[19] R AREMEERRRZNE

[43] ~FH 20077 A4 H

[517] Int. CL.
CO7J 41,00 (2006.01 )

) KBEABEAGMY ke cweor)

[21] BHi{ES 200580016339. X

[11] 2F S CN 1993375A

[22] i H 2005.5.10
[21] BiES 200580016339. X
[30] ff5E4
[B2] 2004.5.21 [33] DE [31] 102004025986.0
[86] EEREiE PCT/EP2005/005256 2005.5. 10
[87] EFRA% WO02005/113575 4# 2005. 12. 1
[85] #ANERME AL 2006.11.21
[71] i A ESWHRE A FH
sehk 7 E A AR
[72] A BIREK « gE/RBL B « E#HER
BisC « K BLIRGE « BRIRHE
i B HRE « AR
WK« 75 R e
W - HERK

[74] ERNREHM BT EA IS ABEGR A A

RIBA  TEER

BRI SR A5 6 0 Ui 45 27 7T By P 11 3T

[54] REAZHR
HAREMERAE K8 2Ra02
[57] =

AW BB X (1) A HE R A B B 2R
gy, KPR Z gakEsigl, GaXEhay
WESMA S, VLR EAER & R AR

HIZ5H IS

(Ei - .
(o] x1

Y
STEROID o
EHz



200580016339. X W #® E Ok B 51/6 51

1. AT AT R WA,

X
RS
R2
(HE, o
O x!
STEROID
eVl
)

Hrn kg 0-4 KIS,

R' 2 £ F-SO,NH, B{-NHSO,NH;,
#Hep R ROAIX. X'MREAETF. MRT. B, WE. Ckik H
hop = 13 () CFaypn HF . EH OCO)}R?. COORY. OR*.
C(O)NHR> &, OC(O)NH-R*',
Hoh RY, RYFIRZ N Crshidh. Caghkis. 5. Cr ERENE,
Crg W IdE-Cag At EL Ca s M EE-Cra JiidE, BAR
R? BAAREKEA, WH

R? & % H]-SO,NH, 8,-NHSO,NH,,
Heh RE RPAI X, X RREART. HRTF. B, M. Cuski,
Horh p= 13 [ CFap HH. #B OCO)R®. COOR™. OR™.
C(O)NHR® &, OC(O)NH-R*',
o R, R A1 RZ B Cus . Cog s, 5. Cr WHET
. Cry THE-Cyg B Cis R W E-C ot dE, UK
R BAaJ KA, &

R® & HH-SO,NH, 5{-NHSO,NH,,
Hrh RL RPAI X, X REBEARTF. WRTF. BE. HE. Cushidk,
foeh p = 13 B CpFapn HEH. EF OCO)R™. COOR™. OR?.
C(O)NHR® & OC(O)NH-R?',



200580016339. X A E ok P OFE2/6m

Hrh R®, R*F1 RZ R Cuskhtk. CusHked. . Cs W R 5 5.
Cou TIEE O R ERL Co o AW ARE-C, mEE. MK

RO BT REE, UK
STEROID £ FAR#E LA FBR (AL - CIDI I R4
2
R* z

11 R13

~

All Bl

Cll
Hrp
Y REBAR T BHE T

RERFGET. HETF. B, ZHRFE. B, =(Crebid) PR AZE,
Crs BRERD Cos MR ERE,

R'REARTF. FEMIE,

RURZFREIRT. FEMIE,

RIVRZRERT. AET. BE. FAE. £HA OCO)R"., FEHLE,

RERFRERTF. FENLE,

REBRESET. A, 25, 20RE. Z5FENLRLE,



200580016339. X A o} ok P OFE3/em

RMMRFREAFET. OH HZHAsilid W EENERT,

RERERE, Z(CLeiR)PRAEEER CsEE., EF oCO) RYH Cy;
ISR,

HAE 4, S—MAEEFIMNORE, mEMRER Y RERERTF, WEL 2—
RIRTEFERSMO G, B R EF R REE T OH [, WE 2, 3— A H#FE
BAM XU

2. WAUFIZESR 1 TR tea®, Knk oo 1802,

3. WMRAESR 13 2 2Rtk &y, K R FHEF-SONH, k-
NHSO,NH,.

4. WALRIEESR 3 TR NS Y, H RYERFA-SONH;.
5. WIRURIE SR 18 2 kit &d, HF R R*ER RPCEZEF-SONH,,

6. WMRF)ER 1—5 2 — ke, HF RN RAL R, WRAAFE-SONH,
2-NHSO,NH,, L& X fl X' fHEM IS . REER FRZESREE.

7. WARIEESK 1—6 2 —FridrL &4, H9 STEROID ARFEL AILEL BI £

8. WIRMER 1—7 2 —Fidiie&dy, HPmEiri
Y AERBR R T FI/EL

RYRFLAET. B TFEEREM/E
R7RR LR T Bk P AL/

RYSRE R 7ol R HE R/

RUCERER T FR T BUF EF/E

R REE R TR/,

REREE R FHFE,

RYRRFER T/,



200580016339. X A T} ok P FE4/60

R R FRELGERE OCO)-RY.

