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R IRI BB

AwHERLBFED N 200355 A 22 8. ¥#54 03812375. 4. X9
Rl L AR “FRANRKRERE HEFHHTEFF.

BAAR I,
AERFE (FHEm)BE, (Sokh F) ZKEHNKRT & HRD
Fada At R RRIE T | AR

FRHEA
Bk Aot 6y B By E R A AR T T RIRERN,

L, EHHRABRPREEN T WBE T IETARA.

F b 2 F R L SRR R FARSE (L) AR 97 508 E (FSH)
miTEE TR L. XEREAAFRGELS R TRENTL,

B3 S B SRR MR T 9 F BRI A, EFKP 6 AL
Aok FRAENTHEIS . TE2—Fs5MRBBREAAMEFT B S o9 F 8K
. BBAR G F X, F M HRT A £, FHERBINRBREENRS,
B iR SN R AR E AT AT FI ARG R R E R E A,

Ay EEhuE—RANKF KB ERNZ S48 (Guerin #= Rollet
(1988), International Journal of Andrology 11, 187-199).

Rit, RIECBHAHEBA T F KBS FF 8 HRT &) KRR .
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B, BHELSBREE—RA TN BER LAty M Tausk, J.HH
Thijssen, Tj.B. van Wimersma Greidanus, “Pharmakologie der
Hormone”, Georg Thieme Verlag, Stuttgart, 1986).

BEMT 2R TWBE i IRT, AR, 2HE-REKE
AURBENZRSZEAY., I —HELSNLHFEBEEHR: €
FLEHE, EFHRFTARONERLT (KB Y RAEANIS) , #
B SR THIRTIF 24, ARCHEAHTEAN. KEHREFH
F 49 L F] (POP) AR A T RBRE) R ARAF 2R .

ol IRTHK A TFARBBRENAL, ATEABLERELEER
E (A, MET®R), A kR ERIGER, B4 CET K
. RBRFBRAER . sRAETEEE, THREAFRRERK RN LM
B, KB FHREELHNBERTFETARBALGMIMEIE I, X8R
TR FTARBH LR, Hit, ERBHETERLUFHE, BH
CAELBR Y F& N LR EFHIFE L5 5,

Fif, B ARRBRIEFH AR TEA ToRES . KW HRT felaft#
R4 i6 97 /TRES

AK AR AT IR T BE, BPIRICEHRBLE ., REEHF T —R
BeFiR e B+ R B, LA RAL I EN L AR HE LA £
W FITh, XEBBEAFEEH N KRG ZRTGENLHERAT
e,

AR

AKBAREY G Z B E B, PR FHRBRER . REF W+ — S8R B8
Folk LB+ BB, REA®R, RATFH MBS, LATHHR
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Fadc bk HRT,

H I, L BX LR AW ERFRRNIE TR T AR, TR
Rl TTARA L. HE2E%. A%HE. 2 RGEEERRE,

H B SLEA

B 1 |

RICEIE R BB . RICT M T BRES ., IRICEH R BB, IRIEFEH+—
WELES  RIEEH T B ER . REFH T BB R+ AR
BRI L F 4.

B 2a

IRICEW | RILEH R BLES . R T T BB AR I F I+ — BB
B — R LA (IM) S 2T T E R FPIRIEFE R R K FHGRm. N=34
3445 A= SEM.

& 2b

RICEI R BRES . RICEE BB . IRICFHRBE . RIEFH+—
BB . RN+ BB . R T R BB A — R ALA (IM) 24
SHAEM F R G PIREEH 0 KFGF A, N = 3 65 FH4E5 SEM,

ALK AR A MAIRICE G B BLES  RIEE I+ — R B B AR T M
+ IR ERES .

