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EHMR i C, B ER, KNS S NME=0; R
XH —(CHp)m—CRyRg— ;m=0—4;R; M Rg'h B —
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>4 #1 =3 o

1. AABX 6 205 KA b0 R ERTEDIXAPHF ETRLY
* 2k, R4

i

R, 2 (H, OR), (H, OSOH) £ NOR;

RAH (C.) RER (C_) Bi;

R, R ASARIBAREANR (C ) RE;

XAABR-HC RBEEHA, AAFHLOERAR =48 XX A-(A,)
.—CR,R;—; m=0-4;

R, ## Ry P EV—A4H (C. ) ik, X, (C ) KAaeXXnd *
— M RBEEAA; AH

R; ## Ry — &K & 0 & NOR* ;

R #AH (C,) %AXK (C,) & R, R, AR AZSAMIMAKE
4, #%, (c.,) ®xaX; 8%, NR, R, & (C ) ek, A7
#HEA AR HERIXAZFHERLA;

Ry R, A& AR LR EAR (C_) 5¥k; H

EAREA RA R, XR—FHAA . AY - Fe A S0 G RER
& ;

&H 2 REHE (3B,5a,24E) 25— (42 ¥ 4 ) —4-FHX-26, 27T-—F%
R & -7, 24, ——H-3-5.

2. BmAEK 1 Feg 20-F A -Sa-F G ES, LR, A(H OR),
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BEARE—ZHBA" U AY 1 FoAS 20D g R AE R 4R,

3. A B 2 F6§ 20-FRE - Sa-FERTEH, L PRBAHAY .
4, RAIZX 2 X 3 F6 20-FRE S5a-FERMEH, X F 3-0RK
REGHB ApHA. -

5. A EXK 14 HEE AP 20-FRE-S5a-F T EH, LT
R,% (H, OR), R3#% H X (C_,) #%; R, R, A5 ARIBARELRA
K (Co) ®HE; XACH Ry, Rife RgI&SLRIH,; BERMRER—FAY
M. g e, HF 3-ORBRAREGHRABHA. -

6. MTFRAHAAAX 16 20-F L -5a-F §RATED.

7. QA BABX 18 20-F XA Sa-FERTEWRAMNBEFZLETE
SHEEXGEMEsSY, LA TRGABEFTLTHEZGHBIAMN.

8, EAMAX I# 200 RESa-FERMEWRXAFEFETERSLY
EEEPEEANEFTOHHFHRE.



. RA )

20-F Ak -Sa-FEHTEY

AEBFR 20-F A Sa-FHERITEDRESALRELESHGH
BEAY, AXPBEFAXE 20-FRE-Sa-FERTEDEHFNEA
TEEALEFTHBGAE.

HEHOE AP EEAREGAPRIS: —fhmedd
BESLIBEBRLES K@K, $EAaRELFTIRTALEEAR
ik mE., AESEIRAFREESZE (1 F I11) Hi4E,
A TRt R MR AR E . ERRBRBESEIEF, XA
—% DNA 98, #M—A—fzhhmp >t itsgkampl £F—K
BESEOHM, AAEATAEFBAREW AL RN T EERIRTH.
AE—RBESEOEHR, MABABHREELERGEARERTF
W—ALEINOERINFATFREBEF. F_RAESEEFA %
rEBASBINRAGEEERmE Y. Bl EaELRES R
dRGAA LAY, ARAXEIEGAERARNRH.

EREFHHY, BRASAIBRZI AL AS KAARENIRY
BEmE——TFRERMBOFEIR, AHBHBERRE, RATHR
B RBFEAEST L. F—APF o RREs IR F A G
AT, REFRTOARBRHTOSE.

EBmEHHT, WAFFAREEEPLLETES —KREST
B {2hEiH (dictyate BrE&) #4527, A ZMEHAR. A&y
BENE (AR HEE, 26, F—ARHSEABRELIR, &=
ABESBHFBED. EXSBFHRIHT, FoRABSELETH
Bk, REAFTHALZER. EF —REB T EPRE_REBESTREE,
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s R, FEABAKRETREMR, FAHFRE L EHG—
AE4Ek, BARARRKIF: —AZBDNGREAE, LRETH,
H—ARSAHLHFEKBEIGBR KA BIE, RERXEBRY —AREAGT
T .

FRTHFHRATFETBAFAEGETINRETRASG I
EAEE. LERAHESHBELEESDY, 7 LHE T
EHEAAINLZEGEKR (REREE) AR, RAaEdiFEm
BB RFRE (EXSEFIHT) EHIPF.

AEAEKA, HASEOWEFTHEFELERBLSEN T 4,
EKSHBE-EFomECH, IEFTHOLBMBOIFTHaRERT
MENIFE., — P HRSEMBIFREE X FTRAFE: PR
FRkFSUBEAT - ACBREMBIFEmE ARG $ENE; Faw
BAEAEFAAELTAREVR. 2ARKEBETOGBBIEARARER
Tk, AL ERRPREB TS AE AR R[SIFHHAT
ELE, BREAEEAYABRIEAAERLATY, TEHEN
EHTURERGER, AmBILLAEHTFHEEAFGLEE].

LTMeRGAER, EMNZIFH—HRSATRAARRAANE
RE, RAEHIPE., XEIFOOKFTRE T EERMAESEGIREER
MWE (L ZZFAPMBFE-FSH) AARFOMERE 5 Loyl B F.
MELEBFEE, HEEKSEEF —AREREEELD R —ENLR
 (LH) AL —a5 BB, o T3k 8owd o J& iR i b i K 5 £ 97
$E @AY, BAEATHRENEHE, AT TRERES R I
. Ak sRFALFIBEN, ARNEEHRTFLEELE, REPFaKRT
A A RSt AR 5 3G 11 3.

A % A bk Ao P B B 6L 2 5 BLat AR 45 Ao B A W9 ALB AT LB
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THEFRANFORB L, BB L THREGHEA. BETARFES
cAMP K -F 654b.4-3 T vL B5 AL 97 Rt .69 2%, & [Eppig , J. #= Downs, S.
(1984) Biol .Reprod. 30: 1-11]. M F R AKX ESFEL LD
JHAAA L cAMP S8 H 5 23 LR EW %F A X [(Eppig, J.,
Ward-Bailey, P. # Coleman, D. ( 1984) Biol .Reprod. 30:
1041-1049].

Byskov, A. FA[ (1976) Dev. Biol. 52: 193-200] & A #&E T
EBILNEERGEFRZATARABEARSAGYRAGE. E—RAR
REBRESRENADR (MAS) ol oA M abdf (MPS) SR E—
AR S Bt [Byskov, A. FA(1994), “AmAMF”, Eds.
Knobil, E. #» Neill, J., Raven Press, New York].

B if, Byskov, A. FAMMAELIFBAAA TS BHH K&
( 38, 5a, 20R) —4,4-— W A 2 & -8, 14, 24- =% 3-8 (FF-MAS) WL &
MAF LB oaEE e (38,5, 20R) —4,4-—F R -8,24 3%
~3-BH4FTEE [(1995) Nature 374: 559-562], N4 AEAX
Fe b AP ABRBGEESEELH K. CEEPXEGETHNEL
FiF OB RENLRASEOKE. XEEHEBPR KRG
S ARRGSBITAYHARBSAEYR, CAEAR
+ £] ¥ 35 W096/00235, W0O/9700883 L% W0O/9700884 ( NOVO NORDISK
A/S) FHAF.

X fe S e B R L AR A RBE k% Hall, P.F. (1985) %
4 FFME 420 315]. HARE T EMEIEFTEHANGES.

HHAGAEFA —LREAREMARGTRGRE SR BEMNGTE
x.



B, AEXRBETAAEX (1) ¢ 20-FRE-5a-FGRITE
I REFHNHEFETESHEE,

X+

R, % (H, OR) , (H, OSOH) Z NOR;

RAH (C.) RER (C,) Bi;

R, R, AZ BRI REAR (C) K,

XHHAE—HC  BEAH, AHEEROLLERAERZH; XX A-(4A,)
—CR,R;— m=0-4;

R, # Ry FEF—AH (C) R, £%&, (C ) RAEXXnE 5
— AR BAEAR RE

R, = R, —& &K % O X NOR* ;

R A H (C.) BEAXR (C) i

R, RARAZBBIERELA, £E, (C ) RAKL 8F. NR,
R 3% (C_) &, ©iTHHFHEEE, KAE 8FRXRARK
ReF R, ASABERREAR (C_,) R, H

EEAAREA RA e, K—3FTZAAT M. AD - o AS 0D g R
&t

£#2 KO (3B,4a,24E) 25— (4~ ¥ K ) -4-FH-26, 27-— %
mBEg-7, 24, —— 3-8 (gramisterol) .

R HEHRAELF R Hiroitho FAME A X [120-F A -5a-
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FExATEWH[]. Am. 0il. Chem. Soc. 50, 300-302 ( 1973) ], Xk
P R, 4 (H, OR); R, A HB R, 4 CHy; & R, % CH, B R, 3% H; X *4-(CH,)
,—CH=CH—; R,# R4 H; Ry OH,

AP EEREAN R, PHAIIEF A CHPERTY
A-FREHASH (3B, 4a,24E) —25- (4-%¥% %) 4 FE-26, 27-
B -7, 24, ——H-3-% (gramisterol) .

REER, BX 18 2005 RE - S5a-FERTEHE-THEEY
BB G R EREE.

