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1. REBEX IS, RAHFLTEXGE, L7

E |

X 2 0. NOH. NOC, A K NOC,,Bt&;

A1-A5 % N H4% R1 BAK# C, £H R AL-AS FHES —/ANHH
XEFEAREN;, A&

Al. A2 #2 AS P —ARFEANAA N, FELEE 6 AM R IRAH
C, #H A3 #= Ad —RAREMS WU EFLIME ) L-KF-LERF
BRI, —HEHRM—AREARE /R Cra HEARK;

HARIBELRE A H BF. Catihf CRAL;

R2 2 H. Cly AR Cro i, —FFEM Coio F B, Ce.10
AR AR EANA D E /R CLoRARK; FFE

R3 2 H HEhE—AREADERNKE Cabiz; FH

R4 AXREARKABL, —BFEEBE—ANRENAHEF/K CLy
AR, KA

R2 &5 R3 —A&H A& 3-. 4-. 5-K 6-LEKI; FHH

R4 AFALBKAKLE, —HFFEER-ANKENMGER/R CL
R )BRAA; A
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R2Z HX Ckui; JFE

R3 5 R4 —RH R 5-. 6-3 T-7LA8F 8 R R A0A= 69 B IR
RS Z HX Ci ki,

2. BRARAER 1G4S, EFELET AL-AS Z N & R1
BARE C, 42 AL-AS PHEV—ANFERETF=ZNZN,

3. BRANER 14940 EH, LHMEET AL A2 AS FH—
ARFEANZN, FELETHLHRIIRKRN C, FH A3 f A4 —EK
AU EARIAE N E-RN-LERFRK, —HELRKE A/
F Cra WEBAX.

4. BmBBRAZR 189404 LARHELET

R2AZ H. Ciu AR Cle ik, —HERM Coo FARAK, Coio
FRALBE—ANAREANEEF/R CLaRERRA; HFH

R3 &2 H R FRE—ANRENHERNKE Cratii; HFH

R4 RICAARKARE, —HAFRB—ARENMLEA/R Cuy
BB

5. BMEAAER 1LY, LRFREET

R2 5 R3 —# A& 3-. 4-. 5-K 6-TAKIK; HH

R4 RAALERKAFHL, —HFERE—ANAXRENMHEF/R Cry
A BRAR,

6. WBRAER1GLEY, LEEET
R2EZHRCLRA; #1
R3 5 R4 —RH R 5-. 6-K T-7LA8F0 b R ARG F 4G IR

7. BRRAER 2 o, LR EET
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R2 2 H. C AR Cre ik, ZH1EHA Coio FHREAX, Coo
FRERB—ANARENFEF/IR CrLaREABRNK; FE

R3 & H AFESHRK—NREMNEERRE Coi; A

R4 AHRALERFAKL, —FEER—AREMTER/K Cy
B B A

8. HBARANER2MEY, AHELET

R2 5 R3 —&H MK 3-. 4-. 5-K 6-TAIK; FFE

R4 RFAEARFKEAKL, —HERB—AREMAIETR/R C,.
Bt AR B

9. BBRAEZR2WEY, LKEEAEAT
R2 & H & Cy ki, FE
R3 5 R4 —A T A 5-+ 6-R 7-TA8F b 3 KR40 A0 b9 BL IR

10. BERARAER 3 GLed, LHMLEET

R2 Z H.C . AR Cre ik, —FFERH Coio F B, Ceio
FRAEHM—AREANADEA/R C L RARK; HFE

R3 Z H JMF %K — AR EANDEBRAKY Crndk; HFE

R4 AARALBRIFAKL, —FFRBE—ANAINMDEF/R Ciy
AR,

11. BEAFHER 3 QS EHELET

R2 5 R3 —A2H A 3-. 4-+ 5-K 6-LAKIK; HFH

R4 ZHAARFAKL, —FFEE—ANARENSHER/K Ciy
A B '

12. #BBAFAER3 e, LFEET
R2 Z H&X C ik, jFH
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R3 5 R4 —RF &K 5-. 6-K 7-TLAF 8 R AW A g IR,
13. #BRAER 1 9eH, AHELET X£O.

14. HBAFER 490 E0Y, IHELET R4RFTAE,
15. #HBAAZRS 1ubdh, EHEAET R4AFALE,

16. #HBAAZR 2 WS Y, L4HIEET Al. A3. A4 = AS
W R1ERARH C, FFEL A2 ZN.

17. #BBAFER 4 9o, LHEHEEETFTR2AH Clri
éx C1~4 %Eo

18. #mBRAIEK 13 691o4, LHEET

Al. A3. A4 A5 B R1ERAKH C, 5 H A2 & N;
R2Z H. Cp AR C Wx; SFE

R3 A H REFSLM— AN RENMFERRE CLomi; HFAH
R4 RIHAKL; XA

R2 5 R3 —&H & 3-. 4-. 5-R 6-LEIK; HH

R4 KA.

19. #ERAF)EZR 13 b4, LHEET
Al. A3. A4 F= A5 & C;

A2 & N;

R1 2 H

R2 & F &

R3 & H;

R4 Z I Ak
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R5 £ H.

20. HBAAFER 13 84EY, LRHFELET
Al. A3. A4 F= AS £ C;

A2 & N;

R1 & H

R2 & T A,

R3 & H;

R4 ZF A,

R5 & H.

21. HsY, CaSRAEER1~20F—RAGLoHiHF
LG A AR,

22. BRAFER 2 HHHELSY, LA TEE,
23. BRERAEBR 21 HEmELSY, LA TFTREAKRT®.
24, BREFER 2 BEHEESY, LA THETERAR.

25. BRARAER1~20F—FR G A THEEHG AR,
LR A TRERRTERA T TR,

26. BEBRAER 1~20 E—RGESHA THEBFEHH R
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F AR AR A

£ R AR,

AERTARBE., REBKFTEHRDFBMAERGET, UK
AR E R R B T AR,

AL PREV AT ZRATHRG §HELSD (EMNTFFRIAR
KREREARSIMATER, XLAARAKATER) . ENAOHES
hRCMEBAYHER.

ERHF

MR SRR —RERAANZOR, EMEAERBHEIGRAT.
& RIS Y 2RO FRIALIKPR), BEELKAR), BREERX
#(ER), 3 R & 2R (GR)F & B R R E LARMR)#) LR T
£, RERAYEEMEN AR GRA, TRALZFUYAHE
B FHFTRLEERLEFRIIRELSHERT.

EinH WAL RAT (L ERERREASZHT)E KRN
EPEAEAEEE2ERA., PR GARBRAZLEBRRL{AEF, L2464
ARTLRBEAERANREH (B AF L Jones FAEE+ 4 No.
5,688,810).

B0y EH A THERSF HRT ¥. £4F%E
HECEEHEREARETAMRFB(IIF FTEARASE, RE,
HRFERFThh, PEANEAE), URE, ARl VRER,
AR IVF 3R &R EFE, H9b, ENELEHERRARLECTELS
BA, &8, BRRTF, 57 6l hebm b &0 7 fo dm 02 K37 H A
SEATHARFHRERGME. ARREIEECBRET. BET
k. S HF ARG T .

CiERENHLAABRLESCRRERFTELFETHZN. AA



200580009612. 6 oM P E2/34m

Hef, RBSER Bl ERRE. KA. WAREFKER M), €M
JEEFRBEEEBLELSREE, LRASHERENESHES. Ft,
— G EAEEREAETAAEERAECHNAABERARANIIRLE
W, HEELERELR NI SHBELRES, AFEREGE2RT
STERRBE AL T,

EgARRERONREAZHELER TBEFEFRRERN
FEF, Flde WO 99/25360 A= WO 97/49407 F AT id . B K RAE—
ADFHREEELAZREFRREI LT RESZ R EHLAGLEHRE
RARY.

WO 99/45022 #3i& T 20-FR-11p-F X X B8, AxrRKBAKL
HREREMRGSHER. £ W0 99/45022 FAFHF 2 M T, =
KOS YRELA ZRAERNER LA LA E ., LB
W F & —AE 16 4L 170 B EABRRE, BMNEH LHBAK, LB
BATFTEARTRATEARRAE.

EP 349481 F 3 KL £ 11 £ 48H 4-[3- A KA RA
EHEE 16 HEARRL; 0T ERE—AL 1T REARA
A A RFAREEARRA, £ 17 42458 5 305 B X 3R IR0 B IR
KA, EP 349481 AN REARLEASFHETRKE.

AEPAAENRAF T, £ 16 4ife 17 £ EH (11p)-[4-(R -
FRRLRREAFEHEHBRRENFTLEBERLEDE—NMED
BB A R4 PR #3h A 7E e PR B WA FH A W(T AN RS
# P/AP 45 1k), X AW FE R THE HRT @R R EIT.

Cook % A(Life Sciences 52(1993), 155-162)#£ T J= T 7T &M
E1705EA CBEARKRLE. BAREAGFREFHY LR, &
MR ERAL, TRELREARSFLYNLASY, TE 160 1L7]
ANBRETRA RSB TEHIN . SABHZIIINE, EX
RAKPAF QIS ERL, AXAMFGHNENHQREA
RAKER, BAREY 160-F 17a0-BRREHES (LHFELA) .
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ALPH It mEiE

ALARBEMX 1A, REHFETELHEF/EKE
R ENTEN IR N

w2

EN |

£

X & 0. NOH. NO(1-4C)5t 4. NO(1-4C)Bt;

Al-A5 2 R1 X NRRH C, FHAAL-AS FHES —/NHHE
REFEAEN;, XFE

Al. A2 F AS P HI—AEFEAZLN, HFEELEHAMK RLIRKRHY
C, #H A3 f= Ad —RREAALGHEAKRIALHE-RN-TLERF
AR, ZHERE—AREANGER/RAAORERR;

HFARLEZWEH H. 8F. 1-40RAEFA-4ORAE;

R2 Z H. (1-4C)R AR (1-6C) &, —H1E£4(6-10C)F IR,

(6-10C) FHEAERE—AREAMGEF/RA-4CYREARR; HFE

R3 & H X140 E, FRER-ARENMAIETRTERNK; FE

R4 ZRFRAEBRTRABL, —FFRE—AREANEDFF/RA1-40)
wARK; KA

R2 5 R3 —&FH &K 3-. 4-. 5-K 6-THIL; FH

R4 ZAFAARKABL, —H/FRB—ANRE AN HEA/R(1-40)
AR KA

R2 2 H R(1-40)k%; FH

R3 5 R4 —RH K 5-. 6-R 7-7LA8F 84 B R A0 F 69 B3R

9
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R5 & H R (1-4C)n %

E—ARHFEF, A1-AS5 4 Rl K NRRH C, &4 2 Al-AS5
PHEY—-AHELRETFEAZN.