KL B E A/ R HRT A &, LB EF/RETARKEARL
B R BB A RRFFH T IR BB A/ ARSI+ BB, A T
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P Fa e 64 38 22 Fo HRT,

AR PR —FRBBF I/ R06 57 A HE QIR FIH ZBREE =/ RIK
HEFH+—IRBREE e/ BRI FH T BB E LD F ST YRR, TR
B T FFe/R HRT. E—FREMHERFTXT, FFEBZHATFFH
B Fa /X FHHRT, EF—FEAFXF, FFRAGHA T HBE/ X
4 HRT,

AXA#—FFRBRF /R HRT 5%k, QENZETHELANBRE
Fo | K67 A M E QIRICFH R BB fo/ RARILEH + — IR BB o / R4
Bkt I EREE, A—FR R TR T KNP, FTEZ R TERFHRES
%‘ Eﬁ"’ﬂ’%zﬁf‘\q’ PR Z i8R R ETH,

AL 7 SRS A R IR BB A/ SRR+ — R
B A/ BRI BT RRE A BT AR, PHREHA T8
Ao/ BB XA FER, FleTTRAERL. ALEE. ASMS.
BN ERE

AL PR—F FRIWBEMFRGYIE ST Fo/ WG F ik, AR
Bl FETAERE. A2LE. ALHS. 2 HRGSERRE, EFk
LAt & T HBUEAAREGRIEEHRRE S/ JRIEEH T
— BB B fo / BARIEF I+ BB ER.

AEZBANASHTUAZHBERARTHAHEEELRZLY,

EORAHHHFEALT, PEARAARMNTEL, Hldoh HRBRER. Tk
BAK RS WA S F ETHZGBRRFREA 120 AF 5 E KA
iX: Gennaro et al, Remmington: The Science and Practice of Pharmacy,
(20th ed., Lippincott Williams & Wilkins, 2000, LEKRLFE 5 3
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4. Pharmaceutical Manufacturing). AKX BAILA WAty S LT
Z A BAREF R ERFELT, FlieAR . AH, T R A X
BH . 1B F EEARIK, WAMET AR EHFEWAER. &
B LRAHBXER, IEEARFHNER, Bl AREAH. ®el&H
TEART, Flieh A, FRAFTARKGER, Bl AR, £ EH.
RAFAF . BEN . AHHEA., BHAMNF. —BAT, TURART
HEHAAS WA RIS F ETHEL G RA . KL AESHILT A
WEASEHEAY. PER, M. BREMNFT.

EATHUEGH—REHBABRCIEIIE. EH. HRENTLDF,
KA CMNEREY, TERA.

Fr 24 th 9 R E ALY AL MBS WL T H T 5 &) ERIRH
FH2XB LR, FRLHRZFBETLENNNTETEGSE
5 &M/ AL FRAZNANR L HHEES M4 LB F X HRT FE R
F. BAGFHEZ 0.001 - 5Smg/kg R E,

T5 Eapldt—FRERLR, SN RRITHRS T ERRP KA
é!J LH.

E A — 4RFEFH CT. €9, C10. C11, C12 Ao C13BEAER T FHZH A

2
# & TIRCFIHE, ART T HATRE:

WRFCF o R B B
IRFE M T BR B
IRICF M R BR B
RICF W+ — I B B
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o RFEF W+ %8R B8
o RALFIM+ = I8k B

LH & T REF T BB,

A1 R FLEH,

TAHRR, RIEFHELOIHEN.

RIE PRI 69 #] 4

MBS % B85 6 — A& T ik T AR L4 4w Greene, T.W. %, "Protective
groups in organic synthesis", John Wiley & Sons, NY, 1999 (% =
MR) . MREE ( SARFEN ) FIEEBETUSNETRARARENR, Hlde:

)BE, £BBE. = FLLBR-BLET, DE 1013284 (1956);2) 4B . BLA.
whez , Watson, T.G. %, Steroids 41, 255 (1983); 3) & &% . BL&.. T10Et,
Shafiee, A. %, Steroids 41, 349 (1983);4)4xBf. HBL-BLEF. TsOH.
*, Johnson, A.L., Steroids, 20, 263 (1972); #= 5)4Bf. HBEL-BR
BF. DMAP. CH,Cl,: Shafiee, A. %, Steroids 41, 349 (1983),.