AEPAEFEOLIEBX T 0 200F KA -S5a-FERTEHG Y
WmoW., 4 (3B,40,24E) 25— (4-BFE X ) —4-FX-26, 2T-—Ffe
&7 924, —-—¥-3-8 (gramisterol) ¥ AW F ALK AL
BZzH., XEAVOF - AF@ETFTEREEX [ 6 20-FRE-5a-F8
R ASENEATERNLET HSH P AL

XIFHABEAE(C,) EARBAA I-6AKRTYAERX
EEEAAA, wao X, XE, TE, FTHX RTHE, &X, F&%E,
LEFFR. FAH, A3 (C,) RARKEA |4 AMAERTHREE
H.

Ri&E (C,) BAZIITEARA 16 ARRTRRYBELH,
A, XEBE, HABE, TERE Ik Z®EAPFTSRE.
(C;) MAZRGEMEE _LBRGSEEAREE, FFHsE, THRA™K
AuZ X F et thiked (C ) BRAAA A Fsamik.

RE(C O REERBAA 14 ABRTHORALA, THE,
AEL, FRAE ZREFEEGTAL.



REHFAIEF, Cl, Br, I. S FAREERANE, =R, # R,
X P Rriay, Cl#F 240ikeg, FRZR&EEG.

AMSBRAEALYE 200-FRE-Sa-FERTEDEAXKRNMH
A, 9a, 108, 138, l4a, 17B8. HEAXW, KAHULEHIX T 6
20-F Ak -Sa-FERASTAMH, ¥ R A (H OR), EEARE—Ni&
A AR Y A B UY ay kel AX iAW P, Mk
FAHAY " RO S B RAEKEYG., AXR T RARSHLES B
AP 3-ORBRAREMAYYHHA.

AEAPFHEHLEGREHREMILSHRAX 1 8 205K -Ha—F
SwiTAEW, RA (H, OR), RA H X (C,) BE; R, R, 4B 8
AR EEK (C) B XH-(CH,) - R, R;# Ry ZLFH;
EERARE A 1 EEwsd; SFEEF 3-ORRAREHE APHA,

20-F BB -B5a—F E AT EW 20 BB BT AR R &L EZ S,
#hike 2 R OAEALSY (A X Hasuagey —HEEA X)) &
B TILZEATUZ ZHE, BRAFHEYGELLXPGELEA.

# ) R eg KR RSP e

- (3B, 5a, 20R) —4,4,20-=FA21-¥ £ 5 &-8, 14-—5H 3-8,

- (3B, 5a, 20R) -4, 4,20-=FH-21-[4- ( ZRFE) X ]F -8, 14-
3-8,

~ (3B, 5c, 20R) —4,4,20-=ZWE-21-¥k K F &~ (6,8) 14-—H-3-8,
- (3B,5q,20S) —4,4-—F X -23-FK X -24-F 28, 14— —H-22-% -3~
B

~ (3B, 5a, 20R) —4,4-—FH 24— (4-FHE¥XA) f2§-8, 14— -23-
He—-3-8%,



( 3B, 5a, 20R) —4,4,20-ZF X -21-[4- ( Z R FE) XEX]F§-8, 14~
—H-3-BT Ak

AL 20-FRA Sa-FYHERTEWERABS R EHLETETAR
ARk EES (AAEAARERAMSBLTELEKS) S, E&
S99 5 fm MO 69 45~ AT P HEAT R Z.

FEAL A M B T A ) AR P LT v A B e S A, BERTRAMAELEF
AYH. 2FAYIAFTEACSBEREFTRIER.

st T A MG AL, AKX 20-FRE -Sa-FERTED
TR TEARERETFBAR LW, FFHLTIFETHIF D
e FR[(BIFFIA@RG TR TARKLETRAEX LT H
Mattheij, J. F AL (1993) , Gynecol .Obstet. Invest. 36: 129-
135] E X R S EFZPEL]. ZTHTEALEN, KAALSHIF TR
BhEme, BRAAAFARERFRKERAREE O RFET AN
KEMEE, ZHFTEFIERIRANSGTHERAEABETY TR
MAEZGHAER (Hlioht, HETL FRELhdhb, BHEILKRE
®) ., Ax—stE RESHIRAEED, BTAEFRTHK, R
55Kk, MEBESHAAABEOSTKR LY RARLES, ARELALYL
S ARESEKREThES. - FRAAXLVHESH ARSI TAFF
I EmERBGNETT, FERALFT LR EAESRPNRHK.

AZH 20-FRE Sa-FERITEWE ST HRELLFTRFF
RSP EmBGRR (RTRERTFRAFTSFHRe), X
— SR AP HEMES W ANFAETFTETHALHFFT@REER. &
AR s BTN ERPEF B L RGTFFmE (NRTLGITF
mie) RAEFRRER.



STl TRERRTEWBFHORT, KASTAL
O 4B T R R 30 ) UM AR 5 490 57 5 8 6 AR B

HTAHEF A THTHERETFEOIHRTE, KALTAIHAR
A% =T R BoA R 2 e 09 R R

AEBSHE TR RFEA R FH TR FRENRGAL
Y, VIMEREFMmIRERE.

AZPFe 20-FRE S F HERTEWEARARANGHE, 9a,
10, 13p, l4a, 17p, HBAA—HREATFHBERT. HILTLFI
ooy sh Ak shuk F M AR, RAEABIEAEKRESY. RFX LI
B MRS FERAAIRA S, HlirEgdHXEE.

EATFFE, XN ISP ERFELATHAETAHNGEFE
TESGE Km, LI AX I 8EMEIFR 4 R A (H 0SOH) ]
AR X TG B R E[FFAFHA R, R F/K R, H NRR,], #lhi
BRSO ER eI ERY. ARAHNHEFLITELEZRT
BEOMAREOEARLXPAHIEEZA.,

AZBPX I By ey EAMALIE, Bk, FEARNT
A BAMENE, R, ki, T8, ZCESHEF.

Bt oA aERENEGAMBEGEL, P,
BR, HLER, ﬁ@ﬁ& Kﬁﬁ&%?%&,ﬁé&,ah BN

#
)4

B 3t, &Ikﬁ%aiﬁ% rTiasEE (EZXEIXHKRDF
WRS) TUEHEXERBEERLYE. FHARSAGHESHOE

8



B ERLEFTERETHEXNGEFAFR (BZFLEFTRFTF)
FTARBALKREAGLSW, 2588, BSEHGFEPEFERR
7 4t

W, FHALBELINELIRELCLHEFTETRON I,
BABELHERBTRK., R, ATAXRGHN EHRERSN
0.0001-25mg/kg €. MEGHEFTA—KBELH, LTE XA,
AE LG ERATIEMNES S RLH, 24, HTHHRELERHK,
AEANAZABRY, RELSHREARETLYE. NEPLHFTERELE
% B oo Z 18] T VA BT R R

Ak H AR (Feh IVF) RRAY, KELWHALEHL KLY 0.01-
5ug/ml 6g R E R TIHFARAF.

B, AEPFEFBEX I 6 205 RE -S5a-FERFTEHWEH
Wb, BPOIESA (3B,4a,24E) —25- (4-F% %) -4-F 3 -26,
2T-— Ao -7, 24, ——¥-3-% (gramisterol) 5HF ETHEZH
HBMUERLCHEEGAEFTNARSOHPIASH. “TEILH H
AN RETERLERIMEHFTEZTELE.

HYhashekRrES R, B $E. 5% (AHELE,
BAET). BEXEHEBE (AEAT, WA, #KFPEA) &34
Hmi Yy, XEASHTAHNBHARA S HGEESF ZRTHE,
45 4o % A Gennaro 3 A f£ Remington’s Pharmaceutical Sciences( 18 th
ed., Mack Publishing company, 1990) P& ei5 ik, HHNEALFE
8 ¥f 4-: Pharmaceutical Preparation and Their Manufacture ( 2%

PHE & FEMaE>) .

KEFAOERERRS SHEESHHARTRSOTR. BB

9



# (LAEAMMRES) CIEFEATEALHAEN G FAP A (Gennaro,
supra) , WA AN, LM, MEH, HAEN, BEMN, FEM,
A ek ] vL B R A

LRGBS TUAHAS KON ETLE, HH, A
HEABEE, READMRTE, XLEAERABTR EFHARSELT
UHARRFRHBXLYE. st —F Tl IR ATAREGHOE
SR ¥ Eil

s FRHEBELS A, SEGALBOLEXRRIECELEZHR.
mMABMTREEMNEFX SN TOAEREH, B T IHMRIAEET,
FTRAETAEFRSES, EEAN, LEEMALBREKTE (#
k) .

O TABENLE QLB RES GLIET AT N EQES T
B, REBREAZLEGEDRFRIA.

A% 20-FHE S FERAMEDETHYEHRGHEENGY
X#HfFLs, LOE—AEHRBROGH, aBR—ERARFEFNR
FaE., XERHETALTRAERREA, FTEMSKE—EHN
Ak Az EBsi R EnRs, PBARILE. TRAHR
A ety 7k kB EEHSHEE, M A KA LA 0, 303, 306( AKZO
N.V.).

