EBAVE, AKkEk, ELKARALTE, R
Fidk. ERENE, REYACRNZBZENESYHITEES
B, 8% 65 mg B (E) —N—[[4—[ (3B —1 & —4, 4—_—FHE-5
a —fBEE—8, 14— ZF—2—TF) —HRE)ER|FRE]—5— 4, 4

20



— %S5, T—_HHE—4—W—3a, 4a—_F I —s—indacen—3—%)
a8 |

'H-NMR (CDCl,): § =0.77 (s, 3H), 0.82 (s, 3H), 0.86 (2x d, J=7 Hz,
6H, H-26/27), 0.89 (s, 3H), 0.92 (d, J=7 Hz, 3H, H-21), 1.19 (s, 3H), 2.25 (s,
3H, Ar-Me), 2.55 (s, 3H, Ar-Me), 3.12 (d, J=17 Hz, 1H, H-1), 3.92 (ps, 1H,
H-3), 4.44 (d, J=5 Hz, 2H, Ar-CH,-N), 5.37 (ps, 1H, H-15), 5.87 (m, 1H,
NH), 6.09 (s, 1H, 5%), 6.30 (d, J=5 Hz, 1H, F &), 6.70 (s, 1H, H-2"),
6.90 (d, J=5 Hz, 1H, &), 7.24 (m, 4H, FH&)

SCHif] 10: 20 —JRFE—4, 4——FE—50a —HEK—S8, 14—
—3B —M
a)2a —FAE—4, 4——HFE 5« —BifHx—8, 14——F—3—H

FE—~T0CTH200mg 19 4, 4—_HHE—50c —fHE—8, 14—=
B —3—BR7E 3 ml B THF 5 KSR IR S — 7 A EBREREER

(5.8 ml, 1 M) %, BHBBHE 1D, REFRMO0.07 ml #3—M—7F

. EOCTHEER ARG, BRRMEBESYHREBEARMELEERT,
HFHLBROEEN. 2EEIE, AHKEE, EXKRRHLTE,
ML, BRENE, REVACKEANZRZENEEYHITEIL
S, B 160 mg BEEERK 20 —HHEE—4, 4—ZHE—~5a —
FBE % —8, 14— —3—M.

'H-NMR (CDCL,): 8 =0.82 (s, 3H), 0.87 (2x d, J=7 Hz, 6H, H-26/27),
0.93 (d, J=7 Hz, 3H, H-21), 1.10 (2x s, 6H), 1.30 (s, 3H), 2.60 (m, 1H, &
#£), 2.77 (m, 1H, R E), 5.05 (m, 2H, HAE), 5.38 (ps, 1H, H-15), 5.80
(m, 1H, HREE)

21



b)2a —FHRE—4, 4—_HE—-5c« —JHEK—8, 14—_F—38 —®

INSEH] 5 Bk, 160 mg 2 —BHRE—4, 4—_FH—5a —
fEE BT —8, 14— 8—3—BF 55 mg KIS, B3 15 mg
B 20 —fEAE—4, 4——HFE—-S5c« —fHEHR—8, 14—"F—3a—
BEFI 80 mg B 2a —4ERE—4, 4——HE—-5a —fH%—8, 14—
H—38 — &

2a —IGERE—4, 4—Z—FE—5a—fHEKE~8, 14——HF—3B —®

'H-NMR (CDCl,): 8§ =0.81 (s, 3H), 0.85 (s, 3H), 0.87 (2x d, J=7 Hz,
6H, H-26/27), 0.94 (d, J=7 Hz, 3H, H-21), 1.03 (s, 3H), 1.05 (s, 3H), 2.50
(m, 1H), 2.95 (d, J=11 Hz, 1H, H-3), 5.06 (m, 2H, A E), 5.37 (ps, 1H,
H-15), 5.89 (m, 1H, EHE)

20 —IGAE—4, 4—ZFE—5Sc—HERE—8, 14— 3¢ —E&
'H-NMR (CDCl,): § =0.82 (s, 3H), 0.87 (2x d, J=7 Hz, 6H, H-26/27),

0.90 (s, 3H), 0.94 (d, J=7 Hz, 3H, H-21), 1.00 (s, 3H), 1.05 (s, 3H), 3.36 (ps,

1H, H-3), 5.05 (m, 2H, i NZE), 5.35 (ps, 1H, H-15), 5.85 (m, 1H, HRHE)

SEHEBY 11: 725N RE4H BT SE IO AR A RS YR
¥

B R A AEE DY 13—16 RAIMENE N (C57B1/6JXDBA/2] F1-
%78, Bombholtgaard, Denmark) B IR B, PR PREZEHN
HANERE TS, DREBEZEEAES 0.2 ml ¥{EHEREE (Gonal F,
Serono, Solna, Sweden, & 20 IU FSH, B{#, Puregon,Organon, Swords,
Ireland, ®& 20 IU FSH), 48 /MK /5@ L 34E A1 K B H) R FE

22



SR R R e SR A 3 o

RBHIE, FH—3 27 SHFLBIRER, EXEEMETT
Hx—EFE (LTF) 9o HBEEHAR. RENBNFHE (NO) BR
HEBNERE (GV), BEHNEE « —B/EFHEFE (« —MEM,
EBEZTE, Gibco BRL, B3RS 22561) /1, ZEsFEFHME 3 mM
FIREIERS (Sigma, HFE S H-9377). 8 mg/ml WA MERES (HAS,
State Serum Institute, Denmark). 0.23 mM f] pyrubate (Sigma, HEXS
S—8636). 2 mM KA EBELRE (Flow HE S 16—801). 100 IU/ml &
BEM 100p gml MEBER (Flow, BFES 16—700). ZHEFERN
Hx— 57, PEIAMRE Hx—FREPHE 3 K, REE 4 FLEFR
(Nuncion, Denmark) 57, EEFLPESF 0.4 ml i Hx—BFEM
35—45 NNEREIAEE . SR (ERERMANAEYH Hx—HEFEE P
FERIGRERAM 35—45 ) RAIAEFER N BT, ZURERERLE
AR ERFREED .