BEFANERFETF, AL, A2 ASTH—ARANMEN, F A
Lt R RIERARE C, 5 A3 F» A4 —RRRASHEFHIMA
AW A RR, —HEREE T F/RA-4C)RERNK,

E—AE#HFETY, R2AZ H. (14ORARA-6C)HL, —F1F
#AK(6-10C)F E IR, (6-10C)F BALZ AL — AR % A K & Fo/K (1-4C)
BEARK; FELR3IAHREREBR-ANAREMZEFRARHAA4CRE;
HFERIRFAZRKAHEL, —FERE MRS A K EF/H(1-4C)
A B,

BH—NERFEP, R2 5 R3 —RHK 3-. 4-. 5-K 6-THKK;
FERIZRFALRKAHE, —HFRBM—ANRE AT EF/R1-4C)

EHF-NERFET, R2E HRU4C)KE; HER3IS5 R4 —
AT R 5~ 6- T-TLAEFo b R ARG A 69 B3R

EREZHERFTET, X£O,

ER—ABRZHERFTES, R4EFAL,

ERE-NREHEHRFEY, Al. A3. AdF AS £ R1 BRAKH
C, #H A2ZN,

E—ALHEFEF, R2AZH. (140)REAR1-4C)H A,

EHZHFRTET, XZ 0, Al. A3, A4 # AS R R1RAK
8 C, #ELA2ZN; R2ZEZ H. (1-40)REARA4O)HE; LRI Z
H JAEHE—AREAMHEFRARHGA-40)58E; FELRIZIXAL; K
#

R2 5 R3 —&H & 3-+ 4-+ 5-& 6-LHI; jFE

R4 ZFHAK.,

ARG EARTEF, X2 0, Al. A3, A AS R C; A2 £
N;RIZAH;RAFTEA;R3ZH; R4 AFRAL; #ELR5ZH,

10
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ES—AEHGEAFTEF, X £ 0, Al. A3, AdF= A5 & C; A2
ZN;RIZEH;RZRZHE;RIZA H; R4 EHFAL; FERSAH.

BRBALPHRESHA TIERT.

ALPRBESREAHRANFBF ETRELHBAGEHE
o, E—ALHFEF, RBZEYHBLYWRATRE, EF—/ 5
HFEY, RBEBEHELWRA FREBKRT R, ER-NEAFTE
v, RBEBHHESYA THABMER.

AEREFEALAONAMHEEHORAE, E—NERFTE
b, RAPHSUAERA THERES, EF—ANERREFTET,
ALBHLSMEARRATHERA TRESRAENEDRALAT
R BEARROHD.

AEPERB{—FBEH Tk, CUELTEECHIRELTH
FHEREHRLAGHAEY.

AEPERBJ—FRFERRABY TR, CLEREHLRALS
FTHEARKEARLANHILEY.

i# it A H,NOH. H,NO(R£)3 HNOBLA )R X B o AL 2,
Bid¥ X2 OHWXIHLSME &L T X2 NOH.NOCKE L)X NO(BL
ESLUEW QR

o FE 1 PR, aX IO HHELTXROHXNIFEL
X DS, EEFET, Pg RABRE I LKA TRGESK
PR AR LW SHRPEBEE Greene T.W. %= Wuts P.G.M.
# “Protective Groups In Organic Synthesis” (John Wiley & Sons,
New York). B4 %A HRPARALE; LELR, FWAHEE, fl
13-—ERFRARELSY. EAREMRAF PR LB 17 LARE
A, REASREX DB B LT EMEELRT LK LEALS
BEVATH XK., F—HLERZARY A FERERPEE.

R AARY S RE Tk, PlIEZALBRNAETAL
BRI, & X I o4 B X T IR ALY . £EAH Cu(l)
o ADBRALYHAETRAGEERRE)EELHLERZTREAA

11
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B, FAEXIV S, #BRAEANF8IBBKEEH 4 Suzuki.
Stille 3% Negishi B &, #X IV 4eHiih Vs, AKX
MB P Chke by Fikhlde, ERSEAHLT, RASKR, ®EXV
BBy LA, BIX I HLEH. TURERBRP T EL
AE X IV 6gisd, A EAX VI b9, %A LA 0 XAk
BT iAW G A At A X 1Hksd. |
e & 2 WHF, BX VII LS ELY R4 BXFHEEK
AR X I 8844 . L#K(#H 22 van den Heuvel, M.J. # Groen,
M.B. Rec. Trav. Chim. Pays-Bas, 112, 107(1993), EP289073,
EP277676, DE3617883, EP549041, EP 582338)¥ #i 7 X VII H94
oy, 1R BFE BT AR RF T AR X VII 10 it R %
Bz BT ABERE, EONENELNATFREXNTA_ERRESN
B, BERM N-EEA-R(ER TR BTN Z AT ALK
F. £ NO-=F R LR ETHEAENFHHEEN, K73 0HE
Z AT ABBRBEELAG X VI 89444 . AIRAK-Grignard. A
£ 42§ (cyclopropyllithiate). 3R & -Grignard 338 A 3 K42 &
R E X VI #9064, FAX IX Hibddh. AEALS Ca(DEY
BETA R2-EZE MMM B R2-Grignard KAV BEEZNEY, BE
ARKER, ALY RIZHOX LAY, X4, ARELKEA
Flde T RBREDHHERAFZEELT RIZKEEGX I HHLEY.
1% A £ B % %) No. 5,084,450 P#HR e Fk, TUHEAP RIS
R4 —RH R 5-THEKRG X I Ld4. B%, 428 Mash, EAFA
/£ J. Org. Chem. 55, 2045(1990)% #& £ ¢4 ik @ X VII #54bs-d, T
AHE&HF R3 5 R4 —RYAK 5-. 6-R T-TLHRIFH X 1 94644,
LG BB Y, EARF RGN 6-LBIT Ly, BLMA
4-RRTAR-TA-FRATARARS 6¢HARTEAR-TA-FAT
AL, RBERBY T HE 6-TIRIRLAWE R 6 5-KRER
TE-FRATARAR, T EFEEMNE 5-3 7-TEIRLEH.
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RV AV

FE1
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Pg

Edl IX
AR2

BERZAGLEYREEX I FHEL oy, 28, £X
P RRNG. |

EAERAADEFELBMEN ERTHARERALT, #kd
MTARERAB XSS TR LU SO HRXMEA.,

REHFETHELHERANLEEZHYHEEAR, EATS
AFIBRGHMH AR EBREALE SN, A%, SREEE, #05
SENAB/INE ARG L, EARRPHE ETESHER Hk
W, EREDBRALALN GO H TR T TARLEMN, Rl
RHEBREREEOGANBG o8, BERIAR, R5FNERH
KB, R, BLR. AR, DAR. A%, TLH. 2

14
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BEBL. RMM. AR, LR, THRBRFEE, TRERRFEMN.

BRI A B HAA EX W BRSPS Y, Hlded
it A/ SR T SRR, BT T R EAAARGEARAAR &
frtg R B A, Flde, RARARAARHARE, TARBAT X
A HAXIHLOHRRBALT X R O g RBLeY, FHEKRS
AR iEN, FELP XZHHGTHRAAEFEH.

EREXIALAREHHRL TR GRERLRT TH AL

-1-4C)RER IR A I RE, BA 14 MEERTF, Fle
wE, ZE. AL BRE. THE. H-TEIKR-TE;

-(1-4C) R AA R4 AR, B F (A4 RE LA w LATEX
82 3;

A(1-6C)HE R AR AR ZMHIHR, 7 1-6 MRET, Flde
LA, 1-TA-THA, 2-AHL. 2-THEAF,;

-(6-10)F AR B 6-10 MRBRTHHERFHAR, HlXEK, 1-
RAS 2-RE; |

 c(4C)BREAR A 14 MRRTHRAEEALR, Hlie FELA.
LBLA SR ABEE;

RE-FRARBERRRKNFAKE, AFES—AKESFEY
—ARIRTF. BlIFaEE, ERRTF, woh, FrA, Sk &
A

- BR, YERHLETX VPRI, THARFGHHHRTEK

- RT 4

- BXBRRROELANRBETFELEIMBRE (K) RTL, dst
BRI R G R R — A R IR

- BAHRIGEBANMRG R FEEEHE (K) RTL, @t
HRBRRAHHE R AR GERARE;

- MRA-4C). QACOF LA TARNESXREN 1 £ 4, 2
EAFANBRRTHABHET SN

HEARA. K. Bl

15
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-2 3% 4% B (spirocycloalkanone) & 3 ¥ B R T X — ) A E 4 R
IR NB IR

_¥% 3R % B (spirocycloalkenone) A F TR F X —H BB A K
KRR,

AELPRAWEELZRELRERANFHREFEMNER TE
HAFARAE, Flef THLEBE, FELIEA THEHRT, %57
Atk R, ARMBREYRIUEATFEY FARART RARAR
B/ B RAL G A . ST EAGA Y, TRAREHERL
BA 104~ 4y B A F AR L 8 AR

AERAHRAYETEAFRATFTARAE, 2088, FF
Fehh, BE. BAE. HEE. FRAARFLECTRA. TH2E
£. UEZ (sarcopenia) . AEE. KRR EHL. HUEARER. &
BREER. HRBEHRL. FLRARTL, BHERFFR. AT
SIVER. HWBGERATFHALIK. FEXFTPHRLE.

TARSMEE. BME. £46FUE. RESFHERLTEH
EAHLSHB It B, $AEE. THORFLTARALANLED.