TAEARMLFHERT, AERGHALFFC T Z L8 &
AZ RS HIHARLELM: Fried, J.# Edwards, J. A.: “HH&AL
F P HHE L , 1 # II #, Van Nostrand Reinhold Company,
New York, 1972].
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TMHX II e9FR4eH 20-FEFE-3, 21, ——HinEPH&X 1
85K KE 20-F A ba-FERITLEW,

CH3

0 .‘

OH

i

EFRFRAZSAKIBRELAR (C ) RE Ry ABRAFRYEH,
Hlie Xk TEt, Z8E, HABREAS ATHELANEA RA° B4,
R—*HiE GAS 80D AT UaAd 1Mo e de bk,

ATHEPREX LGRS BRHSGEHA (20S) -3-ARFE-4-
B-20-% 8, T Aid -4, 22, - —H-3-MIAF XA HRF
[%# R, Veysoglu F A, Synthesis 807 (1980) ], BT AABIRY
#235] (Sigma, USA) . EMEFHegERA (208) -21-F&%K-20-F i
g -4--3-8[B.M. Trost F A, J. Amer. Chem. Soc. 105, 5075
(1983) ]. T2, AR ASEEASOBXBAFPEK, Hikdl
S AR, waskwE (THP) BXVPanis w=FREAFTHRELE
B, RTEA-_FAFARASIRTE -_FEVPTARAST.

SENREPFLABALZAMB AN, Plioik B Greene, T .W. Fo
Wuts P. G.M. : AMLSARFTe&P I, #F =k, Wiley, New York,
1991.

ARG EAEYE (20S) 21-FR-20-FE R G413 ALFE
M AR C-4 EEHR AN, F_FEAL KEALTARARE

11



A AT, Bl T BE4P-BE PR 5 3% [R.E. Dolle A J. Org. Chen.
51, 4047 (1986) ], —F AR &1L 42 (LDA) -#FEE (Mel) F &E L
B R EASBAMMEGFE.

B E@MEF, BFRAAKLLEEE, THA ESHAFRBETS
A* 4454 []J. B. Jones FA, Can. J. Chem. 46, 1459 (1968) ].

ME, RAERN, #limaitssE, MALLAXLCTRAEARALT
G EHERAN, TH CIZEALALRAEL. ARG -FEAL
S TUEGHBIXEIRE, Al BE ATPREIATNERETF.
ERATHEAE, ¥A 28 AA " £%: C-7 &L, BEHTHE
Wa B F., B & AR EF F#IT[Schroepfer, G J .Jr.,
% A, Chem. Phys . Lipids 47, 187 ( 1988) 1R AR FR B F kit
4 [Prelle, A. ¥ A, Heterocycles 28, 333 (1989) ]. & L& #HH
AT, TAEAGEALMNAY N2 KEHABEERE, 1,3-—#-55-—
PRZABKRF. HELAMNEHE NN-—FRE Tk, 2,4,6-=F%
o, ZFRAEHRE, wTERLESF.

A T AR TIABACHAY PN ARG AT P RAARRA
—H A%, AN FTELALASBRACEN. FTHALHA PTLEH
&, %W Kaneko, C. ¥ A, Chem .Pharm. Bull.26, 3582 (1978) .
#}FF A4 HA” ST Heg, AW Wilson, W. K. F A, J.Org. Chem. 53,
1713 1988) . 3 F #4LAA> “STr A e85, 52 A Schroepfer, G. J.]Jr.,
% A, Chem. Phys . Lipids 47, 187 ( 1988) & Dolle , R.E. FA
J. Org .Chem. 53, 1563 (1988) . # A®> " —H A& HALHA> ° 0D
A%, ATV Y HARRAY Y H A%, TAERZXEFHEY
B, RBELSYHNFTERASAACEY, A EL oA
HAAFRENBEREEN. BETRATFTHEN A " HEALRTE
J& [Lederer, F .% A, Bull. Soc. Chim. Fr. 1295 (1965) ] &l

12



SALR BTG RA i, Tl Beg a4 H &4 Raney 4
[Gautschi F. %A, J.Biol. Chem. 233, 1343 ( 1958) ], Wilkinson’s
#2 4t # [Canonica, L. ¥ A, Steroids 11, 287 (1968) ] &K € XM .
BB THE, THUMAY Y B AGAEA FT4EH: AV @G EF
M AL, AR 15-REASHBEIRF [Dolle , RE FA J.
Amer .Chem. Soc. 111, 278 (1989) 1. #iff¢ 21-F R X HF
#, TRAHEX 11 69 R468 3 £4Pey 200F A3 E-3, 21, -5
WA,

AT AGHBEATARME C2l LEEAEAGERY, X
FREMGE, EPALAEEMEREARY.

TEBTENEALD 21-F 2 -200FA R E-3-8hEH (X=—
CH,-) » #EAEX 11 (4L ALBABR G F & -20- K8, BAHRHX L
HBRE ABRRIFHFLOERROEL LBV HRIATBERAE, A
B b 21-F A -20-FPRFE -3, 21-— iAW C21 4=
HABALRE, BE, R34t XAAHARTEIHY L.

o1-7 & K& H & §.4C T ¥4 4% A Oppenauer f4L, Swern AL, Moffatt
§.4L, DessMartin &AL, HREFEME (VI) &H, #ld= Jones XA,
e A R E E, WRAEANKERE, UAKRAEA AR,

538 -20-5BEOBSAE P TAERGRABRRIFTABRRG R
RAESHaEThiE, FEAE, FAFIAFESLGH. AR
o (RBAR) AN 3 ke 21-F £ -20-FEFH-3, 21-—8
FAM Eeg 21-RAAHSRATAATAFEAESRARITEULCRL,
RELE=TASEALE/2, 2 -REX (FTH) LERER. BEA
# F3 T vA i3 Barton PR B H A KA s Bk A& M
% Ramaiah, Tetrahedron 43, 3541 (1987) ], Xi#@d 21-FXEH

i3



B hdRnE (FieR, BRE), FHALIFTEAFBEALR FRL
—EEEA, REAAABZERMNATELER, HEMA Raney &, =
ERZLEABRE Lewis MG Z 4P HATER AT, &E, ALK
BFHETR I-BESREGBEY.

KXEWf Riofody 23-F K -24-B 2 3-8 &4 ( X=—CH,—CH,-)
TRAERB Tk, AKX II 9 Rmpe 3R Ped 200 FRAFE-3, 21-
—EBATA S A EE. C2l-2EAEBATARLAEELLNR, He
HE (mE, BXHK), AHNZFTESKALR P, HHF
sleg s TAERE FANRRICARITRE, A 20-FERE-
20-AAd. EEXZRAEEMN (A_FTEEa4t) L ECRER
AAFAEALABRLANERMNEBALAIMAENY 21-B8. HTERL
$HT C3 BAHREAGEIEY, HiX 3 AELAFTERURGHBH
By, Pl B %X THP &, Faist, Sl A FaRE
B, Rt ifP i, REHALIAKXH 23-FEA-24 %
fo—3-BE4t & T vl B BB vL T AR A8t 4T (vide Supra) @ B kRRARRF
HLERRGELA LB LS HiTRE, B3 EAUKAR LIAT 23-
A AWK, RLRTI-BRALAGHEY.

TR LERBT 23-F R -24-B 3-84S P ey 5 xRk F
HEEAEPLSH (AT XAHEAE M C, BEEA) . AAFX II
SR AMRE L FAEEZHEETEAAGR. KERARRNARK
PR ERKGERLELGY, ARG EL NS HHTHARLE,
B, BB YRF x4 -REALAARRY. BEAAERAAARBAELR
R KB A I, TAHE N Mathieu, J. FA: C-CEMNHBR, Vol.
I-III, Georg Thieme Publishers, Stuttgart, 1973.

TR L faMeF xRk HE&LAELBHESH(E P XA-(AL)
—CR,Ry~, RFam=0-4, HARXFHR PR AL . EXHFAT,

i4



BEEFEALEBNHNSGHRAEERGERLAMKEY, FTRAELRA
VR, AL AL FEBR PG FTE, THARGFTATFTHRAEETN
HALAREX 144, HFAXKXHAAESH, £ F XA -(A,) ,—RRy,
Edegn=0-4, FAAFHRFRBFEBILNH (C ) A&, (C.,)
REARDE, RAFHRABR—RARKEOKXNR , XF&R A H,
(Ce) BEHR (C ) BRA.

B 21-2EAAAERBMAEAFTEAEAANE LA, RELHSGEY
BRAFERALELLG PR GEGRNo-EARELENGHAfTIRE
B (#ldedB (1) B8 3SR E, WTAX 1L FR&HREF
sALAS (A XA C BERAA) [Li, Mg, ZIn; &
B, Moroisaki M. ¥ A Chem. Pharm. Bull. 28, 606( 1980 ); #= Lipshutz ,
B.H % A,Org.Reactions, 41, p.135, Wiley, New York, 1992].

BidEFE-20-B8R 20-FPRAFE-21-#8 (L&A
#H), REE-24-FHEBFEARRIATASCERRGFA=XL
BRI ARRIAFASCERA Yo XERE X LB ERALD
HAT Wittig BB, TRAHEFHNAZLNALESS (L F X ALAREY
HE Y C A EA) . Vittig AR B RA N T X, ERZE 35
Maercker, A. Org.Reactions, 14, p.270, Wiley, New York, 1965.
R EWTLEM Peterson B 8, £ W Ager, D. J.Org . Reactions, 38,
p. 1, Wiley, New York, 1990.