(17a)-13-Z K-11-F FE-17-[[(1-KA LK) KKL]-18 19-=F
BR AW -20-H-3-0] (IRFERIF LB ) 6575

a) FFBR (1. 95 g) 9 RAKRTFER (B ml) IEAERAFHE 0°C, B =R TBREF
(2.6 g) 432, WIH30H94E, AT -13-TE-1T-£E-11-BF X
-18,19-=% F B—4-H-20-$-3-87 (4RIEFMH, 2. 0g) ¥ A KF R (15ml)
Bk, BREBRASMETBTHRE 17 0. BEEREWAK., taferk
BRESRER ., R Kbk, BANARZHEMA TR, ERAETRE.
EeMBits &gk (FXR/TBTE 95:5) ., %59 Q. 08g) 2T L&
ZEE (40 m1), AHE 0°C, HRAMKRERZR QA M, 13 ml)HIE 2 ).
RAMR LR LEERER; AFANAE, RARkbeEEMAKER (M.
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Rfath Rk, TR, BRETRE. HERLERE (1Ta)-13-T F-11-
EFA-17-[[U-BARFL) & A]-18,19-=F F 24— -20- & -3-F
(1.25 g), 'H-NMR (CDC1;): & 5.89 (m, 1H), 5.08 (bs, 1H), 4.85 (bs,
1H), 2.82 (ddd, 1H, J =14.8, 9.5f 6.3 Hz), 2.73 (d, 1H, T =12.8
Hz), 2.69-2.19 (m), 2.63 (s, 1H), 2.11 (m, 1H), 1.90-1.21 (m), 1.15
(m, 1H), 1.05 (t, 3H, J =7.5 Hz), 0.88 (t, 3H, J = 7.1 Hz). |
5% M+H]" 465. 3358, ++E /R & [M+H]" 465. 3363.

BREIMTFLERILHFTX, F1&TRAEZHRERE. REZHRZR
B . ARIEFH T —LBEES . REEHR+ B ES . RIEFEH T BB A
RIF I+ BB ES

b) 170)-13-ZA-11-ZF E-17-[[Q1-RKEHX) £ 4]1-18,19-=
* F 2 -4-$-20- 3-8 (4RI F % R BRES ). 'H-NMR (CDCL,): & 5. 89 (m,
1H), 5.08 (bs, 1H), 4.85 (bs, 1H), 2.82 (ddd, 1H, J = 14.8, 9.5
F2 6.3 Hz), 2.73 (d, 1H, J =12.6 Hz), 2.68-2.19 (m), 2.63 (s, 1H),
2.11 (m, 1H), 1.90-1.24 (w), 1.15 (m, 1H), 1.05 (t, 3H, J = 7.5
Hz), 0.89 (t, 3H, J =17.1Hz). ®EREM+H]" 437.3027. #+HRE
[M+H]" 437. 3050,

¢) 17a)-13-Z A -11-Z F A -17-[[1-AARZE) &#&]-18,19-=
* F Z-4-3-20- - 3-BR( 4R $ 5 R BR B8 ). 'H-NMR (CDC1,): & 5. 89 (bs,
1H), 5.08 (bs, 1H), 4.84 (bs, 1H), 2.82 (m, 1H), 2.73 (d, 1H, J
= 12.6 Hz), 2.67-2.18 (m), 2.63 (s, 1H), 2.11 (m, 1H), 1.90-1.21
m), 1.15 (m, 1H), 1.06 (t, 3H, J =17.5 Hz), 0.88 (t, 3H, T =17.1
Hz) . W&/ [M+H]" 479. 3508, /& M+H]" 479. 3519,

A QTa)-13- 2 £ -11- F A -17-[[A- R AR+ — & &) &
E1-18, 19- =% FR2-4-%-20-%-3-8 (RIEFJHT—REKE) . 'H-NMR
(CDC1,): & 5.89 (m, 1H), 5.08 (bs, 1H), 4.85 (bs, 1H), 2.82 (ddd,
1H, ] =14.8, 9.5#26.3 Hz), 2.73 (d, 1H, J = 12.6 Hz), 2.68-2.18
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(m), 2.63 (s, 1H), 2.11 (m, 1H), 1.90-1.21 (m), 1.06 ( t, 3H, J
= 7.5 Hz), 0.88 (t, 3H, J =7.1Hz), REFKZM+H]" 493. 3664,
B & [M+H]® 493. 3676,

e) 1Ta)-13-Z A -11-Z F £ -17-[[0- & KR+ =% £) &
ELNJ%L%?@%%&M%%%W(W%@W+~%&%)oWWR
(CDC1): & 5.89 (bs, 1H), 5.08 (bs, 1H), 4.85 (bs, 1H), 2.82 (m,
1H), 2.73 (@, 1H, J = 12.6 Hz), 2.65-2.18 (m), 2.64 (s, 1H), 2.11
(m, 1H), 1.90-1.20 (m), 1.15 (m, 1H), 1.06 (t, 3H, J = 7.5 Hz),
0.88 (t, 3H, T =17.1Hz), MEFE[MH]" 507. 3829, ++H /R & [M+H]
507. 3832,