9. WALFIESR 1—8 Z—FTRML&EY, HA

1) 3-ER-Ta- FELME-4-5-17p-2 3-E BB EX FIREE 12),

2) 3-EAR-Ta- P EEME-4-45-170-5 4-FRABEE K F RS (LD,

3) 3-EAR-To- FF L HE-4-4%- 1782 2-F-5- R IR R K H R EE (13),
4) 3-EA-To- FREEME-4-45-17p-2 24 Z5-5- BB R 7P R s,
5) 3-FAR-To- B R ME-4-05-17p- 5 2- -5 - BB R T IR TR,
6) 3-5AR-To- PR BE ME-4- 055 -17 -2 21,3 HURUEE-5'- R R EE 7 PR Il
7) 3-EACHE-4-45-178-3 3-EHBLEE F KA (D,

8) 3-ZARME-4-45-17p-H 4-FUHEBEE K F RS (8),

9) 3G fCME-4--17p-FE 2',4- T 5-5-E AR E A IR EE,

10) 3-SR E-4-4-17p -3 25 -5'- RUA ML I8 F R B,

11) 3-FARME-4-15-17B-%E 2-F U H-5- E B IR Y B G

12) 3-S4CHE-4-15-17p- 2k 2,3- = FF A -5 S I I 5 Y PR IR

13) 3-GfC-To- B BLHE-4-075-178-5 3- R EE AL 75 R R,

14) 3-ER-Ta- B ELHfE-4-45-17p-2E 4-E BRI RS,

15) 3-SR -To- A B -4-45-17p-2E 2-5-5- A BE 2R 25 IR G

16) 3-FA-To- R EfE-4-4-17p-3E 24 -5 - BB P IR TR,
17) 3-8 -To- B Ko -4-45-17p-5E 2 A -5 - R IA ML 25 7P IR e
18) 3-48-To- B FEiE-4- -1 7B-2E 21,3- R - 5 - AL 2R 2 R T
19) 3-SR HE-4-45-17p-3% 3-E AN R R R (S,

20) 3-FAUHE-4-15-17p-2 4-E B EF FEREE O,

21) 3-LfCHfE-4-15-17p-2E 2'4- T 5-5- R B 2 LR,

22) 3-EfCHE-4-7-17B-3E 2-5-5 - B ML A Ok R B

23) 3-GURHE-4-H5-17p-3E 2 F AL -5 - B IR 2 2 T

24) 3G HE-4-1-17B-2E 2,3 T AU - A A AR 2

25) 3-FfRHERE-178-2E 3-E B FIREE (9),

26) 3-EARHELR-17p-3E 4-E AT FRREE (10),

27) 3-EACHE-4-15-17B-3E 2,4 T -5-EUA B R EE (D),



200580016339. X A Ok P FEs/60

28) 3-FEACHE-4-15-17p-5 2-E-5-RIEBE R FREE Q)

29) 3-FACHE-4-J5-178-5 2- FE -SSR AR FIRAS 4),

30) 3-EACHE-4--17p-3 2,3 - T A -5 -H Bt E X IR TR,

31) 3-EAR-4-5-170- P HE-1,4- T H5-17R-5 3-E AR X PRI (16),
32) 3-ER-4-5-170-F R ME-1,4- T 15-17B-3 4-FHATEE K F RS,
33) HE-2-J-17B-% 3-E AN P IREE,

34) 3-FARHE-4-475-17B-2 2> -E ALK IR EE (6)

35) HfE-2-J-17B-% 4-F AR R EE,

36) 3-FAR-To—FF H-11B—FME-4-4%-17B-y] 3°-ERAEE 2K R IREE (L7),
37) 3-GACHE-4-45- 17—yl 4 - IEE R E N R (14),

38) 3-LHAR-5-HE-1-45-17B-yl 3 -FIFANLEE X F R TR (15),

39) 3-EMME-4-47-17-% 2R 2E-5-EUEA M A X F IR B (18),

40) 3-FARHERE-17R-5 2R -SRI B R 2K IR IS,

41) 3-F At -Ta-FF Ha-11B-FME-4-45-17B-3% 2R -S R EEL 2K F R TR,
42) 3-FAME-4-455-17p-FE 2'- 255 - M Ik L O R PR I,

43) 3-8 AR-To- PR B ME-4-035-17B- 3 22 3-SR BR R 2K IR AR,

44) 3-E AR -4-E HE-4-47-17p-2E 3-E B R R H IR (19),

45) 3-EAR-4-5HE-1 4- ZJ5-17B-34 3-FE B R R R (20),

46) 3-SR -4-F T ME-4-45-17R-3E 3-E BB K PR ES,

47) 3-EAR-4-FRFEHE-4-475-17B- 5 3-EUIATL L PR S,

48) 3-EAR-17P-[ (R A M IG-2-F5) S FE | ME-4-9%5-4- 55 3 - SUMMIE K R IR IR (22),
49) 3-FAK-17p- BHEME-4-45-4-F 3 -FUBBEE R FIRER 21),

50) 3-F A ifE-4-15-17p-2 2 -S4 -F BT E R F R 23),

51) 3-E M ME-4-15-178-% 3°-FRE-5-FRANEE X FEEE (24),

52) 3-FARME-4-05- 1782 3°-IRE-5 -HIR B EFF R A 25).