Bt A BTG 24-BRe-22-5, Re-23-H & 26, 27-—MA2-24-
W% (SismEkE C-23, C-24, C-254x E#®RAK) 58 % (CL, Br,
I) XREZATHBRELAA, HS5ARRAFTASGERRIEESBLS
WRo-FEEABZELENLLSYW (Mo Al, Li, Mg, Zn, B, Sn, Cu, Zr)
#iTIBE, TRHEHINALBHE S (LF X 35 ARG EE—
B C . BAEAR) . &7 Bt 24-Fi=-22-5, B-23-% &K 26, 27-

13



—Ble-24-%%F (SiAAERE C-23, C24, C26 L#HRR) 5&
& (#4= Al, Li, Mg, Zn, B, Sn, Cu, Zr) , 5 FREERRY
FRAEHAo-EEANA RS (Cl, Br, 1) XHAKREHITMAMG
B RREEEH. HANF EREAMABACHEY, TAERL Knight,
D.W. & Comprehensive Organic Synthesis, 3, p. 241 #+ 481, Pergamon
Press, Oxford, 1991; & K Tamao, ibid 3, p.435.

B2 BA56 24-BiE-22-5, E-23-#XK 26, 27T-—MAE-24-
hEEBHSBERKGELHLSH(CL, Br, I; £ Takahashi, S F
A Synthesis 627 (1980) 1) #tfri®&, TAREFALLALGH
(Ed X AL A=@K —H C i EXH) . ZELEHTOHRE
LSBT ABIEAEN LRITEHRATEBALR L (e Li, Mg,
Na, K, Al) , RELEFHAGERR Yo XARE QLB A HREL
47 B_F [Garratt, P. J. # Comprehensive Organic Synthesis, 3,
p. 271, Pergamon Press, Oxford, 19917k %|4&-. stob o ki it 20—
PHFG-21-B5T4E D, 24-Ffe—23-B ST A R e 24T EHF( R
*ﬁﬁ%gmﬁ#%ﬁgfim(ﬂwsmm))5*&Ki%ﬁ%
EERAGo-EERE-1-R 2B HHEATE L LB & CA.

ERMASBACHGFE, TAX I4464% (X F R ACH OR))
HhhoBGREWFK, kPEX 1444 (X¥ R A (H OR), (H
0SO,H) 3 NOR, B RAH, (C_) AR (C) BE.

T xapAFE—FHALLA.
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LA 1
(3B, 5a, 20R) 4,4, 20-=F A 21-% X2 §-8,14-—H-3-8% (1) (&
2% 1)

i) -3 (20S) 3- AR FE4-H-20-%% (2) (1258) MAKLE
#% (1250m1) A3 £-10TC, £ 30 o4 REMELM (4.4g) B L
KEEE (80ml) mA( Y., BE4HE-10CTESF 2 IHE, A
50%65 LB IE R B, MERSRA EBRSH ERAERY 25% KREWFL
MAKAK (5L) F. ARG EFHERFIAFITE. REePAKER,
FH, 53 (208) 21-#2X-20-FEF EH-4-%-3-8 (3) (124g) ,
AAZEHMLTUAABRBRTT I LA,

ii) ¥ LS BEFFH G 3 (124g) Fosked (176g) 85 LK N, N
A PELE (1730ml) BARAFE 10C, —kHEBGHEFTRART
E-—wAwaniidd (112g) , REWTERTHRIE 2 I . #F
EMAKK (10L) fiafRkB A4 (75nl) RGBS F. TELE
B RSk, AL AKRE. FTRALY, F2 (208) -21-[[(1,1-
—ERCA) P RAFPERAIA]I20-FAFH -4+ 53-8 (4)
(169.3g) , AAE LA TARABAT T Y LE.

iii) - & TE47 (169.5g) F LK T A (3750ml ) —&RMm#E 3| 45
T. 10 94FP 58 4 (169. 3g) M9 AR A k%h (375ml) FEH AL
T, O RERSMBEZEEN 3N, RERERSDHELRSR 1LL5L, BB
FREEAKK (10L) . RAHEFE 2 IMHEIREFR. A4V A
Kbk, FRAMAREL DL, F5 (208) 21-[[ (1, 1-=F%
ZEA) —PATPEREAIA]-4420-ZF X3 E-5-H-3-8 (5)
(136.9g) .

iv) —f& 30 4 AR FTERTEFHFAGE 5 (140g) &L KvI &R

18



(375ml) #E&E MBI AL 65 AAL4E4E (35g) 9w & =% (1750ml) &
BEY., BRAHTERTERHRE | VNG, mAAPEBMAKER
(152ml) BMGHmAK (39ml) bR . WmMAZBKRTE (1750ml) ,
BRboYraF g, AERXSE®R, 538 (38,208) -21-[[ (1,1-
ZPRLE) - FPEAFEREEAIR]4,4,20-=PRBE-5-%-3-%(6)
(136.3g) , AAEHAER TARAABMATT -V A E.

v) B S EEEH S8 6 (132.5g) 9 EK R (1310ml) E&
AFH 0C. £ 5 5H4AMAEFPEHRRA (65.Tml) , BB TER
BH 1 . FEMAKK (6650m1) f, RSB FREFETA.
BERRE, MK (40-50T) %k, A4 THRHE-AAAE LS %L,
£3(3,208)21-[[(1,1-=—FAZE) - FEFaRE]IR]4 4, 20-
ZPRABFES5-H-3-BHEFRE (7) (113.6g8) .

vi) B WEFTERPFHOEPTHEEE 7(94.0g), LAKAFX (810ml),
EAKIFREE (810ml) A& N-RKFEHABER (36, 1g) ARGIZEY
B EE 10 24, AR ERSW, mAF—F5 N-EREARE
B (36.1g) , & WA 10nin. & FRESY, AR ERAEBRAF
% (1620ml) , ARG\ ARLSHEHR 30 54. sBANMAPKA, BF
AP ERBFGA, SHAOHANMAABRA TR, REKS. FHRAY
LW EKFEEE (2835m1) 5 N, N, ——F &AL AK (284m1)
—RmkEA 1 b, A, AAPRRIAKRER, PR LEK
MRUABEARTRLE, KBEHEARLRLERR. FPEFPTLERL
BX&SH, ABRATFIER BREXRS, F3 (3B,208) -21-[[ (1,1~
—WAZLE) —FAFEREIA] 4,420 =FEFE-5T-—H-3-
MEFHE (8) (134g) , RAFHAFTURAZEATT—FRA.

vii) #4144 8(32.3g) , V¥ (84ml) , Z & (96% 588ml) A
Bk A (84ml) AR BLSW—RMATRE 3 . AHFREYH,

19



BEBMAAFERAAKRER (1L) . FRALBRLERR 45
AR LK%, ARATR, RERSE. BEMNEALFTE 3: 1
& (3B,5a,205) —4,4,20-=F & F § -8, 14-—H-3, 2I-—H-3-%
WaE (9) L& (3B,5a,208) —4,4,20-=F 4 5§ -6,8(14) - =
¥-3,21-—8-3-XFPEERAY (17.4g) , BREBWTUAABERTT
— 3 R

viii) - H—_FPREH (1.97n]) ALK K TR (76ml ) 2k 43 3]
~78C, #& 30 4 A, HESA (1.53m]) HEK =K ¥ (38nl)
BkmALy. BRI 5 4. 20 SHAR vii PRIALGRESD
(5.0g) WX AKvg A=k (36ml) FEdmARLF. T-78CTHERHF
5 g, ZEMAZLK (7.3nl) , RSB ABEZEERE. Mk, A
CARFERRAL, AN AKEE, RBRATE REXRS,
453 (3B,50,205) 3- ( AFEBEAK) 4,4 —FEFH-8, HU-—H
—20-%% (10) (6.14g) , AAFZ 4P TAEZAT T —H R M.

ix) KA FBRFHEHGOE 10 (2.0g) HALKG A=k (17nl) &
i M ELERAE (13n]) WELWMERTY. REPTERT
B 3 I, mARPRALEER, RBLBRLERR &, &9 H
A AkkE, ABRA TR, REXS, F3 (3B,5qa,205) 4,4, 20—
ZWHE21-%RFE-8 14 —8-3, 21- -8 3-X¥V&E(11)(3.0g),
AAEHAepTLABAT T3 LHE.

x) 448 11(3.0g) 49 £ K v &k 7 ( 26. Tml ) F & Ao LA (5. 2ml)
HARB M ALSHERRE (1.95nl) HAK-RKFTR (9. Tol) EF&kP.
RO TERTHRE 1 I8, AKX, BLELERR>%. &4
AWAAA M EBAERFPKEE, RBEH TR KRERS, FIH
( 3B, 5at, 20S) —4,4,20-= W A& -21-Fk X F § -8, 14-—%-3, 21-—#
- FPEE 21- (Z—8F&) (12) (3.58g) , A A& TIL

20



EBEATT—YRE.

i) - BFHEFRFFHNA LK TE 12 HEKFR (150ml) =
H. mMAZTEHEIAS (2.5m1) EFHMm 2,27 -REX (FTH)
(35mg) . - 156 54 EF mA—4 (35mg) E—FiLad, HER
BEAR (5 D). AFRABERESW. &AM MAKEE B
MR, REXR%S, ZHENTE (3B,5a, 20R) —4,4,20-=F £ -21-
FEFE-8, 14— H-3-BEX VA (13) (0.84g) .

xii) ~ B A 8447 (0.45g) A B 444 13 (0.84g) #5v3 E kv
(8.4ml1) , W& (8.4ml) #K (0.45ml) SREERFT. REME
HATHERAESIE., &F Bk, BEERGILE. AW AKXREF
Fi. ZHEEN P _RAFR/ABRELH, /3 (3B,5a, 20R) —4, 4, 20-
=PHh 2-¥AFE-8 14-—H-3-8% (1) (0.29g) . M.p.179-186
T, AF&4A 30% (w/w) (3B,5x,20R) -4,4,20-=F % -21-F %
Z&-6,8(14)——%-3-5.