f) 17e)-13- 2 A -11- 8 F £ -17-[[1-& K+ = &% &) &
H£]-18,19-=% ¥ 2 —4-%-20-%-3-57 (ﬁzéﬁzﬁbéﬂ%;ab%ﬁiﬁa) . 'H-NMR
(CDC1,): & 5.89 (bs, 1H), 5.08 (bs, 1H), 4.85 (bs, 1H), 2.82 (m,
1H), 2.73 (@, 1H, T =12.6 Hz), 2.65-2.18 (m), 2.64 (s, 1H), 2.11
(m, 1H), 1.90-1.20 (m), 1.15 (m, 1H), 1.06 (t, 3H, J = 7.5 Hz),
0.89 (t, 3H, T =17.1Hz). ME/RE M+H]" 521. 4007, +#FE/E M+H]"
521. 3989,

g) 1To)-13-Z £ -11-& ¥ £ -17-[[-& K+ &Z &% &) &
£1-18,19-= % PR -4-H-20- 53-8 (WR#EFHTLRHE) . 'H-NMR
(CDC1,): & 5.89 (bs, 1H), 5.08 (bs, 1H), 4.85 (bs, 1H), 2.82 (m,
1H), 2.73 (@, 1H, J =12.6 Hz), 2.65-2.19 (m), 2.63 (s, 1H), 2.11
(m, 1H), 1.90-1.20 (m), 1.15 (m, 1H), 1.06 (t, 3H, J = 7.5 Hz),
0.89 (t, 3H, J=17.1Hz). MERE [MH]" 549. 4278, +#+FH R & M+H]
549. 4302,

£ F 89 B 5 FEFE

W BINRABEE RARREFERABHZTAMNERT, A8 E AR
ﬁ‘*’lﬁ& 1.m.)¥]§54&€‘ s.c., MmEZ, # 20 mg/kg e RTFiESH— /f’\(%
1 R) PRI HB et A bRk (ORE 40 mg/ml) . AF 1. 2

10



200710102861. 0 oM P E9/9m

4, 5. 6. 7. 8. 10. 12. 14, 21, 28, 35. 49. 63. 77. 92, 106, 120
Fa 133 X, NI 3 BRI £ fn 3% B &4 EDTA #93X% ¥ . 4% EDTA £ 3 (1500
g, 15 min), BAE-20CTF. #/A LC-MSMS, P& iX k& & ahaR1L
Al (REFEW) 4F, IAHMRLEGTHRAE 0.5nmol/1, 53] 0- 250
nmol/1 B9 &K MR, X AEA 0.9998,

4o B 2a AT T, RIEZHRG FHIEF FHEAKFE (200 nmol/1), £
28 RATHZE 1nmol/l ATFHREEHKF., RIEFHERELIILF
BARFC B 4694 K (120 nmol/1) . 4RAEF M T B BR 5| AT AR 0% K
I, REBEFBLRF KRR LFA 1amol /1AL, 58 2a PHEALH
FEARIL, RIEFH+—RBRE G| REAISEKE (NRERXEH 13
nmol/1) 5 A F&atiE (At 92 A A£ 1nmol/1 vA L) X J8) & F 4% P Hr.

1o 2b BT, RIEFHABMEAE S KB F 4 24 nmol/1 #AndeigsK
P, RRESFHT IREEE 8 REFA 9 nmol/1 MAndesERKT, A
WIEFEH+ IR BRE, A LRIIREEH I KE,

B 2a = 20 TAF 2], ik IR B BRI H R BREE ., 1R4E
B+ — R BR B AR A A M+ IR BR S

11
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& 2b

- — RE S TR S A R 9PK |

N
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[ 24
o

n
o
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0 S 1

CT: kB MBS

S CY9 fkRBH EHME
Cl0: R4t B3k RDH B
Cll: it Bsh + —5 A
CI2: fRiBH + = BBy
Ci3: 4RIt B % + = Ho oA B
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