10. ZAREY, HAEEL—MmRFHER 1-9 2 —idftEy.

11, WARIESR 10 fridiZma sy, KhagE0—Mas e EkEELs



200580016339. X A FE ok P OFEe/6m

12, IOBUFIEESK 11 FriR WA &Y, HPFTR RN S RE L&Y =0 R
BWE. FEES GnRH LU .

13, MBRER 1-9 2~ ES &M T AN MRS RTEE
RITIERI Y HIN .

14, WARZER 1—9 2 — iR S AR AT B UM 2 T R R
A

15, anAA R 1—-9 2 — ik Mt & WAESI& M TET Bt 2 MEA KN
BRI T R

16+ AIALRIEESK 1—9 Z — Bk H4k & W) 7E ] & A Va7 B L 3l e i 7K B 1 AT
FRARR 520 B 957 B 254 FR B R A

17, HIEWACRER 1—9 2 —Frdf@ O & Wi,
3 X
R2
(HZC [ )
O X1

3 o
STEROID
# [z

Y
HRAFEMER S MR ERERRBEELATEY RN, 30 HAH N K& P 5t
f R S R A I R R R R



200580016339. X iﬁ, HH :F!" H1/27T0

B R e R i B KRT 2

TR G
ARPBRBROISKY, HH&TE S8XELEMNAMAGTUR
EAE & R A MM E AR R .

X
R
R2
(T .
1
L7 X
STEROID
#Hz

HETAR

HEBEET AR D AP I EE BN A G, EAET R Z R
RERERER. BEEGSREMARTEEEM. MREX TR A HE D
), AEEAN R A TE AR R AR AN — 884 . TRAEA BEW 2 Rl Tise. &
FHRP BB AGHUA. SR, FRMERE (CNS) FMEkRTEE. Ul
R Ab o oaE D,

HES T AL R 2 M RE, 1SRRI ERM . KO TRMBRETE
R P OME R, Hp R Pias U B R m 7 N . MR/ MR R AT
A FAE S AKCE B DURIERF R R AR B R,

i 2 (SR ) O TR Y 2 R AT LA S B A M I T AR R PR B T B
F O,

it WS, oA ERRBRE DL FEETREERGTAEN
fedE ML 5B E A ER. IR, KKK pictures F, K4 ZE [




200580016339. X oW P E2/2Tw

Sa- S 2 (So-DHT)MEAL. ZHBMEHETA S REE BEERNT . MFIEEH
6] 5a-DHT M LA B I3 KRR RIER . SB-T R BEARMER R AW

MR (R T B LB R . %W R TE A AR UL R AR AT R
SMERERITE BT T EEEENER. B4 EFEANKEN, TRUEERGENE
PEENZIMO R T 7SR, EIERE )L SR R4 b A RE IR T 7™ A ) e AR AT HE L
WA ER EENEM. OREEEREFESEERERZ AR ERRIUEEREN
W T o R AR, MMEAT & S5 3P0 v 68 F RO 454 B ah BE O BERE S 1,

HAESE, B4 MEIRmEKEREEESERNE REEFERGIEERK
T, EHHE, SESARSREREEWRER TR LR . £ U8 T 22
M F S B T E AR ME B R T REE BB I Ak Ay R R B Ot Y . AT, 3K
o T 5 6 B 0 ZE B e S M R Rl Bl B D R MR SRR iR 4
gnhee @,

FERk . Sk DA S B Bk £ 4% ol B 8 4 7 PR R RV AR R A XA AT R BGOSR AL, K
8 32 5k oy T 388 4 PR T S B A A R /PR R T L B VRS S 3L (BRI
“EAMEMAL GAE)  HARTIZRGHNEE, AT RJLFEEREREIREM
BAES . ST A AR AR L R & B AR LR At AR AR I R 2
ik 25 V1 A Th e 2 A VE R RO 53 — Ao MEE P SE 45 S O UL P LA B e P A E 1
w1 40 200 B0 A TR A 2 43 A1 AR R (A R A P I SR BN S 0 o RERIRRI R IGF-1
s, HREAFFREEMEAKER. B 4 R K B BOE 2 BER LA A AR
ZNSERNREERC . BFER G R IR AR,

FEMEME R, BEENTFE, EHRBUATEXES W, §HMEE ZRRESE
RIS IR W RS R E Y, EAVATLERF AR ERA B 48 B P B 2
M So- A ZMWD. WHEAERINLRERKTNER EEMOEM. IR
%, FEREF. HAOWEBEWMT LAN, UIERETED. PRI
FZFMHENEEER ®, WFEER, MESHIESK, B EREBEREEEE
(g . ERE R RT L, EAE LIREMEF A H . AR SRR
ARG BT L B3 B A T R 5 A% O,

TEZEME, Mt EFKFPYmE B2 TR ETE, KM
BRETEEETENEREEAL, EERERENED. BERELUFRTERR
FEoHBH BN, BT RAIMERNEE, BERENEIERERTE. 25, WREERTH



200580016339. X oo P EE3/2T|

R E SRS . BT S LR ThE S, EAZTRENRET, B LRERRD
W TR EAEERKNE.

R, EREMELN, MAEEREFRENHAT, B RARAMER
FKTEURR R AR, AR TR R R W, AR R EL AN
%ﬁ%%%&ﬁmﬁ%%ﬁi&%%m%@%,mﬁ%m¥ﬁﬁ%5%ﬁ@%ﬂmﬁ
DIEBR . AR ALK A RE .