ZH 2

AT EA&EH | F ix—xii ARHEG T X, BELHEMA 1 F viii ¥
Eprikd (3B,50,20R) - (EFPEBEEE) 4,4 —FEF&-814-—
¥-20-2 8 10 ¥, TUAHH{T I 448
A) - (3B,5c,20R) —4,4,20-=F £ -21- (3-FEXX) B E-8, 14
— 3% -3-%F.

M. p. 140. 5-143.5T.

B) - (3B, 5a, 20R) —4,4,20-=F A -21-[4- (Z=LFE) FE]1FE—
8, 14— — ¥ -3-8,
M. p. 169-171TC.
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584 3

(3B, 5, 20R) 4,4, 20-=F X 21-¥$ X5 &-6,8 (14) - —H-3-5.
i) HEALEZLAAN (3B,208) 21-[[ (1, 1-—FEZE) —_FEAYHE
ATE]-4,4,20-=FEFE -5 T-—H-3-FEAFPRE (4Lsd 8
ZHH 1, FHE vi; 25.0g) T EA (40ml) &5 K45 (250ml) FE &
. BRI 30 54F. BRASd B EA 50 54 FESZEAALEAR
20 54k, BFEOCE, mAAALS (5%) KRk, RSB 1.5
o, B_RFPRERTH, A MARFERR AAKERF
EAKE ABRATHR KREXR%E, &3 (3B,5a,208) -21-[[ (1,1~
ZWRLE) VATV EREEIAR]4,4,20-=FEFE-6,8(14)-—fF
-3-BEFEE (24.6g), FEHITUABATTF—HF AL,

ii) ¥ i PREGILSH (17.6g) 998 (352ml) HE&k A oM Eak
Ak (3.52ml) #Fr4®,. 50CTHIF 3 G, REXRSE. F&
EHHEMAKRT, FEALBLERR. AN MAKLE, AR
ATRFBRERSE. ZEENEHF (3B,50,205) —-4,4,20-=F %
2%-6,8(14) ——%-3,21-—8 3-%KAFV8E& (7.69g) .

1ii) £ F L4 1 F viiixii ABWESTE, LT FS7>
24404 (3B, 5a, 20R) 4,4, 20-=F R £ §-6,8 (14) —— 3 -3-%.
M. p. 218-220C.,

5 sedn 4
(3B,5a,20S) -4, 4,20-=F A -21- (3-FEERX) 7 -8, 14— =S&-
3, 21-— &%

i) EREAEA 1P ix FPEMAMBENFTE, ¥ (3B,50,208) -3- (X
PTEEAL) 4,4-—FEFE-8 14-—H-20-8& (L& 10; Fk
# 1, ¥ % viii; 0.5g) 34 A (3B,5a,20S) —4,4,20-=F X -21-
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(3-FREER) 2E-8,14-—5H-3,21-—H 3-X¥V&& (0.31g) .

ii) -~ BRETEM 1P xii TEABESFT X, BAETRPHFHG >
& (0.31g) 344 (3B,5a,20S) —4,4,20- =P -21- (-PEEIE)
% 8-8, 14— —3%-3,21-—& (5Ilmg) . M p.169-173T.

LB 5
(3B,5a, 20R) —4,4-—FA-23- (2-FEXHE) 24-Ffz-8 14—
—3— &

i) —¥ 2 W EKKE (20g) B kA6 (38,5a,205S) —4,4,20-=F
R21-%XE2%FE-814-—5%-3,21-—% -XA78BE (Leh 9 &R
Taasl 1P vii FPESE; 10g) G ALK (40ml) FEERF. LER
A EEdida, REMAK (400ml) F. #FH 1 0 E, BEALE
AR eG R, MA#Z:%E. 50C FTRETER, H#3 (3B,50,205) -4,4,20-
ZPR-21-[[(4-FPEXE) B A]A]-FE 8,14 —H-3-HEY¥
BEs (14.1g), AAESHAFTAABRBAT TV AE.

ii) 3% i PREGTESRE (9.128) HEAK-_FEHR (31nl) &
S S0C FTh#k, AETPMRARLS (3.8g) FHHF 6 . M
AFAZFER (31ml) , ZEHEF 10 D8, 2FE, FRGBEA
KK (600ml) ¥. EHEABRGIEK, AKEE. SOCTRETFER &
| (38,50, 20R) —3- (X FPEBEE) 4,4, 200 =FRAEXFH-8 14~
—H-21-4 (6.45g), RAASHAFTRAEABATT—VRE.

iii) - ¥ —F THASAE (64nl, 20%0 PR EZE) M) ii FTRHES
B (6.40g) S AKFE (64ml) Ekd. REBEZEFIR RE
A oaM HEkEk (7lml) bR p. FEE, FRALRILEBRK.

SFHAMABR AR LE, RERATHR, AER¥%, 73 (3B,5x,20R)

23



TR TAABEATT ¥ B,

iv) P ESARb AR (0.29g) Mm3F| iii PREE IR (4.59g) ¥ £
K_FFH (28nl) X LHEAR (9. 1nl) Fi ¥y, RESWRF |
S E, At (Iml) . BB AKRRE, SABEA TR, AEXRS,
2% (3B, 50, 20R)-3-[(1-ZAA THEIF]-4,4,20-=FE 3 &-8, 14—
ZH-21-%® (5.64g), RASHAPTAEERATT—VAE.

v) - HEBEdRE 1 P ix PERAREG T X, BaE TR FHFIGH
B (1.0g) #4% (3B,50,20R) -3-[ (1-ZHREAZH) £]-4,4—
WH-23- (2-FREHE) 24-Bf2-8, 14-—3%-23-58 (1.63g) .

vi) - ERERE 1 F x PEAMBENGFTE, LT RTS8
(1.60g) %44 (38,5, 20R) -3-[ ( I-ZRAEZR) &]-4,4-=W%
HE-23(2-FRAER) 24 B8 14-—H-23-BL_BFE(2 11g).

vii) - BB EEH 1 F xi FERABESGT Z, FHETRFFHY
LB PE(2.11g)3#4 A( 3B, 5a, 20R)-3-[( 1I-ZHEEX Z X )a -4, 4-
R -23- (2-FEAEXE) 24-BE-8, 14-—% (3.64g) .

viii) —¥ vii P LGS (3.64g) $9AR (20nl) F&EA M %
B KER (2m1) #7422, BREEBEF 1 MG, FLEAKY, A
LEBLERR., St A ARKkkE ARBEATE BRER%GE. A
—RAPR/AMELSLEHES (3B,50,20R) —4,4-— P K -23- (2-F
EER) 24-BJ2-8 14— —-3-5 (0.40g), M p.184-186T.

LB 6
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.......

BRBEES L P vviii PRABEGEME LT K, AE#KkS5 P
iv FEAAPE (3B,5a,20R) -3-[(1-ZEE LK) £]-4,4,20-=
PREE-8 14-—H-21-B B, TUAHFTRCESH:
A) - (3B,5a,20R) —4,4——F X -23- (3-FE¥XKE) 24 -Bj=-8, 14—
—H5-3-8%.
M. p. 159-161TC.

B) - (3B,5a,20R) —4,4——FA-23-[2- (=R FH4) FA]-24-Kf=
-8, 14— —$% 3-8,

M. p. 130-147C. % F &4 45%49 ( 3B, 5a, 20R) —4,4-— 9 3£ -23-[2-
(ZRFE) 322X]-24-F=-6,8 (14) ——5%-3-%.

LA T

(38,50, 20R) —4,4— — F X -23-¥% K -24-F}2-8, 14— 3-8 #
( 3B, 5a, 20R) -3-F X -4 4——F R -23-FX K -24-Ff=-8, 14— 23—
&

i)-¥(3B,208)-21-[( 1, 1-—FRZE))—FEFaRE]IA]4, 4, 20-
ZHERBREG-S T-—H%-3-BATVTEE (L& 8 £## 1, F&Evi;
46.5g) , £47 (400ml) L& HCl ¥4 Z &% % ( IM, 400ml) 4K 4%
S TERTRIF 45 54, AR EE 45 54. ARHGFTENF
—4r —H (46.5g) BEATAE., RHALBRGRERSHEN, A
—R, BRERERELEAG. FRLHHEAARMALSA (150g) K (2.51)
Eab., EEABRMRE, KEEHF TR ALAARELK[FEH 6
1 (51.4g) % (3B,5a,20S) —4,4,20- =V K § -8, 14— =5 -3, 21~
— 821 TLEE I EXFREF (3B,5a,20R) —4,4,20-=F 1L F 6,8
(14) ——3%-3,21-—% 21 ZEE -3 ¥Y&&E, A TAABERTT—
¥ BB,

25



........

i) AWE T BPE > (62g) #hw Ak (400ml ), ¥ 5 ( 250ml)
Fek (100ml) BARFMRAL R4 (13.5g) . RSB TERTEHE
1 e, AR (10L) . BEERKIE, K&EF TR 73
( 3B, 5, 20S) —4,4,20-=F R B § -8, 14-—3H%-3,21-— % 3-X ¥R
B (58g) . AAEHALFTREREATT I RLE.