P % AR S 0 T SR VA B AL o A A Ve R RS e AR ) K
B2 MAeth, BE, AARALAHRLASY I ERE AR M
2 FEMNFLEESRE ARG HEHRTF.

HRAEAEREE, BRAEBERRALKREE, RBEAKNGLTEN
DNA AEb W mimb b ik, IHGERTARFECAINR
(CHO) & Je., ﬁ%ﬁ@éﬁ%ﬂ@&%iﬁé\éﬁo % 4m Be. 2 7 L 3D M R IR
M. MEEEERFLR-RER@B R NT EERART R ™AL H
(Sambrook % A, Molecular Cloning: a Laboratory Manual, Cold
Spring Harbor Laboratory Press, Cold Spring Harbor, &iLi&). i
HRAGAH LY E G R DNA RFLRAFE.

B3, RERE. WinAflidsd, PCRIEVESRAAGH MR
BB AREAART RS, RAREGERER, TASAMRZ
B LGEG R DNA HHII 4, Kt aibEddb s

16
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fBE, HRABEFNOASHRAE T HELEHLFTAEL DNA
BAAFIRE, Efiith, RERARTHAN, LE55FBLE
%, ORRBEIArEEFRARE I BT, Ahak. LRE
. Bilsdhaie, EaR¥.

REBB XSGR mPE XKL AHLEHER, UARLEELE, &K
R HG %A R4

RE, TUEALNE LR ARG TRGICR ERMNEARALANL
Sy sEL.

HMELLS, TARAKMRIRAFCHLEY. TUEAR
R E, RE5THRELNECRAMEAHSLRLESY. EAFTKT
£, LTUARFESFLELRE. F—FHANELHPTRBELNEZK-NT
HAREAE mRNA (FEREZABY LB TRERY XARGLELHK
SARAEG AR ) AR, RFERLR G ZIREIZIRRES N ESA/
HHEF Y. e X EH mRNA #RPEERRE MR, KRETFAL
RS EZLhELEFENITRREHRKE.

BRTHEEMNEEESETY mRNA KFrsh, TTUEAKRT
Bl ARG DNA ASP LS 48 % = DNA 4 AREL B @i,
RAENGHRERZRELBGRSHTITREASNLE ST AL, X
BB EAFTARBRGRE-RXEAH, FERFRTARLNH
H 454 #|dv /£ Beato, M, Chalepakis; G, Schauer, M, Slater,
EP J. Steroid Biochem. 5(1989) 737-47 F, KA TAEEMEH &
M AN EBGEHGF XA HE, E&F, REXBRATEI
ERALHREASRENETREAKES., EANRBERABRH R
LacZ. BB E., TXRATAEBFERAES.

it Bt B R ARBEERASGRAFTEAHRL AN LLED, &
1% ) (160)-16- T & -21-2 % -19-% F 5 -4-%-3,20- = BAAF 4 x+ A, WA
BABX M EXLAFERRERAKRY 15%E XY 85% XHE
MAEEN, i, BiEA 10° R EBIKARE, RLEE 10° R /KK
BABZRRBSEE,

17
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% 4 A (6B,11B,17B)-11-[4-(= F R X)) K K ]-4°,5- = £.-6-F £ 3%
[#-4,9-=3-17,2° (3’ H)- % ]-3-B4E 4 AR E, ARFARK AR L
MEHFREWRU ALY 85%ERY 15%Z RGN EF K,

FOIFRRE ICs 15, HLMAE<10°M, Hik <10° M. K47
BARAARKERE, LA RAH PAP G RKLANLESHRER
HEHEMAKY 15%HRDAELSGEFRRKY S5%HERAEHER
ERHEATRERY S5%HNRANERSFRFRY 15%H K
AERRERGESHGRHIE., AMUBRGBERAR LK ARE, &F&X
BYHAEMFER, EHARERLARRAERSIFERFAERAEHR
Am AL R A 4F 100% 49 1 L.

HARAREIKIAIRE], FAH ECs Fr ICs IR 3 TN K 6 A
KOG, Flde, ECs N F 10°M $4L A MB FRAS R B Mk
BHFELE RRIZAERT 10 M. R @, BH EFH 4 ECsy F2/R ICss
fast S R EF EAHLRER(RA RN R RLEFREGELS)HL
A, BRTUAREGYAFNELE,

ARBEBRESNRAGEY, ARETUAEATFEXTFT
e R EEENBLDI VBRI RRRREZRFEERNKL
FRE., RALFRATARAREN GRS BICE 6344,
KRRBRATFTIHRBEARGBLELRFERFUGELE., BFTRATZLEYN
Aty EFR B AT R (RT CHO @fidslh) , #lde T47D &Ae.
MCF7 %ff.. ECC-1 %8, HeLa Wi, FF A @It RKRIEH#
) Fe ik .

AEPARSYERBAFTERMGELLBRAR R, &L
. B BREAEER. oBERET), HEXEHMNEELT. N
HA. #RAFRARNMLBIBIEANLY. ERTHERFEF,
TAu RATFTHENS . FRRSALDNELHEHOHANE
Fo %, B RBREFERFHEFRRW 4o ZE . HRT. TETRE
Fii) I LT A SR a4« B R BFWEL T BN R RA A
b FetE MLm KA.
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BE, BRI LUETENHERTERBTRKY L CLHETE.
KR, AHRETHESA 0.0001-25 mg FFAKRE, HEHHNETR
—AKNERE—RFPAELEHRLTHEINMBHNEHT ARE, 34,
EMBELEQHELT, EENAZAMAEY (EX) ARELTH
& XRAE.

B KL AL T A BB, € @@*ﬂﬁ'i’(‘ 1 &4Led, Rt
AHFETHEZORMA, ERA L CHETH. AMBA LRRCT
BLH”, XA RTHEALGHTHE &)32.5:\%»@'?-, FHEMNHEBEZHL
.

HpmsmaEREES TR, M. K. ANGCEER. ©
BAET), FEXFMINOELT. WAA. BRAFLEA) 45
RBILHALHHHEHEAY ., TRALHFARRT St FEdE
84 , B 4=, 1% F Fl4= & Gennaro % A, Remington's Pharmaceutical
Sciences(18th ed., Mack Publishing company, 1990, 47 AR Part 8:
Pharmaceutical Preparations and Their Manufacture) ¥ 48 3i& &) 7 .

BEAFTROEREURSSEERHHNELN TR, WA, &
ARARA BN R A, LIEARART F A 698 & (Gennaro, £X), #ldeE
e AR, BEH. HEHN. BEAN. BEXN. HFEX. FrAl.
FLEMA Fo BB A

EATFURLHHEHNEANTAERGHNEL LG A,
BRIURBREAH X, IARRIBEABRX, JIRBERIEFRY
%X, BFHRASELTA—KRMEFNE (bolus) HMA| 457 X4,
BT AKFBAS D IR TEMSEHGENREMA .

AEXPREOIEL CQEMMASH T XFTEGHHELSY, LiF
BT il XATA M AR R BN R EHLHA.

XFEMAY, E4NELYEIERERERERE ZAA.
WANTALELERERE FERE, e F 316 ffe 8K F R4,
FETAERLEMEATRE R/ AE RKBAR, HliRe5ETR

(%F) &84T, E4TEALERNLH GBS F Qim R
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ERY, ATUBIZEmELER. FABARNE A,

AR RAHET A MM T HERE R GRE LG E BRI R
ﬁ%&%ﬁiw%ﬂ%%.ﬁ%ﬁA%ﬁﬁTiﬁ%ﬁm,%ﬂ%ﬁ
Fast s at iE A (Fl e JLR BJLE ) AR B R REKE R RS .
HAEXRTHNEDEENTRAERRBRFRACSHY, #ld EP
303,306 ¥ Frik ey,

AR R 640 a- M 2 7T vA m:ﬁﬁré@*}ﬁ%&% #l4= EP 876815  Ff

— gk, TRBEAMRFHRT Cl G RE 7 EEFALN
ey, BERWK, TUEAR EX A TIXHFTEREEG T
REHPHEBRLBR., ENRFEFRERGTRAT TENSHS:

THF : WE K

DMF : N,N-= F 2 ¥ Bt A

NaHCO; : BB &4

NH,Cl : 844
NﬁzSzO:, . 5@4&"3{4&%

Na,SOQ, : B

MgSO, : B4

LCMS  : #&A8& kR

HPLC : B &M E#H%

NMR . ARk ER

M : BR

ETEREARATH—FTHET ALA, X REHRAETH
XBRHALPFERRPNTEEH.

5 36451
A 1
(11B,160,17p)-17- 3¢ & % B A -16- F & -11-[4-3- % R &
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(pyridinyl)) K X |%-4,9- = 3% -3-B 6§ 4 &

a. 17-[[(Z A T £2)3 B A | R A PHE-5(10),9(11),16- = H-3-BRA 3% 1,2-
LR TR

WX T A s FH4E(M £ THF ¥, 478 mL, 478 mmol)#4n |
THF(1 L) ¥ HERKARATAHH2-40C., #Fini-510),9(11)-—%
3,17-=FA3R 3-(1,2-THR =K THB)50 g, 159 mmol) £EXK THF
(500 mL)¥ #9353, FIREELA SR ABREALI-15C. £-15CHt
B30 45, SR N-EARN(ERAFHE_BREE)62.5 g, 175
mmol) /& 0 CHILR B RAMH 3 8. Hmiafety NaHCO; KSR
Ry, BEFBMK, PBANEFALRUBRRRKEZR, AR
Kb EAFHANE, TIHRNSOYFRLETF. Bitk &% (Si0;,
BIRITETES, 4/1) el =4, FA 17-[[(ERATFTH)RBLAIRE]
¥-5(10),9(11),16-Z 4 -3-BA3K 1,2- TR A LHE#90.1 g, 159 mmol,
100% W%, B4 —%%EA). "THNMR (400 MHz, CDCl;): § 0.91(s;
3H), 1.20-2.55(m, 16H), 3.98(s, 4H), 5.52(m, 1H), 5.59(m, 1H).