75 OURIETT DRPTRERT, SE B AR 0 A RORTIE BTS2, (BRBAEUNRS
R i LU A B v P AR S A MK S . RSB DA R oAb AT AR M B AR DR
Ve, (8RB AR A OV,

DE 100 27 887.6 Al BEVATIT T il it 2 F-SONR'R i3t BT 7EA 4 Mg LIS
HEEPEIL S Y. LA e L A S I % 2 1) B B B R 10-1000, 3% 30-1000,
ﬁ%ﬂﬂﬂﬁ%ﬁﬁ%@*%ﬁﬁ%ﬂaEﬁﬁ%ﬁ%%ﬁ%@i@%ﬁ%%,i%
AFERE S, (AR TIEHER . ARIME, BRAFTATERLAERAMHE, A
BV R AAIT MR IE K

% B 0 B O R S B e E R R R S LA, BT ARFIA, TA
EMARAMALL, IEERENTIE T EASHRAT AXKTEERT K.

RN
% K0t (DA 2RI Z R 2 W R M B SR IR, R R Z R
4 L,

%

g3
R2
(HCT, o
O X'
STEROID
iy
M

Hdnk 0-4 0%

10



200580016339. X oW P 42T

R! &£ H-SO,NH, B{-NHSO;NH;,
e R2 RN X, X'MAREET. METF. EE. BE. Cuskhii R
i = 13 i CFpn X H . #E OCO)-R®. COOR™. OR®,
C(O)NHR™ &, OC(O)NH-R*,
H RY, RVFIR® N Crshidh. Cop M. FE. Cr Bl A,
Crog W Jtdk-Cs g FFFEIEER Cog R SEHE-Cra ki, LK
R BAATRERA, BHE

R? 23 H-SO,NH, Bi-NHSO,NH,,
He R RPH X X'REBARTF. ETF. BE. . Cushi,
Hb p = 1-3 B CoFape BE. 2 H OCO)-R*®. COOR™. ORY.
C(O)NHR? & OC(O)NH-R*,
Hp R, R FI RZ £ Cus it Cog MBEIE. 53, Crg WHER
B, Cra WEH-Co g R Co g W HTEE-Cradedt, URK
R SHopalfRREA, oHF

R’ 2 #H-SO,NH, 5{-NHSO,NH,,
Hep REL RPA X, X' REFEAET. GRTF. BE. WE. Cushbis.
Hhop = 13 M CFopn EF. Bl OCO)R™. COORY. ORY.
C(O)NHR> & OC(O)NH-R*,
o RO, R2AI RZ 2 Crshid. CogMhiss. FE. CEheddiss,
Cra WHEHE-Cys AR HEER Cag P HTEE-Crafidh, LK
R BAATRERA, LK

STEROID 1t R4 L TR (AIL - CIDI S FR R 5t

11



200580016339. X o P EE5/27W

All Bl
R13
Cll
Hp
Y RFER T EI R T

RLESET. HET. . ZRFE. BE. Z(Cretdd) FRERER
. Crs B R Cos S EEE,

RTREERT. FEECE,

ROUREEART. FEMIE,

RUIREHET. SETF. . FEE. %[ 0CO)-RY. THENRLE,

REPRERARET. FERLE,

REBARFREET. B, 28, ZhE. ZRPERLRLE,

RURFESETF. OH Bl A EEEN AR T,

RS RFRE . =(Cre i) BREGHEAER Crs SEAKE. OC(0)-R™H Cos 2
ySiEn LI

12



200580016339. X oW P sEe/27m

MEER Y ARBETF, WE |, 2— (AT FEFRSMONE, S mRER R 2
SUETH OH, W72, 3— ARSIV, 76 4, S— A AT FAERSMORNEE.

TEARPMTEERN, "Cus i EXHREHE 15 MRETHEME ERE, H
AP ET . REREERA, FImMTURRE. 2%, ERNE. FAE ET
. BTE. NTHBERE.

KRB Cus EEEE X HAF 1-5 MRRETHEESCHERAZE, finrleR
S, ZAE. EREE. RREAE. FTAE. RTEE. RTAREIELAE.

RIE=(Cr )P REEEAEE A=A EF R EAE. =RNETE
BRI, CECPRPREEAEINT E R EFRRERE.

BEALE, bk “Cop R RREAR IR, HAOgERT. 24
BUREEEU, PIINATLURIRRE. T E. M. FoERRENCE.

FEARPIEER, RIETEE ECHRRMERBRKEREAR 6—15 MRE T
SR, IS, BURER, mEACREESMERE, BOREISRE.

FERERMTEERN, RiECr WHEFE 8 XD T HEIUE R
., WARBABRILAEE 7-15 MRETF, HigEEA T HELRORARE, Wk
Fo HplFRFEREATE,

EALEBHTEEN, RiECre WHE-Cos K" BRI NEDH Coy FLER
M B, BAERRIEER 715 MBRET, R AT AR R EUA
B, MEERETF. HOTEFREZE. AOEFERFCELE.

EARITEER, RiBECyg FELEH-Cra i EXAZDH Cra FEER
IR Cag R, WAEBALRE 715 MRERET, Kzl b
B, WERT. HOIFREAEACERTHESCE.