iii) BB E#&H 5 F i-iii FEABEGFT E, AL TR PFH
G EESE AL H] (3B, 50, 20R) —3-F % 4,4, 20- = F R F § -8, 14- =%
-21-3% B,

iv) B L (12.3g) K% (150ml) ERAHFE 4C. £ 5
S ARAXFTHRE. REP TER TR 1.5 8. FHMAKC2L)
b, AREGRSCPEFIR. REBWA_KTFTRERREK, 6@ ANM
ERETHRS, 25 (3B,5a,20R) -4,4,20-=FEF & -8, 14- =1t
21-%% (16.1g) . AAEHAF TR EBRBATT—HAE.

v) - BBEdRS 1 P ix FPERAMBENGT X, FHETRIFAE
(15.0g) #4624 23R #» 23S R A TR GRAY, ETARENS S,
2% (3B, 50, 20R, 23R) —4,4-—F A -23-F X -24-%2-8, 14— —H -
3,23-— K 3-5AFEE (2.15g) # ( 3B,5a, 20R, 23S) -4,4-=—F & -
23-F K -24-Bf2-8, 14— —H-3,23-—& 3-¥X¥VE& (2.95g) .

vi) 3 Raney 4 (100g) ¥k Z#& M3 ( 3B,5a, 20R, 23R) —4,4-=W
K -923-¥%¥ K -24-Ff2-8 14-—$-3,23-—8 3-XFEE (1.95g) &
Z.% (150ml) E& ¥, R4 TEBRTHH 96 8. KR Raney £.
EfF—id, ARHMS L2 (38,5, 20R, 23S ) -4, 4= F % -23-
¥R -24-Bhe-8 14-—4-3,23-—8 3-E VA (1.30g) . ¥HA
TRFIGERSH, REXRS. HEREMH%EML, £33 (3pB,5a, 20R)
—4,4-— PR -23-% K -24-FfE-8, 14-—5%-3-8 3-FXV&#& (1.00g)
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A& (3B,50,20R) -3- ( XA PBLARX) 4,4 —FH-23- XX -2
A2-8, 14-—%-23-8 (0. 40g) .

ViiA)&EEM T £4&0 1 65 IV BT S K, 3§ (3B,5a, 20R) —4,4-=W
H-23-F K -24-Ff2-8, 14-— 5 -3-BE X VA& (1. 20g) #4L A 3-F%
o, LEEEHLE, 55 (3B, 5a,20R) —4,4-—F K -23-F % -24-
B-fe-8, 14——%—-3—-%% (0. 65g). M.P.164.3-165.7TC.

viiB) ¥ A A4 (0.4g) mE) (3B,5a,20R) -3-( AFPEBAL) -4, 4-
R 93 F R -24-FA2-8,14- — %% -23-8 (0.70g) 5w A =k
(10ml) %#%. F& (10ml) . —& ¥ (1Iml) FoK (1nl) &SRS
BEikb, BAYWTHATHRE 6 Iif. &3, A& (1nl) FH. &
EAATRER, AN MERETRSE. ARRALHELS,
53 (3B8,5a,20R) 3-8 K44 —FH-23-FK-24-%f2-8 14-—
$#-23-81 (0.30g) . M. p.196.4-197.2TC.

% B 8
( 3B, 5a, 20R, 23R) -4, 4——F X -23-¥ KX 24828, 14— -3, 23—
_—;éé‘

BRI 1 F iv FEATNE 6§ F 2k, (3B, ba, 20R, 23R ) -4, 4-
ZWWHR-23-F K -24-F -8, 14- "3 -3,23-—8F 3I-XFERE ( xLeH
7, ¥ % v; 0.75g) #HiAh 3-RELL Y, TLEELHEFE
( 3B, 5a, 20R, 23R) —4,4-— W & -23~-F 3 -24-F /=28, 14-—H -3, 23~
—% (0.28g) . M.p.199.2-200.7TC.

£ # A 9
( 3B, 5a, 20R, 23S ) —4,4-—F A -23-F X -24-Ffl2 -8, 14-—H-3, 23
=&
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AAAAAA

BB ERA 1 iv B RAAMEGF &, (3B, ba, 20R, 235 ) -4, 4—
PR -23-% K 24-F8-8,14-—5%-3,23-—8 3-XVEE ( LEpH
7, %% v; 0.75g) 34 # -, ZHEEELEKEHP
( 3B, 5a, 20R, 23S ) —4,4-— Wk -23-F K -24-F -8, 14— — 3% -3, 23~
— 5% (0.13g) . M.p.208.0-209.3TC,

L4 10

( 3B, 5a, 20R, 22E) —4,4-—F X -23-¥%K XK -24-BF /28, 14,22- = 3% -3~
B

i) B TEA (1.12¢) mB FRA = FEABBER (4.22g) SEKTF
¥ (30ml) ZE& P, Bo¥HAE T0C Tk 45 54. A (3B, 5aq, 20S)
3-(EXVEAL) 4,4 —FRFE-8, 1U-—H-20-K%E (HEH 10;
LA 1, F® viii; 1.0g), E&m# 1 bW, 2FE, KRéY
WMAKY, BLEBELERR S, A MARAKEE, HBRAT
B, REX%. BEEMNEST (3B,5q,20R,22E) ——4,4-—F 3k 23—
¥ A -24-Ffe-8, 14,22- =% 3-8 (0.23g), M.p.131-144C. B3 ;=
&4 A 30% ( 3B, 50, 20R, 22E) —4,4- — F R -23-FK X -24-H% 2 -
6, 8(14), 22— =3 -3-#.

% A4 11

( 3B, 5, 20R, 23E) -4, 4-—F X -24-¥ X B -8, 14,23- =% -3-8
i)- BBEHEM 10 F i THRATMBEN T X, ¥ (3B,5a,20R) -3-[ (-
ZARATHE) £]-4,4,20-=FRFE-8, 14-—H-21-% 8 ( £#&EH 5,
¥ B iv; 0.500g) #4% ( 3B, 5a, 20R, 23E) -3-[(1-Z AKX T E)
E]-4,4-—FR-24-FK KM= &-8, 14, 23— =4 (0. 86g) .

ii)- HBELEH 5 F viii PERAHEG TR, RAEXTRFHFH”
& (0.24g) #1h - its&. BEENEFF (3B,5a, 20R,23E) -
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4, 4-— Rk -24-K K= §-8, 14, 23— =% (0.139g). M p.126.8-127.4
CT. iR &4 A 30% (3, 5a, 20R, 23Z) —4,4-—F K -24-F KB & -
8, 14, 23— =3 -3 5%,

£ HH 12
( 38, 5a,20S) -4, 4~ —F X -23-%K X -24- A28, 14— —H-22- -3~
3

i) B R KL HmEawAE E (8.79g) w3 (3B,5a,20S) —4,4,20-= W
HEBG-8 14-—9%-3,21-—B 3- X VK ( L& 7, FXK ii; 12.6g)
GAEK_RFRE®R (130nl) ¥. RSHAEEZZTHHE 1.5 DhH. o
AD I AREERAE (1.50g) , S&H 1.5 o, L&, ¥
BEMABFEREAAKERT. FPEARPRER, SHFAHMN
MAKkE, ARETR AER%E. EEHEMHAEF (3B,5a,208) -
4,4-—F A F -8, 14-—H—20-% & (10.3g), SR EFHAH T
HEBEAT TV EE.

i1) ¥ (EARAFR) (2888 (17.5g) s LA &% ( 140ml)
KikdIE 0T, MARTESR (4.64g) , BREBWEH 20 4. #F
WE S E PG (10.3g) ¥ EKW A% (80ml) FRMALTF,
RAOMAEOCTHRHEIOSH, BATERTHEHF 2N, MATLRLN,
KBRS EIwa L. RHAAK. BHhREBRAAKERPEKRL
*. AMIMAABETR AEKR%. BEEH S (3B,50,208) -
23-§—4,4-—FH-24-F2-8,14,22-=H-3-B X TEE (7.01g) .

iii) - BEEEM | F iv FEABEGFTE, FTLTFRFHFIY
& (7.01g) 44 (3B,5a,20S) —23-§ 4,4~ = F A -24-Ff=-
8, 14, 22- =% -3-5 ( 6. 28g).
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2 (6. 28g) B4t 4 (3B, 5a, 20S) -23-F-3-[( 1I-Z AR T X ) A]-4,4-
—WRk-24-Fe-8, 14,22~ =5 (6.98g).

v) Bk Sy Fae % (6.982) LK Ak (76ml) BE4A
#%|-20C. £ 20 5 AmAETEAEHTEZER (1.6M, 28 5nl) ,
BASMAE-20CTHHE 16 54, BT OCTHRH 3.5 4w, Wk, ~
ERLBLERR., A MAERRE RABRETR REX
5. REMENS (3B,5a,208) 3-[ (-ZRAZHE) R]-4,4—
PR -24-KA2-8, 14— H-22-8 (4. 34g) .

vi) B RS EPFH % (0.50g), #&¥% (0.16ml) , L& (D)
(16mg) , =X XM (62mg) VL& B4R (1) (18mg) #wt%ix ( Tml)
AEHBRGRSBRITRA, KREMBEGA 3 I, FAEREGHM
A At GG, ALBRLEREFESE. 4FaAPAAA B GE
G xmfhKE, REBEETR. EENEFI (38,50, 205) -3~
[(1-ZE8AZA)A]-4 4= FH-23-%KK-24—Kf2-8, 14~ —H-22-
B (0.62g) .

v) - BRI 5 F viii FERABEGFT Xk, BHETRTHAIY
& (0.61g) 4Lk 3o, HEMHFH (3B,50,205) ~4,4-
—WR-23-% % 24-Bf2-8, 14~ —H-22-%-3-% (0.25g) . M p. 136
T. a&WmA A 20% (3B, bat, 20S) -4, 4- =P 3k -23-F £ -24-F /=6, 8
(14) - —5H—22-%-3-8§,

Lt 13

BRI 12T vif vii TERAHEGF K, ANERH 12 oy
FRATREES (3B, 50 208) 3-[ (1-ZRAZE) R]1-4,4=F&-
24-HfE-8, 14— — 22— % ¥, T AHF T 7469
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AY-(3B,5a,208) 23— (4-FPREERX) 44 —FH 24-8Bf5-8, 14—
—$-22-22-3-8%. M.p.165.5C. & &4 A 30% ( 3B, 5a, 20S) —23-
(4-FPERAEER) 4,4 —FH-24-B2-6,8(14) ——HH-22-4k-3-5.