b. N-F & A -N-F &£ -33-[12-Z% A RN (AEX)A&K-#%
-5(10),9(11),16- =% -17-F BLA&

¥ = LA:(221 mL, 1.59 mol). = KA H(6.67 g, 25 mmol)F= N,O-
—F A M HCI 822 g; 843 mmol) HirE] 17-[[(Z AT E)HBLA)
S 9E-5(10),9(11),16-= 5 -3-FA3R 1,2-TH =KX T4 8(70.9 g, 159
mmol) /£ DMF(1.5 L) PRk Y, #—RABBITER 10 547, R
& i m LB 4E.(11)(2.86 g, 12.7 mmol)FF & 60 CE CO LR THIR L
B, R RS YENEF NH,ClKERIFA OB TERIK
=R, RERKEEBRESFHANE, THRMNaSO)FALET. A4
&3k (Si0,, BER/TERTE, 2/1) thib =4, &4 N-FE&E-N-
A -3,3-[1,2- T B = A (R -5(10),9(11),16- = 7 -17- F B AR
(59.7 g, 139 mmol, 87% &, £4H —&%EH). '"H NMR (400 MHz,
CDCL): § 0.97(s, 3H), 1.25-2.58(m, 16H), 3.25(s, 3H), 3.62(s, 3H),
3.99(s, 4H), 5.58(m, 1H), 6.41(m, 1H).
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c. 17-CGRA A A)H-510),911),16-Z%-3-FA3F 1,2-TH =K T
4% B

EREATHIRALL LY (22.3 mL, 278 mmol)£ = Z 8 (20 mL)
W IR R MR A B B3P 49 (0 'C)F42(5.8 g, 834 mmol)E T EE(380
mL) Fe&F R Y M), HFERELREH 90 47, ARNASZREERE
Tk, ¥z 84 (lithiate) #ERRERFB| %44 (0 C)N-
¥ H A& -N-F A -3,3-[1,2- T8 = £ R (R A)]HE-5(10),9(11),16- = $F-17-
¥ ®EA(59.7 g, 139 mmol)/£ THF (260 mL) ¥ #5#%& ¥ . £ 0 CHH#
BRAY 2 IHE, FEmiaied NH,C KEEGRK), £5FHMmK,
HEAMNEFRCRUBERKEZR., AEKRESFHEIE,
TR (Na SO )HF AL ZF Bt &#3Si0,, RIX/ LB TER, 4/1) 4
A=, B A 17-(GR R A K)¥-5(10),9(11),16- =% -3-FA3K 1,2-T
R LHEE(33.9 g, 93 mmol, 67% # %), 'H NMR (400 MHz,
CDCL): § 0.82-2.67(m, 24H), 3.99(s, 4H), 5.59(m, 1H), 6.88(m,
1H).

d. (16a,17B)-17-(3F R A X )-16-F K 9E-5(10),9(11)-=# -3- 87 31
12-T =K LBk

ERAATHEMRTE4GM A THF #, 92.6 mL, 278 mmol)
BB BHAA6 (0 C)LBAANA.7 g, 9.3 mmol)£ THF (1 L)%
BR T . e 17-GR R A K)H%-5(10),9(11),16- =5 -3-FA3K 1,2-Z

R ATHEREEG3Y g 93 mmol)Fe RALE F AT AR A(58.5 mL, 463

mmol)Z& THF (500 mL)¥ #5%, FRFRFELEE0C. 1 IHEH
BB EFHRBATEELHAE 0 CHEHIE 30 247, Finthifoty
NH,Cl RiER, BEFBmK, FEANEFRA LR LBERERKEZR,
AERGEESIFHANE, THRNSON)HFEZRLEF, 74
(160,17B)-17-(3F A K K K)-16- F A H¥-5(10),9(11)- =1 -3-BA 2R 1,2-Z
R THEB(32.9 g, 86 mmol, 93% Ik&E), 'H NMR (400 MHz,
CDClL): & 0.61(s; 3H), 0.80-2.79(m, 26H). 3.99(s, 4H), 5.55(m,
1H).
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e. (50,10a,16a,17P)-17-(3F & & # X)-5,10- 38 & A& -16- F K 3%
“9(11)-%-3-FA3F 1,2- TR A Tl

#1 (16a,17p)-17-(3F & £ K X)-16- F & #-5(10),9(11)-= % -3- B 2R
1,2-CR=-E LHE(32.9 g, 86 mmol)E—F F I (500 mL)F &4t 3¢
B F, Rkt (2.1 mL, 26.7 mmol). =R TBE(12.1 mL, 86.1
mmol)Frif EAE(30%EKF, 96.1 mL), EREEETAARES
HAMmMEAG 2 R, 9BANEHA—RATRERKERAR., At
8 Na,S,0; KERILASF AN ER A, A &K%, THRWNaS0,)
FAKET, BB EEESIO, BR/ITHETE, 5/1) &im 4,
7 % (50,100,16a,178)-17-(3F A A K 5K )-5,10-38 £ & -16- F A #E-9(11)-
W-3-BAIR 1,2- R A THEBE(27.9 g, 70.1 mmol, 81% MK H, HFi
16% B-ZREA4%). '"H NMR (400 MHz, CDCL): § 0.61(s, 3H),
0.81-2.78(m, 26H), 3.87-3.96(m, 4H), 6.02(m, 1H).

f. (50,11P,160,17p)-11-(4-32 REKL)-17-GR A £ K £)-5-£ % -16-
WA M-3-BAR 1,2- TR A THER

KB AR mB 44 (8.4 ¢, 350 mmol) ¥ Ak 1 4. ERAR
F & 1,4-=i8 KK (85.1 g, 350 mmol)Ffe JLi# 1,2- =&KX TR E THF
(400 mL) F Rk, ANGRBBREALLC. E45THRE 1 IRE,
ERAATRHRZANBRES R KW I B HE (4
‘C)(50,100,160,17p)-17-(3F & K K 1K)-5,10-3F A K -16-F A 8g-9(11)-%
3-BAZR 1,2- TR A THE(27.9 g, 70.1 mmol)Fr fAL4AT)(3.4 g, 35.1
mmol)/& THF (550 mL) ¥ #95%& +, FIRFBEA-40C. HHER
HRAY2 bit, A HEELZZTER. Bimiaf e NHCl KRIERGEK
BYVEERRK, FBEAMNEFR CRUBRRKEZR., Alfd
NaHCO; KIER B RRELSFHANE, ”\"%“":(Na2504)9f‘?§,/‘§;§.+,
Wit A EHEESIO,, BER/ICKRTE, 21) i 4, F4
(5¢,11B,16a,17p)-11-(4-38 R FE K )-17-GF R A H K )-5-& K -16-F K
9% -3-FAR 1,2- 0 =K T E(30.0 g, 54.1 mmol, 77% #KE), 'H
NMR (400 MHz, CDCl): 8 0.24(s, 3H), 0.80-2.71(m, 26H),
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3.89-4.05(m, 4H), 4.23(d, J=6 Hz, 1H), 4.37(d, J=1Hz, 1H),
7.05-7.09, (m, 2H), 7.35-7.38(m, 2H).

g, (11B,16a,17p)-11-(4- % KK £ )-17-28 & 2 3% 2 -16-F H o -4,9-
= M -3-BF

W% 2N #8(81.1 mL, 162 mmol)#F43] (5¢,11p,160,17p)-11-(4-
BREE)-17-GR R AHKK)-5-2E-16- ¥ A9 -3-BAR 1,2-Tkx—
£ 5 830.0 g, 54.1 mmol) & AEA(G600 mL) ¥ #ERY . EZERTH
ik 10 2405, Rmiafaty NaHCO, RiER., A LB TERR
BARAMZR, AEKREESFIGANE, TREN,SO)FELE
F. Btk RS0, BR/ICEBTE, 2/1) S48, Fi
(11P,160,17B)-11-(4-38 R FE £ )-17-3F F A HK K -16-F LI -4,9-— 4 -3-
BA(17.6 g, 35.7 mmol, 66% #%), 'H NMR (400 MHz, CDCL): 3
0.30(s, 3H), 0.84-2.76(m, 24H), 4.34(d; J =8 Hz, 1H), 5.79(s, 1H),
7.02-7.05(m, 2H), 7.37-7.41(m, 2H).

h. (11B,160,17B)-17-3F & A3 A -16-F K-11-[4-3-RA) KA PR
-4,9-= ¥ -3-R :

R AR T H11B,160,17p)-11-(4- £ R F K)-17-3F R A K K -16-
WA M 4,9- =% -3-B(10 g, 20.3 mmol). 3-ANRAME (boronic
acid) (3.7 g, 30.4 mmol). BEE47(5.2 ¢, 24.3 mmol). RAR(ZFKE
Ji%)42(I1)(442 mg, 0.61 mmol)#F= = KK (426 mg. 1.4 mmol)FfiE
— 8.7 3 E3%(240 mL)F K (30 mL) & RAM T . £ 100 CHHARE R
L2 BB, REANIER, FmAKFALRULBRRAESGHZR,
A ARABRSFUENE, FRMgSO)FELET, @it &#k
(Si0y, BRITERTE, HE 21 £ 12) L FEH %83 g, 16.9
mmol), HHEMTHIKT S, A (11p,16a,17p)-17-3k & K3 K -16-
WA -11-[4-(3-7 R ) E A | #E-4,9- = -3-FA(5.5 g, 11.2 mmol, 55%
&), 5 206 'C. '"H NMR (400 MHz, CDCL): 8 0.35(s, 3H);
0.86-2.86(m, 24H), 4.46(d, J =8 Hz, 1H), 5.80(s, 1H), 7.26-7.29(m,
2H), 7.35(dd, J=10# 6 Hz, 1H), 7.49-7.53(m, 2H), 7.86(dt, J=
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10 #= 4 Hz, 1H), 8.57(dd, J =6 # 4 Hz, 1H), 8.84(d, J = 4 Hz,
1H).