WIEARE, RECFpn A" EXHERRLE, W=RFENALRIE.

EARRITGEERN, RECys FHRERE EXARFRRTHEIRTHEA 2
JBTH Cos GRS, HAPiX Crs AMHEAIENRERRTE 2. 3 B4 (LBLATE
SR THATIO. %EBRP T RS AE.

TEALRETEERN, RBEERT &R, & REMERET, HPEn. |
BRI T .

#oen” kR 00 1A 2, EAFAILIESS 0.

EAREIRERE 17 M 4460, H 17 AR HIRIER .

13



200580016339. X oW B /2T

R! {43 2 F-SO,NH, 5-NHSO,NH,, HH1ZF-SO,NH, BFFH ik, L
REFA AR FREFETER Z WAt FridBEE@dizaEd z ERElid L.

RUMEIEREFEFA-SO,NH,, Hrf R R, X' A X (RESFHIAR. RBERTE
RENREE, o

R2{LiEARFEF-SONH,, Hi R R X' X ARk 4510 & WEEETE
RERNFEE, &

R iR FEHA-SO,NH,, Hh R RE XA X fRiESFIAE. REER T
RESREE.

Y {RIE R BRIRT

RMEENEIRT . ERTERE.

R ki A SR F U 2.

R k%A SR FEUREE.

RIMRERER T RIRTFEREFE.

R4k A RIRF .

RUPARIE Ny SR FEUF 4.

RM“RIE N R F .

RU ik BEHFHA OC(O)-RY.

7 4. 11 8 17 fL EmER Z, 78 4 LB R 78 70 B/ RT, 76 11 AR
R', 7171 F R, fEH Z sk RSB REE, LURTE 1740 BRI RY, A4 TFo-f
B-fiz.

R AL IE R HS AT 25 A AT 3

1) 3-F48-7a-FFEME-4-%-17B- 5 3-EUEH A 2K FIREE (12),

2) 3G To- B IEME-4-45-178-2E 4SRN R FERES (1D,

3) 3-EAR-Ta- P EEME-4-5-17B-3E 2'- 8-SR B K F IR B (13),

4y 3-EAR-To- I EEME-4-05-17B-5 2'4- /-5 R BB IS H R TE,

5) 3-E48-Ta- P EEME-4-45-17B- 5 2- R EUE-5- BB 5 H IR B,

6) 3-EAX-To-F EEE-4--17B-2E 2,3 Z AU -5 - R IR 2 5K IR e,
7) 3-EACME-4-4E-178-% 3-EBAMEE IR FIRESR (D,

8) 3-FAfCME-4-1-17p-3 4-F B E R FIRER (8),

9) 3-EARME-4-HE-17p-3E 2'4- -SRI B AL 2 R R,

14



200580016339. X oW P EE8/27|

10) 3-EACHE-4-45-17B- 2-5-5'-FIHB X F IR EE,

11) 3-FARME-4-5-17p- 2 2'-FF A 2E-5"-EU A B AL % PR R IR,

12) 3-SF AR ME-4-45-17B-3F 2,3~ P -5 T A B 28 F IR B,

13) 3-848- T B B A -4-45- 17B- 5 3-EAMEEE 2K F RS,

14) 3-8 4-To- F FLHE-4-45- 178 4-E TR E T IR TS,

15) 3-FAR-Ta- B EEfE-4-455- 1 7B- 5 2-&(-5- SR BE 3 5 IR 1k,

16) 3-FAX-To- B B -4-05-17B- 2% 2',4'- — R -5"- R BABLEL R TP IR IR,
17) 3-8 AX-To- FR B HfE-4-05-17 8- 2 2'- R AR5 - B A R 2 O A IR IR,
18) 3-8 AX-To- B FE e -4-J5-17P- 3 2',3- A E-5-E A IE 3 % FH R g,
19) 3-E AR -4-45-17-2E 3-EIEBLEF FIRER (5,

20) 3-E AR ME-4-J5-17B-% 4-F B F P IRER (L),

21) 3-F AN -4- 15 -17- 3 2,4 -5 B A B 7K F IR I,

22) 3-F AN -4-0 -1 7B 2'-5-5-E A B A R B R B,

23) 3-F A HE-4- 15 -1 7B -2 2'-FF 48 -5 EU B B 2 K FR R g,

24) 3-SR HE-4-16-17B-2E 23— L -5 B T R 2 55 P R s,

25) 3-F AR HERE-17B-3E 3R IEER I 2K F IR NS (9),

26) 3-EARMERE-17B-% 4-FIEBE K F RN (10),

27) 3-EACHE-4-15-17B- 3k 21, 4- H-5- BB K IR EE (2),

28) 3-E AN -4-15- 1785 2-F-5- R hABLE X LI (3),

29) 3-EANME-4-15-17- 2% 2- A -5 - FUATE R R F IR ER (4),

30) 3-EACHE-4-5-17B-3 2,3 H F -5 - E I BE I % P IR IS,

31) 3-EAR-4- - 170 F HE ME-1,4- Z4%-17B-2E 3-FREFLEE 2K P IR TS (16),
32) 3-EAR-4-F-170- P HEE-1,4- " HR-17p-F 4-FUEHEH 5 R g,
33) HE-2-H5-17p-FE 3-F B 7 R IR,