B) - (3B, 5a,20S) 23— (4-F¥XHK) 4,4 —FPH-24-Ff2-8, 14— —
%-20-th-3-BE. &= %4 25% (3B, 5a, 20S) —23- (4-F{F X ) -4, 4-
— Rk -o4-BAE-6, 8 (14) —— M -22- % -3-B%.

x AR 14

(3B, 5a, 20R) 4,4 —F A 24K RN § -8, 14— — 23— 3-8

i) BBk 12 F ii—v FEATMNE G F ik, (3B, 5a,20R)-3-[(1-
LEEZE) £]1-4,4,20-=F A F § -8 14-—H-21-B ¥ ( LHEH 5,
5% iv) 43 (3B, 5a,20R) —3-[(1-Z AL ZHK) £]-4,4 = FA
A2 & -8, 14— = —23— .

ii) - BRLHEM 12 F vi f vii FEAMNEGFEH, FLEBREL
% (3B,5a, 20R) —4,4 —FE-24- %k K2 & -8 14-—JF-23-—3-%.
M.p. 84.5-85.7C. & /&4 % 15% ( 3p,5a,20R) —4,4 —FE-24-%
Rz -6, 8(14) ——H—-23-%-3-%.

E A 15

BEEEA 12F vid vii TERABEGT X, AEEHA 4 TR
i A& e (3,50 20R) -3-[ (1-ZRETHE) £]-4,4 —FEES
—8, 14-— 23— &, TP & T 7liLs-d:
A) - (3B,50,20R) 24— (4-FEREXK) 4,4 —FEPEE-8, 14—
%234 -3-%.
M.p.91.3-92.6C. %= &4 K 15% ( 3p,5a,20R) —24- (4~ FHREX
A) 4,4 -—FEREE-6,8 (14) ——H-23-tk-3-5%.
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B) — (3B, 50, 20R) 24— (4-KFEX) 4,4 —F L= § -8, 14-—H—23-
e -3-B%.

M.p. 128.2-129.4C. & =#4H 15% ( 3B,5a, 20R) -24— (4-FFEXK)
4,4 —FRIIE-6,8 (14) ——H-23-% 3-8,

C) - (38,5, 20R) 4,4 —FHh-24- (2-FHERX) 2§-8 14—
23—t —3-5%.
M. p. 136.5-137.8C.

D) - (3B, 50, 20R) —4,4 —F K -24- (- FHAER) 2§-8,14-— I
23—k —3—8%.
M.p.111.2-112.1TC,

EZHP) 16
( 38.5a,20R) —20-FW %k 21- %k £ B & -8,14- — $ 3-8 A &
( 3B, 50, 20R) —20-F A 21-%¥ £ 2 &-6,8 (14) ——H-3-%

i) -—EBERLTAEE 1 PF R AAHEGFT X, ¥ (38,172) -F&-5,17-
—H-3-8% (82.7g; & M Drefahl, G. et al, Chem. Ber. 604 (1965) ] #
e (3B,172) —F &5, 1T-—H-3-HEVHRE (104.7g) .

ii)- BHAFTEPFHZH (25.3g) HAEAK-—KFRF®R (500ml)

AdE I5C. WASETE (11.3g) , AAZRALMLEEETRZ
(0.78ml) . BB 45 94, TEIRIFTWHEIRTE. AR
& (6M, 31.3ml) #PAE (250ml) , BAHTERTHEHF 5 o, H
SEALH (2M) KER P A, REBMAKRT. FHA =R T RER;

St AP AR TE, REXRS, 53 (38,205) ~20-FE&F
% -5 16-—#-3,21-= 8 3-ETKE (26.5g) . FH:ATRALYT
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AAERTF—F AR,

iii)— A4 Pd/C (10%, 4.18g) &g #i& ¥ B AT4F%8F (13.3g) 89—
9L (135ml) #28 (135ml) R ATERFETHATAL. &
EAEREESE. B_AFR/GMELLEHFH (38,205) 20-FAF
& -5-#-3,21-—B 3- A WA (10.68) .

iv) - AT HRFAIH (22.28) SAK_KFTKR (44nl) &
B AAEE N (443ml) M EARBEBRIHTHE (44.38) F. REAES
B3 2.5 G, AFE5C. mARABAM (90g) #AK (511nl)
Ak, BERE 1 bE. BROBHEAK (3L) F, Zkai
FE. FEAATRAR, SHOAMNMRERSE. RAFHET
LB LEAEASHORSY T, Kk AWEARKRATRIIAS
phak ah 3, ik, &4, FF (3B,205) 3- (EPEBAL) F§-5-
H-20-%% (19.0g) . FPRAFHAUPTUAAEAT T —FRE.

v) - BRETES 1 PR ix MiNESGE BAXTRPRAGR
(19.0g) ¥4t # (3B, 20S,21R) —20-F A -21-F X B & -5-%-3, 21-
— % 3-EFEEM (3B, 20S,21S) 20-FE-21-F £ F & -5-%-3, 21
—EIETRESRSY (X 17.7g) .

vi)- BE S HEFFINGEH (16.3g) ek (5.26nl) B L
K-S FRER (306ml) #H F 0C. mAZRRALERER
(4.2ml) , BoBEHE 1.5 b6, HELAMABFRRAMARERT,
FRRA_QPRRER., M ANARA KKK, AEATIR, b33
kb PEoLALRESREEE (3B,20R) 20-FHE-21-FEF & -5
W3- ETHEE (10.7g) .

vii)- ¥4 48 1,3-—3£-5, 5-—F X ZABHK (3.78g) o B & 5 %
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bR EPTER (8.88g) MAKNFTIIRER (450ml) Mm#A e 1
DB, BRAMARE, BEMAKRY. AAALKRLERR, 456
Awtam ARk AEBRATE KEXS. ¥A4dH (11.3g) & T
A Sk (180ml) P, Aw TERMAZKeGw A% ( IM, 528ml)
K iE, BRE-PEFTER. EAHEAAT. ARALRLERRK, &
ferHmAn R EKAR, ARATHR, RERS. AT gL P
BEMEMRS (3B,20R) 20-FA21-F RFE-57-—IH-3-8BETF
& AEs (4.48g) .

viii) BB L&A | PF R vii FiRENFTE, BATETRTEFIN
—H (3.2¢) #irFHiL. BAR/ LB ES (3.3g) #TE
8 B EMNEHZS (3B, 5a,20R) -20-FER-21-F X F §-8,14-—
H-3-M ¥ FEE (1.51g) A& (3B,5a,20R) -20-FA-21-¥( %%
%-6,8 (14) ——$H-3-8 XV E (0.75g) .

ixA) ~BREE&H 1 THE iv ¥HESF &, ¥ (3B,5a, 20R) -20-
WA 2-(RXBE-8 14-—H-3BEFTHKE (0.90g) #4iLHh 3-2%
oY, BB/ ERE AN EL LA (3B,5a,20R) —20-F A -21-
XA BE-8,14-—3%-3-8 (0.39g) . M.p.156-157TC.

ixB) B E&M 1 THE iv MEGF X, ¥ (38,5a, 20R) —20-
PR 21-F(EAFE68(14) ——H-3-FHETPTEE (0.758) $#4H 3-
ALY, ENAbATREMAS (38,50, 20R) —20-FE-21-%
£ %%-6,8(14) ——H-3-8 (0.21g) .

LA 17
(38, 5c, 20R) —4,4 —FX-23- (2-FA¥K) 24 B8 14—
-3-BT-—RAR
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% Lkpl 5 PHAEE (38,5a,20R) -4,4 —FE-23- (2-FH
¥H2) 24-Bf2-8, 14-—3%-3-% (0.15g) , AK#= (2.2ml1) , #H
A (0.82g) AA 4-— WA REW T (5ng) YRS PAE 60C T i
Hit k., AHBLSW, ZEWREAKRF. TEHALBRLERK, &
Feg A oM RBpkkEk, ABRATHR REXSE. AL RS
HAFEL LT (3B,5a,20R) 4,4 —PH-23- (2-FPEFXE) -24-
& fe-8, 14-—-3-B T —M A (0. 106g) . M p. 144-147TC.

x4 17

BB EAEM 1T PHHEGF X, TAHET LSS
A) - M (3B,5a,20R) —4,4,20-=F R -21-%X X B §-8, 14 —5-3-
B (4S54 1, £## 1 FHE), 44 (38,5a,20R) —4,4,20-=%
A 21-3A 2 8 14— H-3- BT _&Ba%. a>>%4HK 30%
( 3B, 5a, 20R) —4,4,20-=F X -21-% %K% %-6,8(14) - —H-3-%
ToE&AaE.