Lkp 2

(11B,160,17p)-17-3% & A K & -16- F K -11-[4-3-wb "R A ) F A |9
-4,9-=$-3-FR L BE & 4G 4 &

€ (11p,160,17p)-17-3F R K K K -16-F K -11-[4-(3-wb K ) K K]
B -4,9-= 3 -3-B7 (40 mg, 0.081 mmol)E ZHF (1 mL)F &R F Fim 2
N £8@0 pL)feKG mL). % FTHERAN R ZET K273
11B,16a,17B)-17-3F R A K A -16- F & -11-[4-G-w R AR) R K] ¥E-4,9-—
35-3-57 £ B8 2 (40 mg, 0.08 mmol). 'H NMR (400 MHz, CDCL): &
0.34(s, 3H), 0.80-2.85(m, 24H), 4.47(d, J=7 Hz, 1H), 5.81(s, 1H),
7.31-7.35(m, 2H), 7.51-7.55(m, 2H), 7.64(dd, J=8 # 5Hz, 1H),
8.18(dt, J =8 # 1 Hz, 1H), 8.62(d, J=5Hz, 1H), 8.90(d, J =1 Hz,
1H).

EHH 3

(118,160,17B)-17-3R & £ 5 £ -11-[4-(6-F A nbmz-3-F) K K ]-16-
¥ A E-4,9- = -3-B7 4 4] &

B EHES 1 TR h FPHEASER, 11B,16a,17B)-11-(4-B KK
F)-17- KRB EHEE-16-F 2 9E-4,9- = 3%-3-F0F 6-F & A3k KM
B 0 B A% B AR B4 (54% 1K #R). '"H NMR (400 MHz, CDCl): §
0.35(s, 3H), 0.84-0.99(m, 6H), 1.08-1.15(m, 1H), 1.33-1.39(m, 1H),
1.45-1.54(m, 1H), 1.62-1.70(m, 2H), 1.91-1.97(m, 1H), 2.01-2.08(m,
1H), 2.24-2.53(m, 6H), 2.58-2.64(m, 2H), 2.68-2.85(m, 3H), 3.98(s,
3H), 4.44(d, J=8Hz, 1H), 5.80(s, 1H), 6.80(d> J=8 Hz, 1H),
7.23(d, J=7Hz, 2H), 7.44(d, J=7Hz, 2H), 7.75-7.79(m, 1H),
8.36-8.38(m, 1H).
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2% 5] 4

(11p,160,178)-11-[4-(6-FAR R -3- ) F X ]-17- Hﬁ%ﬁk-lﬁ-‘?
A E-4.9- = -3-BA 6 4l &

% A (11B,16a,17p)-11-(4- 2 X E £ )-17-FF R X K & -16- F X 3
-4,9-= W -3-BA A0 6-RAR-3-Z ERMBR A G AR A, HMEET
LG 1 FBhFAHRANES. MARERESY 4 I HE 4 HHF
B oheg 2 BEY 6-RAR-3-wRARMR, B LCMS sk, &%
A T2 FH11% &%), '"HNMR (400 MHz, CDCL): § 0.34(s, 3H),
0.84-2.84(m, 24H), 4.45(d, J=7 Hz, 1H), 5.80(s, 1H), 7.25-7.30(m,
2H), 7.38(d, J=8 Hz, 1H), 7.45-7.49(m, 2H), 7.82(dd, J=8 #3
Hz, 1H), 8.59(d, J=3Hz, 1H).

kP 5

(11P,160,17p)-17-3F & K K K -11-[4-(6- RAKILOE - 3-;%)4&%] 16-%
A E-4,9-Z W -3-FAH 5 &

S 1 FH b PAHRE, &AWA1B,16a,17B)-11-(4-R KK
A)17-F A A KA -16-F A 49-—5-3-FAF 6- R AK-3- g AR M
B, #i LCMS ¢hit, #E£ % TREZH(65% k%), '"HNMR (400
MHz, CDCL): § 0.34(s; 3H), 0.80-2.85(m, 24H), 4.45(d, J=7 Hz,
1H), 5.80(s, 1H), 7.00(dd, J=8#= 3 Hz, 1H), 7.25-7.29(m, 2H),
7.44-7.48(m, 2H), 7.95(dt, J=8 # 3 Hz, 1H), 8.41(d, J =3 Hz,
1H).

x4 6

(118,160,17)-17-3F A £ K & -16-F £-11-[4-(5-F B A -3-K)
A HE-4,9-= K -3-B &4 4] &

e EZHA 1 FHB b AR, 1A 119,160,17B)-11-(4-2 KK
A)-17-F @A A -16-F A ¥-4,9- = 35-3-8 5 5-F &3 -3 AR
B, Bid LCMS 44k, 54 T332 FH(41% K%). '"HNMR (400
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MHz, CDCL): & 0.35(s, 3H), 0.80-2.86(m, 24H), 3.92(s, 3H), 4.46(d,
J=7Hz, 1H), 5.80(s, 1H), 7.24-7.29(m, 2H), 7.35(dd, J=3 #= 1
Hz, 1H), 7.48-7.53(m, 2H), 8.28(d, J =3 Hz, 1H), 8.45(d, J =1 Hz,
1H).

kPl 7

(118,160,17p)-17- 3 & £ & % -16- F & -11-[4-3- & Mk % &
(quinolidinyl)) ¥ X | Bk -4,9- = 1 3-8 4 % &

WMBEAS 1 TB b PR T E, MmA(115,160,17p)-11- (4 3]
REL)-17-30 8 AR A -16-F 29%-4,9- = 3 -3-BA Fo b obh -3- R A BRI AR
B% B (pinacolate)3 B, Eif LCMS £k, 345 % THEFHENED
(18% %), 'H NMR (400 MHz, CDCL): 8 0.38(s, 3H), 0.78-2.89(m,
24H), 4.49(d, J =7 Hz, 1H), 5.81(s, 1H), 7.30-7.34(m, 2H), 7.58(dt,
J=7#1Hz, 1H), 7.63-7.67(m, 2H), 7.72(dt, J=8 #= 1 Hz, 1H),
7.87(dd, J =8 # 1 Hz, 1H), 8.13(d, J =8 Hz, 1H), 8. 29(d J =3 Hz,
1H), 9.17(d, J=3Hz, 1H).

%4 8
(11B,160,17B)-17-3F & A 3 £ -16- F K -11-[4-(4-A % £ ) KA M

-4,9-= ¥ -3-BF &) %) &

ERAATHE-TA4Q2.76 mL, 6.9 mmol, 2.5 M £ THK F)H
Ao B)A2064(0 °C) =F & AH(0.97 mL, 6.9 mmol)/& v £74 " (2 mL)
bR Y ., B 30 45, FRERASHAHE-T8 °C HF HH
Anvik %% (452 uL, 6.3 mmol)fe HALZ T £45(1.9 mL, 6.9 mmol)# & A&,
B BHEER BT -70 °C. E-78 °C B R L BRAY 2 I A5 B,
FehntbFety NHCl KERFACRUBRBREEREHZR. T
(MgSO ) HHHAMEH KL ETF, B LCMS L4, FA=
TAWEARE197 mg, 0.53 mmol, 8% &), ERAATHZ
W 45 3% % #k A (183 mg, 0.49 mmol). (11B,16a,17p)-11-(4-E KK 25)-17-
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KA HE-16-F £9%-4,9-—3-3-81(100 mg, 0.20 mmol)F= ALK (Z
EAB)EIDGB mg, 0.004 mmo)FRA-—RARIKG mL)F. &
110 CHEEBERAYILE, REALHIALTE, PhKIFA_EKTR
RERARASMIK, ARIHLBREETROFHNANESRLET. &
it LCMS #hik, 4 % F153)(11p,160,17p)-17-FK R EHKAE-16-F K
11-[4-(4-"2 % A ) KA HR-4,9- =5 -3-FA(78 mg, 0.16 mmol, 79% #
&), 'H NMR (400 MHz, CDCly): § 0.33(s, 3H). 0.85-2.84(m, 26H),
4.48(d, J=7Hz, 1H), 5.81(s, 1H), 7.33-7.37(m, 2H), 7.60-7.64(m,
3H), 9.21(dd, J=5#1Hz, 1H), 9.46(dd, J=3 % 1Hz, 1H).

1% B 4B Eur. J. Org. Chem. 2885-2896(1998)# Tetrahedron
Letters 38, 5791-5794(1997) % R 44 7 &0 4-Z T A F Gt Rt
%, WKFT AR QFELEY.

LEH 9
(11B,160,17B)-17-3F A K K A -16-F A -11-[4-( B -2- 2 )R X %
-4,9- = $ -3-BR &) 4 &

BRR LA 8 b AR M ik, (11P,160,17B)-11-(4-R KK HK)-17-
RAERE 16-F A 49-—1-3-Ff 2-= TATHRANSAMHKEK
P 135 CHe#(150W,25 H4h), & A FE LM (35% 1K%).'"H NMR
(400 MHz, CDCL): 8 0.33(s» 3H), 0.84-2.86(m, 24H), 4.47(d, J=7
Hz, 1H), 5.81(s, 1H), 7.30-7.34(m, 2H), 7.92-7.96(m, 2H), 8.49(d,
J=3Hz, 1H), 8.61(dd, J=3 #= 1 Hz, 1H), 9.01(d, J=1Hz, 1H).

AP 10

(11P,160,17P)-17-3F & 2 3 £ -16-F £ -11-[4-2-7 A ) F A [
-4,9- =% -3-FA ¢4 5] &

A EHA T % (PPh;),PdCL(4 mg, 0.006 mmol). = F A =7X4k4e
(6 mg, 0.009 mmol)Feik i 2-k A4 (2 mL, 1.0 mmol)i 2|
(11B,160,17P)-11-(4-38 AR K £ )-17-3F A A HK K -16- F K ¥-4,9-= M -3-
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B(200 mg, 0.41 mmol)Z= THF (4 mL)¥ #9358 ¥ . £ 60 CHIFF A
B 5 M, READWIH TR, Hiehfe) NHCl KERFA =
FFPRRRREADZ R, BXHLBRETREOANANEHFRKE
F. it HPLC 4, 8% % %5 (11p,160,17p)-17-3F A A K & -16-
W& -11-[4-(2-% o )R K | #E-4,9-= 3 -3-8(80 mg, 0.16 mmol, 40%
dc &), "H NMR (400 MHz, CDCLy): § 0.33(s: 3H), 0.80-2.87(m, 24H),
4.46(d, J=7Hz, 1H), 5.80(s, 1H), 7.20-7.23(m, 1H), 7.25-7.29(m,
2H), 7.68-7.77(m, 2H), 7.89-7.92(m, 2H), 8.67(dt, J=5%=1Hz,
1H).