34) 3-E AV HE-4-05-17B—y] 2-EBRELEE 2K F IR R (6),

35) HE-2-J7-17p-5 4-FRATEE 7 FF IR Bk,

36) 3-EAR-To— PR HE-11B-FRME-4-45- 1 78—yl 3-EUBEEE R 2 F RS (17),
37) 3-E AT -4- 175 17B-y] 4 - BB R R E A REE (14),

38) 3-8 AX-50—HE-1-45-17p—yl 3*-EIEFLE 2K R IR BE (15),

39) 3-FE AR ME-4-47-17B-3E 2-FR -5 E AL L 2K R IR (18),

15
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40) 3-E A EFE-17B-5 22 5 -5-E B R OK IR ER,

41) 3-F4R-To-F -1 1B-FME-4-45-17p-% 232 5 -5 - R B BE I 75 H R I,
42) 3-5E AR HE-4-455-17p-5 22 1-5 - R A BEE 7K H IR R,

43) 3-E MR- To- B HEME-4-J5-178- 2 2R H-5"- R AR 55 R R S,

44) 3-8 AR -4-FUHE-4-045-17B-2 3-E BB ER FIRER (19),

45) 3-F fR-4-5U - 1,4- —%5-17p-3 3-E BB K FIRES (20),

46) 3-F AR -4-F2 FEME-4-055-17B- 5 3R IEBEE K FF BR IS,

47) 3-FAR-4-FR B E-4- 45 17B- 2k 3-SR I 0K FR R g,

48) 3-FAR-17B-[(ERth I -2- 0 ) E JE | ME-4-J75-4- 3 3 -EUREE R K RIS (22),
49) 3-FA0-17p- B2 HME-4-05-4-3E 3 -FIEBE R P IREE 21),

50) 3-FACHE-4-4%-17B-3 -5 -4 -EUH LA R F IR ER (23),

51) 3-EARME-4-05-17B-2E 3°-FR -5 -FEMLEE R FIRER (24),

52) 3-EARHE-4-JF-17R-3E 3°-ARIE-5 -F MR RN 29).

XF T BARYE AR B &G W E T ER2Z A, itk |
AR PIE N TN, MK, W, 5RR. E5KR. 3KHR. FHYR. i
WM. BR. KR, AR, TER. SR, ERR. RORR. AERNPER
AYEAEILE.

AR A KBt a W B A MEREENE, HA ATk A< 0 Aol A0 R ()
WEYMBER R TR RN Bk, AHHmEERBCE L EARENEY R A ER#
BREENRERENHERE.

I SR e LU R B AR T 24k &4 E T R 384K B 2 46 & YR O AR 3
G PEAN PR BRIEE DL RS BT D e A R0 -

I AR ATRE BT R,
II PR E KR, Bk
I PERRSEEEM . BE. PERABIR M.

it P i B
XS REUR M B R E R 1—11 o 7E:
B 1SR T B HERR (ATFURR)EIAEL, Hershberger SEH/5E56 1,

16
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2BARTIE/SERIFH LHE &,

B 3 BoRT M3R/SEH 1+ HDL JRE S B,

B4 BRTHBEER GETFIR) A, Hershberger S0/ 11,
Bl 5 BR T MiE/SER N HH fLH & &,

Bl 6 878 T Mdk/se3 I 4 HDL JH[EEE & &,

7 B8 T MiE/SEH L MENT &8,

8 BIRT MBMHEME (RTFUAHMAEH, Hershberger SL46/5K5 111,
9 B/R T M¥E/SEE I H (9 1LH & &,

K10 R T IMiE/SLR ML E, UK

Bl 11 BoR T MiE/sc % 11 H A9 HDL-JEE B & 2

AR SE T %
8 IR AP A A D R B A KRR _E B SEER (1)

S NIRE B FRR 2, FERME SR R E A HEE K R _E 3T B SE58 (D
WRAEA RN &Y 12 80 18 3T IR MR F AR I SR AR E R R, Tt
T (To-F%-19-3% H 2/]) MENT, URZERAEE/DMER . WPERBL, SIEARRY
MY IOE R BT MENT RIDURMEIREE. 2T, X+F HDL KIF#{K, MENT H=
FEARIE A R A R B E R iE .

Tk WEREELNN 45 g MHEERR, BEEEIFHFE 7 RO (EFORE
MENT. DARFRIEAR ALY 12 20 18 #ATEIT . FEIZLWHEE 8 K, RILX
Y, ISR FRIEEER (EMERIN AR, 3R R IR BRI,
HERBZ4: *F HDL fe A RI1ERD .

8 R A 7E Mtk BRI P B A K B _E Y SE 3R (I

B ()R 7E M B R 8 B B0 R B B BT . FESLIRRE, FARYE AR BIR L
EWaeEY 12, RURBLNTHEJE IR A AR AT WP BB R B B AR, T
XfF MENT, {CREHAEFDIEM. £ULARETHRE, R\ RKPMHLEYELL
ERMBMT MENT BFURMEREE. 2, XT HDL BRK, FizLk

17
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MENT EZWREALALENYRAGTEENEE. ORAHIRE AR BN EDWL
AW 12 J5, B MENT & 5 )5 5685 78 M 3% & 2 =K F 1 MENT.