B) - s (3B, 5a, 20R) —4,4,20-=FE-21-[4- (ZRFE) XX
-8, 14-— 338 ( £#&# 2B A &), #1% (3B,50,20R) -4, 4, 20—
ZPA-21-[4- (ZRFH) XX 13 E 814 —H- 3 BT _BAE.
M. p. 147-151T.

C) - M (38,50, 20R) —4,4-—FH-23-[2- (Z/ FL) £X]-24-
Mefe-8, 14-—J4%-3-8 ( £#&4 6B F A& ), #& (38,5a,20R) —4,4-
— PR -o3-[2-(ZRAFHE) ¥A]-24 B8 14 —H-3- BT 8BS
%, EEEASA 30% (3B, 5a, 20R) -4, 4- =¥k -23-[2- (ZRKFL)

¥A1-24-BH=-6,8(14) ——H-3-B T KA.

D) - M (3B, 5a, 20R, 22E) —4, 4-= P % -23-F L -24-F¥f2-8, 14, 22~
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=ZH-3-8 (x4 10 FHE), #H4 (38,5, 20R,22E_) 4,4 —
Wk -23-% K -04-BE-8,14,22-“ -3 M T _MEAE. BHSHTH
40% ( 3B, 5a, 20R, 22E ) —4, 4- =P K -23-F K -24-%2-6,8(14) , 22~
ZH-3-BT KA.

E B 19
iR )

i e
B AR S ARG FmE LA TN EER, HETENK
HESE (GV) o Ehmmem. @t FRMEROEREEESDS
FRAEY>ENARSN, REAXITHSSIHFE GV HE (GVBD) . £
KA, SFPEMBREE T AN EYS (X)), AEFE @RS T LRSS
B, REESEELEH ALK TABLGEFREFT MARR
vEoh kA k) AERZOIFEME (D0) PARAEEZSREREASY
Ba TS LKA (BPEN3 SRESEKA) 9 AMEARF, £H
A K AL ey EHE,

S 8, F G I AN 89 5 B

7§ 2 M KR 3 eg b & (B6D2-F1, C57BL*xDBA %) LER#AF
&, AR 19, 20, 21 AE, ZEATEMHE—HNF 2010 IR
4 (Organon, The Netherlands) #}{KZE#&.
S REsHIpesE 48 A HE, HFRIFFRIA. B
P g, BEFar, FRELET 7TCHLA Inl HEARG S
. KAAA N FRiEG%ES (3mg. nl'), -5 & 88 (0.230M) ,
HEREE A (2mM) Fo k&2 (4mM) 4§ L-15 Leibovitz ¥ 3r & (Gibco,
pH7.340. D4 AR & H X ERIBEET, BHARAHA 1ol &
HEWH 27-H 54 AP ENERLERFTTH. AKEFNGBRE
sk ko — K69 @ B sF B (CE0) , A 0.5ml HHH S A
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a3, AP R F K447 35 20 A~ CEO.
IRE GG I AT 5B -

it LR a9k T2 CEO #tiTZfe e, FEM L P
Sk EpFmMm, FREGIIFFTMMK (DO) . DO AHFWZEHAK
MK, REBAET ITCHRRANART, L FHEZAEHN 100% 2
# 5%C0, o = &,.

FBE:

P Ml e oM a =it fr, SRAEA - PAGIFE (ALY
). Et=0H, BE—AILEANE—ANFLFH D0 SHEHLA
0.5ml W &EHAG4LEEH 1 F38E FoAFEFHDOIH
# 2f 4k, EHEFEFRAEILE 20-FREA-Sa-FERTE
W(F ). FEEEAH4AANBE. HEF_FPF=AIAEELFRHEY
BHAAE (F_RfBF ). HAGEFREASMA CO, tafety, 4t
Al FhEagEda (3mg. nl') , L-5-R Bk (0.23mM) , AFEMA
# (2mM) Fok k2% (4mM) 45 MEM a3Z 7% (Gibco, pH7.3%0.1) .
Be ki, BATBRTXALSHA 30 AFEar (10 AFEER
H—3) HATE. £ 0K, EFASATRIREAESHAER
BT, ST AEEESE (GV) REERES & (GVBD) 45 DO # & A 3t
A, AEBPREAAFHIE GV 9 E@mE. FirGmeds 37
Tkt (APagRAEHA 100% 4 H 5%C0,) FIIF 22 I 0. £
A R, &4 GV X GVBD i B aestfrit&. ATHMATR
Hok, HE—RbPFakfEa ook, RERHREIRE
ik, it ANOVA 55 B3 ML &9 b % 3 BHAT - MW 2 B e X RAL
Sz R ER. ERINTE L
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(1. ASE oW BELATEARAETF M FEAEHF (GVBD)
a3 (DO 4#) *

a4 ( L#H) GVBD (%) £& (3®)
(3B, 5a, 20R)—4, 4, 20- ZF E-21-F L F -8, 14-—H 3% 1) 100 (0)

(3B, 50, 20R) 4,4, 20-=FR-21-(3-FEEXE) £§-8, 14- 535 (24) 97(8)

( 3B, 50, 20R) 4, 4, 20-=F£-21-[4- (ZRFE) ¥ E]F8-8 14 —H 3-8 (2B) 97(8)

(3B, 50, 20R) 4,4, 20- =P E-21-X X P H- (6,8) 145 3-H(3) 100(0)

( 3B, By, 20S) —4, 4, 20-=FE-21-(3-FEEL) 3§ -8 14 —H321-—84) 19(4)

( 3B, 5o, 20R) -4, 4- —F & -23-(2-FRFE) -24-FM2-8, [1- —H-3- 8 (5) 28(0)

( 3B, 5a, 20R) —4, 4~ W E-23-(3-FPHEF ) -24-Mf2-8, 14 3-8 (64) 60(8)

(3B, 5at, 20R) 4, 4~ =P &-23-[2- (ZRTX) X4 ] 24-Ffe-8 14-—H-3-8 (6B) 0(0)
(3B, B, 20R) 4, 4 P B -23- K E-24-KAe-8, 14-—H 3-8 (TA)

(3B, 50, 20R) ~3-F2k 4, 4-— P E-23-F % -24-Fl=-8, 14 —H-23-8 (7B)

(3B, 5o, 23R) —4, 4 P -23- K K-24-FA2-8, 14 33, B-—H(8)

(3B, 5, 235 ) —4, 4- — PR -23-F K-24-Mle-8, 11- =5 3, B-=&(9)

( 3B, 5, 20R, 22E) 4, 4~ — P £-23-F 2 24-MAs- 8, 14, 22- =% -3-8% (10) 0(0)
( 3B, 5, 20R, 23E) -4, 4~ =P X -24-F K MHA=-8, 14, 23- =38 (1D 67 (0)
( 3B, 5o, 20S) 4, - =P A-23-F K -24-Mi2-8, 14 —H-2-%-3-8 (12) 100(3)

(3B, 50, 205) 23 (4 FREFL) -4, 4- =T 24 Bi=2-8 14-—H-2-%-3 B 134) 500

(3B, 5at, 20S) 23~ (4-§LFEHA) -4, 4-= Pk 24 BA=-8, 14- —H-22- 3-8 (13B) 60(0)
( 3B, 5a, 20R) —4, 4-—F X -24— K K M-8, 14 —HF-23--3-8(14) 28(3)
( 3B, 5o, 20R) —24- (4-FREE) -1, 4- = FE M-8, 14-—H-23- 8- 3-8 (154) 51(6)
(3B, 501, 20R) —24—(4-FFK) 4, 4~ =—FAMA2-8, 14— —H-23-% 3-# (15B) 39(6)
(3B, 501, 20R) -4, 4~ —F& 24- (2-FHEEL) Hi2-8, 14 ZH-22-5- 3-8 (150 4(0)
(3B, 50, 20R) 4, 4~ =P & 24- (4-FEFKL) B2 8, 14- —H-23-H- 3-8 (15D) 100(0)

(3B, 50, 20R) —20-FE-21-XEF -8, 14 —H 3-8 (16A)
( 38, 5a, 20R) —20-FH-21- KX F§-6,8 (14) ~—IH-3-8 (16B)
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-

(3B, 5oy, 20R) —4, 4= FE-23-(2-FEFE) -24-Hi=g 143 M T MEE(7) 81(0)
( 3B, 50, 20R) -4, 4, 20-=FE-21- ¥ 23 §-8, 14-—H-3- BT AL (180) 38(6)
( 38, 50, 20R) 4, 4, 20- ZFE21-[4- (CHTE) FE]I 788 14 H-3-MT8EL (188) 100(0)
(3B, o, 20R) 4, +=FE-23-[2-(CHAFE) B 24-F=8, 1+ -3 BT %84 (180) 98(8)
(3B, 50, 2R, 26) 4, 4= FE-23-¥ 524 W28 14, 2- =38 T84 (1) 100(6)
( 3B, 5, 20R) —4, 4-— WA I2&-8, 14, 22-=3-3-8 (FF-Mas) 84(4)

*fG A4S A 10un 69K E T HATR .
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