Fakp 11
(11B,16a,17B)-17-3F & £ 3 A -16-F £ -11-[4-5- T 2R -2-K)

EREME-49- ZH-3-BRHF &

iR LS 10 SRR F ik, B (11p,160,17p)-11-4- R KK
£)-17-FRREKE-16-F A 9-4,9- M -3-FAF R4 5-F A2t X
&) A AL (10% K E). 'H NMR (400 MHz, CDCL): §0.33 (s,
3H), 0.80-2.86(m, 27H), 4.45(d, J = 7 Hz, 1H), 5.79(s, 1H), 7.22-7.26(m,
2H), 7.52-7.60(m, 2H), 7.85-7.88(m, 2H), 8.48-8.50(m, 1H).

K| 12

(11p,160,17B)-17-3F & F K A -16- F A -11-[4-(4-wb"R ) KA PR
-4,9-= ¥ -3-87 ¢ 4| &

deAd 1 FH h FHE, AR 11P,16e,17p)-11-(4- R AKX
£)-17-FR R A K-16-T £298-4.9- =W -3-Ff 4 ARMEL, B
HPLC 454k, &£ 4 H(THE/IR)FE FH(44% KR), 'H NMR (400
MHz, CDCl): 8 0.33(s» 3H), 0.84-2.85(m, 24H), 4.46(d, J=7 Hz,
1H), 5.81(s, 1H), 7.26-7.30(m, 2H), 7.48-7.50(m, 2H), 7.55-7.59(m.
2H), 8.63-8.65(m, 2H).
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TP 13
(11P,160,17p)-17-3F A £ K K -16- T £ -11-[4-G-H R E) K &

H-4,9- % -3-BR &5 4 &

a. (160,17p)-17-CGFR & £ K £ )-16- T £ 9-5(10),9(11)-— 3 3-89
F12-LHATHER

BREAN 1 VB d PHREANES, 17T(FRAEEE)%
-5(10),9(11),16-Z % -3-BA3F 1,2- TR KA CHEB AR THERELRA,
123 A7 LA W (48% YK E). "HNMR (400 MHz, CDCL): § 0.63 (s>
3H), 0.80-2.66(m, 21H), 2.71(d, J=9 Hz, 1H), 3.30-3.39(m, 1H),
3.99(s, 4H), 4.84-4.97(m, 2H), 5.54-5.58(m, 1H), 5.71-5.81(m, 1H).

b. (11,16¢,17p)-17-3F & £ & K -16- T A -11-[4-G-w R K )X
AR ]-9E-4,9-— #% -3- R

R EHAS 1 TR e fogh h PHANES, ¥ (160,17B)-17-(3F
A A A)-16- T £ 9E-5(10),911)- 20 -3-FAFK 12-TR-A LHEE
LR RS Y. BEH SR LCMS 4k, B5 % THFE 8
e, (15% kE, £id L& 4 ¥). '"HNMR (400 MHz, CDCL): §
0.38 (s, 3H), 0.84-0.99(m, 3H), 1.08-1.15(m, 1H), 1.46-2.88(m, 16H),
3.26-3.35(m, 1H), 4.47(d, J = 7 Hz, 1H), 4.86-4.97(m, 2H), 5.70-5.79(m,
1H), 5.81(s, 1H), 7.26-7.30(m, 2H), 7.35(dd, J=8 # 5Hz, 1H),
7.49-7.53(m, 2H), 7.86(dt, J=8 # 1 Hz, 1H), 8.58(dd, J=5 #= 1 Hz,
1H), 8.84(d, J=1Hz, 1H).

ks 14
[11B,16a(E),17p]-17-3F A A H A -16-(2- K A& T My 4£)-11-[4-(3-%k
e )R E-4,9- 0 -3-BR 6 4] &

A S0 (11B,160,17P)-17-3F & R K A -16- T 5 K -11-[4-(3-"R 2 )
KA E-4,9-Z3-3-FAF, 1548 EHa BAAMENEAHQ2% KE), 'H
NMR (400 MHz, CDCl): & 0.41 (s. 3H), 0.83-1.15(m, 4H),
1.50-2.91(m, 16H), 3.43-3.53(m, 1H), 4.49(d, J=7 Hz, 1H), 5.82(s;
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1H), 6.12(dd, J = 16 #= 8 Hz, 1H), 6.32(d, J = 16 Hz, 1H), 7.17-7.22(m,
1H), 7.26-7.40(m, 7H), 7,50-7.54(m, 2H), 7.85-7.91(m, 1H),
8.56-8.61(m, 1H), 8.83-8.87(m, 1H).

EHEF] 15
(11,16a,17B)-17-(3F F& 2 3 2 )-16- T3 X -11-[4-(6- F E & vk og
S3-F) R A PHE-4,9- 9 3-8 64 41 &

ERERG1I TR e f.gf h PHENESF, ¥(16a,17p)-17-CGF
A B A)-16- 2% £ 9-5(10),9(11)-=4%-3-BAFK 12-ZH A T8
BB FREN(ERE—FTFRA 6-F LA-3-HZERA
8). BiLMER T 4 KM FRFRELAY. Q4% K&, 2 LR
4 %), & 197 C. '"H NMR (400 MHz, CDCL): & 0.39(s, 3H),
0.84-2.87(m, 20H), 3.26-3.34(m, 1H), 3.98(s, 3H), 4.45(d, J =7 Hz,
1H), 4.88(d, J=11Hz, 1H), 4.95(d, J=16 Hz, 1H), 5.70-5.81(m,
2H), 6.81(d, J =8 Hz, 1H), 7.23(d, J=8 Hz, 2H), 7.45(d, J =8 Hz,
2H), 7.77(dd, J=8# 3 Hz, 1H), 8.37(d, J=3Hz, 1H).

K #&EH 16
(11B,16¢,17B)-17-3K A £ B £ -16- T E-11-[4-G-s s L) K |-
-4,9-= 3% -3-BR &4 4 &

a. (160,17p)-17-(3F R A K & )-16- T A #E-5(10),9(11)- = K -3- B 2R
12- TR LE#

BHREAA 1 FHR d PHEGES, 17-AAREHE)B®
-5(10),9(11),16- =4 -3-BAK 1,2- TR LA CHEB R CELR T, F
B R (87% YK &), "H NMR (400 MHz, CDCl): 8 0.60 (s,
3H), 0.80-2.64(m, 28H), 3.99(s, 4H), 5.54-5.58(m, 1H).

b. (11p,16¢,17p)-17-3F & K K X -16- T K -11-[4-G- i K) K K-
Wk -4,9- = % -3-BR

R RS 1 T HRe f. gfe h PREAMNFT %, (160,17B)-17-(3F
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A AR A)-16-T £ #-5(10),9(11)- =5 -3-FA3K 12- TR A TBéd
ARG AR Y, BT SR LCMS sk, 5 4& - TH 347410
&, (22 % k&, it LiX 4 %), "H NMR (400 MHz, CDCly): § 0.35
(s, 3H), 0.82(t, J=7 Hz, 3H), 0.87-0.98(m, 3H), 1.07-1.14(m, 1H),
1.25-1.34(m, 2H), 1.41-1.64(m, 5H), 1.91-1.99(m, 1H), 2.03-2.11(m,
1H), 2.24-2.85(m, 10H), 4.46(d, J = 7 Hz, 1H), 5.80(s, 1H), 7.25-7.30(m,
2H), 7.35(dd, J=7 #= 5 Hz, 1H), 7.48-7.53(m, 2H), 7.46(dt, J=8
#2 1 Hz, 1H), 8.57(dd, J=5#= 1Hz, 1H), 8.84(d, J=3 Hz, 1H).

LA 17

(118,16a,17p)-17-3% & £ 3K £ -16- T £ -11-[4-(6- F AR -3-K)
FA--4,9-= W -3-BA &) 4] &

BRERA 1T Re . ghh PRAGES, ERE—F T4
A 6-F B -3 ARMEL, H(16a,17P)-17-CGRALE E)-16-TF %
-5(10),9(11)-=- 4 -3-FA3K 1,2- LR = A THE B LRI AT
@it A @k bR B RS Y. (14 % kE, 2 ER 4F).
0.35(s, 3H), 0.82(t, J=8 Hz, 3H), 0.85-0.99(m, 4H), 1.07-1.13(m,
1H), 1.25-1.34(m, 2H), 1.41-2.84(m, 16H), 3.98(s, 3H), 4.44(d, J
=7 Hz, 1H), 5.80(s, 1H), 6.80(d, J=8 Hz, 1H), 7.21-7.25(m, 2H),
7.42-7.46(m, 2H), 7.77(dd, J=8 # 2 Hz, 1H), 8.37(d, J =2 Hz,
1H).

x#Y| 18
(11B,17B)-17-3F F 2 3 A -11-[4-G-HT R )R A W -4,9- = -3-F
%) &
a. (17B)-17-(GF F A B X )#-5(10),9(11)-=H-3-FAK 12- T =4
AL S
B RAA T K-selectridedM £ THF ¥, 12.1 mL, 12.1 mmol)
AR 17-CGR R A )HE-5(10),9(11),16-ZH-3-FAFK 1,2-LH=F£ T
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% 85(3.7 g, 10.0 mmol)/& THF (105 mL) ¥ %3 4(-78 C)E&RF, F
HARFEEBRERKT-70 C, $FZER 20 475, Bhbafedd
Na,SO, RER, B HFH MK, S BEENEH R CRUBRERREZR,
RAEREESHGENE, FTHRWNaSONFERLET, A& #%
(Si0,, RI/TEBRT B, 4/1) shiLHm =4, FEATR)-17-GrAREHKE)
BE-5(10),9(11)-=%-3-BA3F 1,2-ZH X L% B Q.1 g, 5.8 mmol, 57%
&), '"H NMR (400 MHz, CDCL): § 0.59(s, 3H), 0.80-2.59(m, 23H),
2.86(t, J=9Hz, 1H), 3.99(s, 4H), 5.55-5.60(m, 1H).