K FIE

Jiik BEAN 300 g WARFEREE KR EER, JHE 7 REEEFORA
MENT. URAREARULEY 12 HATIHT . EiZXBE 8 K, RILXLD)
Y, IHIHEERDRRBMEER (MEERNAER, m3RPRERBEREARE TE
MEIZ%. » HDL lE&A/EM, JWEMAKHH MENT) .

6 B IREEER) . HRRAI RS KR LRSS 31D

6 JAIRAEMEREEN. MR AERR F#ITHEEAKR UDF, FrERsE
B I B R R G IEE ADNER, (BEERiG T 6, SRR R 4 iR
BRI RIE TR, BT, RIEARENAEY 12 URIEKBMEN T E RS
BATFRMEREN, BHT 2B RANKF. & MENT BT, BEEE
W R E T HREEABNMIER . & TRIEARPKRILEY 12 MRRHIRE
HERRVEA . i, XtT HDL MIFE(K, 7EiZSC (D, MENT # 2 LR A R Y
FRBERERENEE. RIEAZANEED S HFREETREIEE DTS HTL.

SIS A

D7k TE 6 JARET I A A MENT DURARIEA S IR S 12 B 5 402 300 g LA E
RER R R R . BRI RN, RICXLEY, FOPE LR R AEEE A
(ZAAMMBEHRMNER, ZERMNEPMEFRAERBEMEMAORES, FERH
Z4. Xt HDL lREArIER) -

NSES (I—IDF TR, ARYE AR W RS R A AT O P RS A O ARG A
PR R 5 T B AR TABSL AR - S MR X I T B 5 R B9 1 B R R v 97 L BT
B HE R AR

AR R g
SO ARG AR FERIEARZBOHEY 58 12 LLRREAR KA ED 1

g 11 TR

18
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TR BARRAEY, TRNE\EEFRNSILARMNES. R, ik 4-
RHMEREPRIEE R HERNESS.

HE, ERBEATHFEHNE, SHUBARKAEY 11 M, BRSO
RIEE S IREAE, BRMERAIMLEY) 12 7E Hershberger SER PRIV R IENHE. X
1 R EE R T BTG RERONLED S LR RE 5.

R FrIEBERL Y5 A0 A 45 -G LA 52 1 40 40 I/ 3% L 431

YR/ AR RBA | £140 /i 3% 5940 A Eo )
M — -3 AR B 100 48
5N 48 9
3 1.3 2
8 24 7
(14 3.4 4
@ 0.8 2
(18) 1.4 2
12) 2.1 3
236 R PR AN L IR

TRIE A K H L& SO,-NH, A v 8 i Sk KB (carboanhydrases) f14%
EREEAHRPrRE. WEKRYFUSHE —F-3-FAMRE AN ReEtnE
W LS FAMESHE "C FRICMRRIFIC M Z B MRS AR &Y
RBeE. EEFERNLTELFLHARIEM. ENR/AARMRPETHA 40 60. FE M
WRERSH Y M R R EREE N RSB A RRES YRS . B
3 UC FRICAIME Z AR R AR IREE AT L T AR G A A B =21
FRERFBE AP E) oM IR BRI = LR RS LA AR S A ERE,

N 5 21 40 Ffa /i 3% 73 A HG A

BB, 2FRUNLESREBNERYFRE. & dItE 3] 0Em K+
BIMREE o B BT I SE P2 AN PSP TE AL 2% A Bk B2 LA B T 5 PR e B2 o B 1 4 4 fa/ o 252 4
ii=a’P

19
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SRR S NIRE M, 7ERTE LT #IER 52 2 4 P FE R B K EE (CA
DEIRE (R 2). BEWATUBURKR, WRIE4KR0 Y B R A 1 A5 K e 657
FIVEITAHRAER . BT SHBUKEREMES M S LA RN R SX T ERRD
MRREER, ZREXNTOREANYREREE L+ ERKRERBAN. 54
A0 BRI K B T BUR RIS, B Rl B IR R, LA R BESE Rk AR, AT
RIE T ARBLESWRIETT LA

PR R I, a0 R AL R/ PR MR P R EE BT 10, X 5RIE DE
100 27 887.6 Al FITUAMIANF, TUARHE A K WAL S 7E EIRAI 77 E T th AR 2)iasT
FEREIKE . BEREARAKNEY, F5aE%5 24X R ERNY) SRR SILE
I EmOREAKT, NEHIREAEFENBFKT. RERE, TTHrREttR
FELL AR R 1], FRAER0IT T LS AN E Y A L AT .

F2: NEEIKEE T ICs FHIME

77 CAI
ICs0 (M)
(1) 370
() 880
(11) 200-400
(12) 600
MR (BE5THT CA H#IHIF) 1200
190012
S50 SR RS20 H#IA

B /K BB AL CO K-S 1ER

S B SHEKE HESHZMNRSAEER CO¥it. B pH FRERER
CENTRENNEE—NMIESH. ZSHRBT ZN T HCO IR, L
YA RE R ME LR EFTS, BHIERE ICs MHME.

TEFTR B RIRER IS, SR T T B BEAS = A I 1E A 2 52 2 m .