£ 37C. 100%&EE. 5%CO, ERMEHTHITHESR. BEFMAME
H 22—24 /it

SR BRI MR

EHFMERE, ERIAERBERERAHUI THEHERER
FEEMETERFTERE (GV) RAEREES (GVB) HIBAHM
LR EFIRE (PB) M RARKNEE. EIREFEPHELINE
ARHBEBETAEF GVBRINFARES LR BB ETEE PB
KSR ARAI T b, HEXTREFEM.

SEHEG] 12: #E 50 R4 HuSELR P E RS o B EY R
ERWMEES 11 PHEBMAREE (LL), H%4T FSH 438K

23



L s

AR /DR PEIERE (GV) M. EEMIISMAM
(NO) 7F Hx—EFEPHMIE 3 K. LUFIERH 4, 4——FE—5a —
JEEIKE—8, 14, 24—=4&—3 8 —BE (FF—MAS) AI#EHESMER NO
PRI EAH (Byskov, A. GZ A, Nature 374 (1995) 559-562). T 4
FLEEFER (Nunclon, Denmark) F NO 7F Hx—¥5s3rstohigss, %iEH#
EPEHMAE SuM B FF—MAS, F5RERENIR S RESE,
ZFAEE 0.4 ml B Hx—BEFREM 35—45 MMM — A EXE (F
B3 FF—MAS B Hx-355FZF R 35—45 NI BHAM, HPRE
MY REAURERERNEST, ZPREZHREPRNE
ARRERFUNRMEY. 75, SEXRERBT—AMAGE (X
7E Hx-3E B P EESRR) 35—45 /N IR40H).

SRR E

ERFHERE, FHAICEMERERARS THAEEREN
BERBMBETHEAFERE (GV) BAEREER (GVB) K4
LEAFHHRAE (PB) WNHHARMNEE. ERREFEFTELSRFG
DB EPEFGVBHNBHARE S LU KBNS REEETAF PB
RN R E S, ST RESFREML.

SEHER 13: 7 “A LR FRRRESBELYR
HRALEET (C57BL/6xDBA/2) F1 /MR, (21—24 Rid) R+

R EREIIFH M (NKO) FIHERR (cumulus) H A I B4 L (CEO)D,
Frid /bR S LR B MU EY 48 /MY i.p. 852 10 TU Pregnant Mare [l
FREREE (FSHEM).

JLSRSF R4 (NKO 1 CEO), HEZEXRK)a —MEM HEFREHE
FRL) 20 /NET, FRiRIEFRERE 3 mM FIRFEM (Hx—EHFE) R 1 mg
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FRERE B/ml HBRE. FHPRANSHM: () STHEIFTRMAM, X Hx
—IEFEPESF (EXE4A), UE (b) WAL ST Hx-135%
EPEFERENEAM. 2 20 MG, REHEREES (GVB) KT
BHRAET Hx-EFRETH AR, REEBENAHLTNZHA
P, ZZRHCEHBEE S FHOHEE (cauda epididymis) 5 &8
SRR FHIF. kR e S E&H (5%C0,) M 3TCTFFHR
f)a —MEM IVF—35FEPHEF. K5 20—22 /MR E 45,

LR EZRERICR 2-AREBHNKE. ACoBEN 2—ARER
RIGR B AR T R ZREEBRUEZHE L (=28F). Aiaf
50—200 > GVB/PB JREFH UIAT & IVF— L% . W EASTIRLEY
HIH P LR AR 2R RG], hb SRR,

R 1. EREN KR RE S RIEL

GAE] SRREANAE (n) EWAER(%)
GV GVB PB GVB+PB

SRR (Hx) 39 0 1 2.6
100 M FF—MA 5 29 4 86.8
10uM 4, 4—~:$%—5a —HE 9 18 5 71.9
R—1, 8, 14—=#F—38 —¥
Hx={RH"E"
GV=4%ki#
GVB=4% KB K

PB=1}k1{%
n=USAHRKE

25




R 2. 7EARERA B0 RRA A RS R EAEXT I FIEH

wEh

SREEAAE (n)

GV

GVB

PB

MEER
(>4)

XE (Hx)

34

2

100

SuMFF—MA

28

0

5uM FF—MA + 40pM la —
g —4, 4a——HHE—~5a —JHE

38

0

107

Hx=/REHE, GV=4£kH
GVB=4 k¥ F, PB=1k{k
n=51HAREE

R 3. TEAREEH IR 50 BHA0 B P RS BRI A X I I E A

AL

SEEE4AHE (n)

EE (o

GvV

GVB

PB

(%)

XHE (Hx)

34

2

100

SUMFF—MA

6

28

0

SuMFF—MA + 10uM (E)—N—[[4
—[ (3B —BE—4, 4——HE—5a0 —
BiE—8, 14— " H—2—TH) —H

REE]F R FRE

25

13

63

Hx=XEZK, GV=4KI
GVB=4%KHEEF, PB=k{k
n=G MK E
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