b. (17B)-17-(3R R A& K F L)9E-5(10),9(11)-=H-3-813K 1,2-T3%
—RLEe |

ERALATH 17-GF A EH A )H-5(10),9(11)-= 5 -3-BA 2R (1,2- T
W T4 E)(2.1 g, 5.8 mmol)E = L& (54 mL)F 495 R E R HF An
3| S 42453262 mg, 6.9 mmol)E = LEE(36 mL)F 4940 CT)&
FERP, £ 0 CHR¥EELIRE, Fintbfet Na,SO, KER LI K E
HE., FmEAR NaSO, HFiLERAY, ALBLUEBAEFARRLER
EF, FERATP)-17-GRAKXELR T R )H-5(10),911)-=%#-3-F7 1,2-
LIR—ATHEQR.2 g, 58 mmol, >100% K&, FHELH T
B Z8). '"H NMR (400 MHz, CDCL): § 0.20-0.59(m, 4H), 0.70(s.
3H), 0.82-2.59(m, 21H), 2.85(dt, J=9 # 4 Hz, 1H), 3.99(s, 4H),
5.53-5.58(m, 1H).

c. (5a,11B,178)-11-(4-E XX K)-17- (R ARAEALETH)5-2 X9
9--3-BAK 12- LA L ER

HZREEF 1 T ReFo fPHENGEAS, RATP)-17T-CRAXER
B )H-5(10),9(11)-= 3 -3-FA3K 1,2-Th =K LB A IR 104
#1(26%¥ %), '"H NMR (400 MHz, CDCL): & 0.12-0.57(m, 7H),
0.79-0.89(m, 1H), 1.10-2.12(m, 17H), 2.27-2.40(m, 2H), 2.65-2.76(m,
2H), 3.88-4.03(m, 4H), 4.14(d, J = 7 Hz, 1H), 4.34(s, 1H), 7.08-7.13(m,
2H), 7.32-7.36(m, 2H).

d. (50,11B,17B)-11-(4- B KRR K)-17-(FR B EZE RX)-5-2 A 9.4
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B-EFK12-CR oA LHB

#1 (5a,11B,17p)-11-(4-38 R F % )-17-(3F A K 2 X F X)-5-4 K %
9.3 -3-BA R (1,2- T =& TH#)(726 mg, 1.3 mmol)& R E(25 mL)
FHERT, B 4-FED% N-AH 438 mg, 3.7 mmol)Few-N-
R4 4T B 3 (VID(28 mg, 0.08 mmol)F AR AR TAEZBRBMIAL
BAMY 2 PIF, BB ER(14 mL)FRFERSY 1D,
R B it AR A4 (dicalite) iR A LR TEE Sbik, HRARRK
REF, FAEGBa,11p,17p)-11-(4-EREK)-17-GR R AR K )-5-2 K%
O -3-BAEK 1,2-Z R = A 48 (732 mg, 1.3 mmol, 100% &%),
INMR (400 MHz, CDCL): 6 0.21(s, 3H), 0.80-2.39(m, 22H),
2.66-2.74(m, 2H), 3.88-4.05(m, 4H), 4.23(d, J=7 Hz, 1H), 4.37(s,
1H), 7.06-7.10(m, 2H), 7.34-7.38(m, 2H).

e. (11B,17p)-11-(4- £ R FHK)-17-3F B A K K -4,9-= H-3-89

BBREAL 1 TR g PHEGES, ¥ (50,118,17)-11-(4-R KK
E)17-GRAABA)5- 2 A M-9H-3-FAK 1,2-LR-E TEBHBN
AW (65% IKE), 'NMR (400 MHz, CDCL): 5 0.27(s; 3H),
0.83-2.83(m, 22H), 4.34(d, J =7 Hz, 1H), 5.79(s, 1H), 7.02-7.07(m,
2H), 7.37-7.42(m, 2H).

f. (118,17P)-17-3F B A B E -11-[4-G-H £ ) K A |9 -4,9- = 3% -3-
B

EREAE 1 T W PARKES, FQA1B,17P)-11-4- B KK
3)-17-5F RS -4,9-Z 3 -3- PRS- AL BRAR 0 A A A4 . B4 &2
LCMS 44k, &% % T 13 5| #7844 (66% k&), 'NMR (400 MHz,
CDCL): & 0.32(s; 3H), 0.84-2.82(m, 21H), 2.92(d, J=13 Hz, 1H),
4.46(d, J=7Hz, 1H), 5.80(s, 1H), 7.27-7.32(m, 2H), 7.34(dd, J
=8 #2 5 Hz, 1H), 7.49-7.54(m, 2H), 7.86(dt, J=8 F 1 Hz, 1H),
8.58(d, J=5Hz, 1H), 8.84(d, J=1Hz, 1H).

L34 19
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(11B,17B)-17-7 & 2 3% & -11-[4-(6- F R A wbox-3-K) K K |9-4,9-
ZH-3-FA 6 4 &

R RAES 1 TR L FIENGERS, RA 6-F HA-3-HREANXA
B4R A A, HA1B,17p)-11-(4- B REK)-17-3F R E KK -4,9-= 1 -3-
B S A0 AR 69 AR AL LS. Bt H &R LCMS sk, B & TR
MM, (60% J&#®)., 'NMR (400 MHz, CDClL): 6 0.32(s, 3H),
0.83-2.81(m, 21H), 2.91(d, J=13 Hz, 1H), 3.98(s, 3H), 4.44(d,
J=7Hz, 1H), 5.80(s, 1H), 6.80(d, J =8 Hz, 1H), 7.22-7.26(m,
2H), 7.42-7.46(m, 2H), 7.77(dd, J =8 #= 2 Hz, 1H), 8.37(d, J=2
Hz, 1H).

FLEH 20
A1B,178)-17-FF A K B K -17-F K -11-[4-3-b"R K ) KK HE-4,9-

= H-3-BR 4l &

a. (17P)-17-C3F A £ 3 £)-17-F £ 9-5(10),9(11)-= % -3-FA 3% 1,2-
LR—EKTHEE

EREARTFH L-selectride(3.0 mL, 3.0 mmol, 1M & THF ¥)&
BB B A HHTS CHRBRFN 17(FRAKE )R
-5(10),9(11),16- =% -3-FA 3 1,2-TH K THE(500 mg, 1.4 mmol)
F= 1,3-=F #-3,4,5,6-09 £-2(1H)-"EZ 5 (0.33 mL, 2.7 mmol)E LK
THF ¥ (20 mL) #&&+%. £-78 C1 DEE, ¥ EA#0.7 mL,
27 mmol). {HEL LRSS F I 1.5 HoF, R BREAFHE30 C.
BB A MEINKT A LR CERIR, Athfé) NaHCO; KIERE
Fodh KBS FHANE, FHRMgSO)FEAZFRAEN., &4
B &35 3% (Si0,, B/ LB TE=9/1, vIv)siia = 4, & £ (17p)-17-(3F
A EEA)-17-F £ 9E-510),9(11)- = -3-BA 3K 1,2- LI = K T4 8255
mg 0.67 mmol, 49% IK%), 'NMR (400 MHz, CDCl;): 8 0.67(s, 3H),
0.78-2.72(m, 27H), 1.23(s, 3H), 3.96-4.02(m, 4H), 5.57-5.61(m,
1H).
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b. (11B,17p)-17-3F A A FK I -17-F K -11-[4-(3-resg K )F K |- 49-
M -3-B

R LR 1 T Re, f. g h PHEGES, HATP)-17-GFA
A BHE)-17-F A 8E-5(10),9(11)-=3-3-FA3R 1,2-THE A LB
RALM I HALA4 . E L HPLC 4k, 35 % TR M4, (19
% k&, 214 FiR 4 %). 'NMR (400 MHz, CDCly): & 0.42(s, 3H),
0.80-2.82(m, 24H), 2.28(s, 3H), 4.48(d, J =8 Hz, 1H), 5.80(s, 1H),
7.30(d, J =8 Hz, 1H), 7.34(dd, J =4 #= 8 Hz, 1H), 7.50(d, J = 8 Hz,
1H), 7.85(dt, J =2 # 8 Hz, 1H), 8.57(dd, J =2 #= 4 Hz, 1H), 8.84(d,
J =2 Hz, 1H).

L4 21

(11B,16a,17p)-17-3F F & HF £ -16,17- = &.-11-[4-G-H R E) XK X |
3 H-3R A FF[16,17]% 4,9,16- = -3-BA 84 4] &

a. (160,17p)-17-(3F & X & %£)-16,17- = £,.-3’H-3K & H[16,17] %
-5(10),9(11),16- =% -3-BA3K 1,2- LR — X T4t

ARAATHEH60% HH5H4A&, 197 mg, 4.9 mmol)ifinZ]
A = F K BAL4R(960 mg, 1.1 mmol)E DMSOQ20 mL)F &) B3 658
BF, 30 9415, B 17-GRREAFEE)H#H-510),9(11),16-=H-3-FA 2R
(1,2- TR =K THE#)(400 mg, 1.1 mmol)E XK THF (4 mL)¥ #9%
K. 1 DB, WRERSHEIB|KRKFHACRTERR, AKX
HESIFNHANE, FHRMgSO)FELTPRLEN., Bk
%(Si0,, BWERK/ T TEE=9/1, viv ZRFE/TERTE=3/7, vIiv)&k
A=, A 160,17)-17-(3F A £ ¥ X)-16,17- = &.-3’H-3K & ¥
[16,17]3%-5(10),9(11),16- =% -3-BA 3K 1,2- TR =% L4 E(102 mg 0.25
mmol, 91% ¥ %), '"NMR (400 MHz, CDCL): § 0.72-2.50(m, 28H),
0,98(s, 3H), 3.97-4.02(m, 4H), 5.56-5.60(m, 1H).

b. (11B,160,17B)-17-3F & &K HK K -16,17- = &K-11-[4-3-w R E) X
A ]-3H-FK HH[16,17]#-4,9,16- = 15 -3-B

36



200580009612. 6 oM P E31/34m

R EHEF 1 TR e £ g h PREGES, ¥(160,17p)-17-GF
A K H)16,17-= £-3"H-3F & 7 [16,17]#-5(10),9(11),16- =} -3-87 3¢
1,2- TR =& TR BB A, Bit HPLC 4k, #4
TR M. (24 % KB, 81 LR 4 F). 'NMR (400 MHz,
CDCly): § 0.70(s, 3H), 0.68-2.78(m, 23H), 3.03(d, J =12, 1H), 4.41(d,
J=8Hz, 1H), 5.78(s; 1H), 7.31(d, J=8 Hz, 1H), 7.35(dd, J=4
Fo 8§ Hz, 1H), 7.49(d, J=8 Hz, 1H), 7.86(dt, J=2 #= 8 Hz, 1H),
8.57(dd, J=2# 5Hz, 1H), 8.83(d, J=3 Hz, 1H).

A 22
(11B,16a,178)-17-38 & K & K -16-F K -11-[4-3-sbog K ) K K |9
-4,9-= 4 -3-BF 3-F5 ¢ 4] &

Y2 Bz 38 2 (20 mg, 0.30 mmol)#= 7K (1 mL)#H 2] 100 mg(0.20
mmol) #j (118,160,17p)-17-3F & & & X -16- F X -11-[4-(3- vtwi;%):i%]
BE-4.9-— - 3-BAE—ELHRTHEQC mL)FHEGERT., EZET
HEEBANIR, REA_RTRERZK, BEHLE f/‘%?ﬁ‘?lﬁ%
HSHAHEMEFEKELET. #il HPLC sSivia =4, 54 T35
(11B,160,17B)-17-3F A R H 3 -16-F A -11-[4-3-"1 T K )R A | ¥E-4,9-=
¥-3-BR 3-85, % E/Z BAH(2:1)(85 mg, 0.17 mmol, 84% k%), 'H
NMR (400 MHz, CDCL): § 0.31 #= 0.32(2x s, % 3% 3H), 0.83-2.95(m,
25H), 4.37-4.42(m, 1H), 5.89 #= 6.55(2x s, &3 1H), 7.26-7.32(m,
2H), 7.35(dd, J=8 #= 5Hz, 1H), 7.47-7.51(m, 2H), 7.86(dt, J=8
#e 1 Hz, 1H), 8.57(dd, J=5 #= 1 Hz, 1H), 8.84(d, J=1Hz, 1H).

5% 3.4
(11B)-11- [4 (3-" s A ) K K 1-17,24-37-19,21- — 4 f2-4,9- — ¥
-3,20- =B # 4| &
BREAG1FHRe g h PHEGES, ¥ 17,24-58-19,21-
ZfE-5(10),9(11)-=%-3,20- =87 2K 3-(1,2- Lk =& T4 B )(US 5 084
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450) 553 A AT 4. HiTHEE HPLC 4, BHF A TR
FEALA % (18% K #E). 'H NMR (400 MHz, CDCls): 8 0.47(s, 3H),
1.24-2.82(m, 22H), 4.48(d, J=7 Hz, 1H), 5.80(s, 1H), 7.23-7.27(m,
2H), 7.35(dd, J=8#= 4 Hz, 1H), 7.46-7.51(m, 2H), 7.84(dt, J=8
#2 1 Hz, 1H), 8.58(dd, J=4 # 1 Hz, 1H), 8.82(d, J=1Hz, 1H).

P 24
(11B)-11-[4-(6- F & A bz -3- A ) K £ 1-17,24- 3K -19,21- = & =

-4,9-=%-3,20-=FF ¢4 4| %

R EHES 25 PRRAGTRHERE—TFEA 6-F AA-3-%
R EARMBAES ML, & 17,24-37-19,21- =% f2-5(10),9(11)- =%
-3,20-=BAZK 3-(1,2- L = R L B)RFHFBIAMHAT% KE), 'H
NMR (400 MHz, CDCly): § 0.47(s, 3H), 1.25-2.81(m, 22H), 3.98(s,
3H), 4.46(d, J=7Hz, 1H), 5.80(s, 1H), 6.80(d, J=9 Hz, 1H),
7.18-7.22(m, 2H), 7.40-7.44(m, 2H), 7.75(dd, J=9 # 2 Hz, 1H),
8.36(d, J=2Hz, 1H).

%) 25
(11B)-11-[4-(3-# 2 £ )X £ 1-17,24- 37 -19,21- = & =2 -4,9- = 3%

-3,20-—FA B & 49 4 B

A EES 2 THEGF K, FAIP)-11-[4-B- AR
£1-17,24-3R-19,21- = & f2-4,9- = $# -3,20-= BA 3% 3% 4 (11B)-11-[4-(3-7k
A )KK]-17,24-37-19,21- = B f2-4,9- =} -3,20- — BR 3£ 8% 2 (100%
i %), '"H NMR (600 MHz, CDCl): § 0.45(s, 3H), 1.33-2.80(m, 22H),
4.50(d, J=7Hz, 1H), 5.82(s, 1H), 7.30-7.33(m, 2H), 7.50-7.53(m,
2H), 7.69-7.72(m, 1H), 8.25(d, J=7Hz, 1H), 8.64(d, J =5 Hz,
1H), 8.90(d, J=1Hz, 1H).

B 26
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(6B,11B,160,17B)-17-3F # A B % -6,16-= F K -11-[4-(3-b"T K ) &K
A HE-4,9-= W -3-B7

PR L) 1 b K ik, HH(6P)-6-F ASE-5(10),9(11)-=H-3,17-
ZFARR 3-(1,2- LR A LB A AR A Y . BT 4 &F HPLC
Y, K & TF MM H(14% KE), 'NMR (400 MHz, CDCly):
$ 0.38(s, 3H), 0.85-2.88(m, 24H), 0.99(d, J =8 Hz, 3H), 1.32(d, J=
8 Hz, 3H), 4.46(d, J=8 Hz, 1H), 5.84(s, 1H), 7.27(d; J=8 Hz,
1H), 7.41(dd, J=5#= 8 Hz, 1H), 7.53(d, J=8 Hz, 1H), 7.94(dt, J
=2 #= 8§ Hz, 1H), 8.59(dd, J =2 #= 4 Hz, 1H), 8.90(d, J =2 Hz, 1H).

kA 27
(11B,160,17P)-17-3R & 2 3% A -16-F A -11-[4-(F=2-2- 2 ) K £ g
-4,9-= 3% -3-F b4 4| &

WAL 8 PHEKFTE, £ 110 CH11B,16a,17B)-11-(4-32
REE)1T-FRREHEE-16-F 20E-49-—F-3-Ff 2-= TEATFHRE
sEehe i 4 INBE, FAEAFEALASH(1T% KE). '"HNMR (400 MHz,
CDCL): 6 0.32(s; 3H), 0.83-2.87(m, 24H), 4.47(d, J=7.0 Hz, 1H),
5.80(s, 1H), 7.18(t, J = 4.7 Hz, 1H), 7.28-7.31(m, 2H), 8.32-8.35(m,
2H), 8.79(d, J=4.7Hz, 2H).

EHF 28

| ARIAZIR-B ERNBEFHER

42 W.G.E.J. Schoonen % A _f£(Anal. Biochem. 261(1998), 222-224)
v, ETELRNL(CHO)YBERHKRINEDRBETRET RLNR
B Wi s A2 R T EW(ECs Ao M ARSI FH).

@it/ 0.1 oM HFH (160)-16- T 3k-21- K -19-% F F--4-%-3,20-
S ALETHHEAETRZ G EARTAB HRME, £5 LRY
FHRBAR L HIRE T, MET ALR QLAY RELSFHEFHICs
TR ERRLER). $BEREANARKTAHAFRAEZFRA,
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(6B,11B,17B)-11-[4-(= F £ X)X X |-4°,5- = £-6- F X SR [#-4,9- —}%
-17,2°(3°H)-sk"h]-3-B0 = £ 946 Al 690 4-bk. BLah i Bedk R4y &) BT 2 15
FHEENEREBRERHRXNRE, ABRFRBHRLESZRTARL
HBRANESFEREIRESFREREHSDRGHHRARE, €
BRETFHT G RESFRE R RAK WAL DT AR ERE.

AABABERAR HEARE, EALRARET, ALY EC50 X%
RV R0 H IR T AR KM A F 6 A AR MN; Rf, IC50
REFHEFHGFF%3) EC50 AR R KALSMWART hA Atk
B sk, AR E6FFH), Axt iR R A e = £ T F 44 1C50,
AR B R R TR AT AT GE R,

-8
%76 4] |PRBagoECS50 [M]| PRBago Eff(%) [PRBant EC50 [M]| PRBant Eff(%)
1 2E-10 49.2 2.67E-10 46.4
2 3.4E-10 44.5 3.3E-09 47
3 1.2E-10 41.5 6.28E-10 S9
4 1.1E-09 46.5 4.7E-10 43
5 4.9E-10 50.5 8.48E-09 50
6 1.3E-09 54 2.8E-08 34
7 1E-09 50 3.14E-09 24
8 3.6E-10 50.5 3.64E-09 37
9 1.13E-09 54 1.3E-09 33
10 2.6E-09 49.25 1.48E-08 32.5
11 1.7E-09 56 8E-10 35
12 4E-09 56 2.5E-09 26.5
13 6.6E-10 46.8 6.10E-10 38
14 5.7E-09 49.75 2.9E-08 34.5
15 7.4E-10 41.4 9.80E-10 44.5
16 2.3E-10 34 5.96E-10 53
17 1.3E-09 42 7.89E-09 51.7
18 8.2E-10 36 7.51E-10 66
19 5.1E-10 28.3 4.27E-10 57
20 4.9E-10 37.5 1.3E-10 S8
21 2E-09 18 1.4E-09 58
22 6.4E-10 43 1.47E-09 32
23 2.9E-10 17 3.25E-10 70.8
24 1.5E-10 20 S.46E-10 62
25 4.8E-10 17 1.1E-09 66
26 8.09E-10 46 2.75E-09 17
27 2.54E-09 52 3.25E-09 >27
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