RS (L% T—IDAISER S R UL R 5 AP AR UL T B35 14 58 2 A R A
TR AR M ST A T U T L D7 E: BN R E Mg Ee
AIT¥E (HRT) LARIEST BAEM L M EFRRIRMN.

20
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Hik, £RANEIAEAEAEEL—FHERXONLSYSANE. FihEH
il S A VE R RS — AR A R B AR A AR R A WA &Y. AT B RpitiE
TETER R GnRH KUY, 2R, MABMENER AR

XY HEY AR TRE O RSES, LATRTER. HIE. BT, 2%,
FrkA . 8. BRI ARS . BREREHEOEEN/ERERS, elraesds
S—FEROR L EYEHH.

AR YRR R BRI TTE, TR RS H 8 R A BOR A SR B B T B R
MER AN T & ERENSBLZRENFIARMFREEN. HENHRFIEEST
ARG Z5RIFAL. BERBGIMR A, MR BRA. IRE. AL HR. ER
IR B 7R B I P B

4%, B GG IEN B R LLEER . 55, Pk ilFaE T O ke i
T BRIE S 20 255

FR R P 7510 AT 481 2l i VR AV TR S R AN ISk IS, Pk C AR T 0 2 1
VERRRER, MATERE. TERE. LAEE. HEEE . RGN, ET, WEKE
MEGEERR, Miad, WmiEk e, 1N, mERREEIE A, /B TSI
TERMY R, RERTRE, REFREAER. ZROIX_FRIFERURCIRL
Hilig. X2 R ] 2R AR

R FABAR s AR A B0 BN 2R Z st e e BB RS . BT iR e, A =&
AERBRBEXT KT F AT EGIS ST ER, dtaHlEaRs . FERERT,
AR TR BB BHR, HrRRnrE R R R R B K5

&R AR AR B B A (A BV R ER TR BT T 68 HA B COR B ) A b
K. MR EE, DURRRY I EE SRR Y. 55, EATTEE SRR
FR P £ A 3 Ak BB FR R A P A A R B

AEBEBRON AR IERTF g LU 5vEd . s B & S5ETE
AIFERLAERE, REERERKET.

A& B AR R AT ) b E T 5 O ok B IR R BARIR SOk, B R P
NEEUR 4 Z BB e TRIRT A .

AR A R B AR SR 2 I B A RS . RIEA R & W iE
ETOMREH . 1ZIEIT AR 75 R 8T BE R AR YE A B L S M sl S B i
[

21
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REARANLEYORFEET S RIFMERZFEEAARNBHALARES .
DE 100 27 887.6 Al AT TEEMWEMR T RELAR ST HESERRENRENEREE, ¥
HAEREARRAMLEDFET 10,

WRIEAS K B 4040 & 9 o vF UL O IRVE YT O TE UG IT HE Hb AR iR TE L &1, T
S2f7. So-DHT 5 MENT HTA M AEVFAEAGE T 2RI,

RI\BALAPMEVEETBERHBERTE, AR STURMERMGIAT Kk
LEAMBRAITE, HPFTRKIES GnRH £, ZocE s b S 3 A REE RS
WA T R K.

RIEA R ANEWEEE T 58 M ESIEA S BUE bR SR 5 w6l
STV G BT .

RI\A KA AYEEE T LR NERTE, FFREZSFILIN ST EiR
MRS TEZ G

FRYEA K BA B4 & AT (AR 0 ) B Mk . ST T M ARG 2R,
B RESTTF C-17 AR, ST RAREE NG S TERYEA KA1
&) T B R R AR B A TR TS AN SR A

AR W R ST TS R R N O RAED R, BB T M EYE
PAEERNBEMNEEER. EETPFEMBEEREREK. xa®, BET O
AR e T xRS RS (HDL BB A FEAR, B K S A 1k B JXURG: 19 386 m) LA R At
FFF 43 9 P2 ) i) BEN AR FIE A o

HEBRECNNERERS T EEARN, FRECITN & FIGT EREH
MR RARN . RIEA K ISP R S B BT 6 A AR SR B &
WEIT o

AT Sl F T o v s U B AR R B, TS 2 X G O PR A

EHAERIEE

FEHl S ETFBERAT-CIDMHEBERR, WA S MK A aricsm. sim, o
PAASE I LA 84 S8 AR 442 5 -

2. ZSE2MW. 19-5F2E. To-FE-19-=F 2. To-FE-118-5-19-% F
2N 3,3-Z A - HE-5(10)-17-T (DD 79-213049). RIERT . BHRMEFIS 2K Sa-HE-

22



200580016339. X oM P FE16/27Tm)

2-45-17-8 (US-A-3,098,851). 7o-FAE:-11B-FH5E-19-3 . To-FE-11B-FR LS
B, EHEM. oral-turinabol. 17a-FREZFI%,

BEERKRAKIEIAZREYPHE A EERERSERARA R DK
FERATGRY, A HAHENIERR. LAY+ BEREE I AT AR 3F A SUgHE AR
AR BHPIFEURBTSGRAGEE AR =E. 17-TENE DR RSB ARA
REB T EEIRARELED .

A) K EYSEE Z B

T
SN B TR LG [ [
B R ERERTrE P . BN BRI EEBERERBR RN NE Lidiw T,

SRIBRINER XY 2RI RR, & BV INER Wik dn —3F B — Wiz, RANIRED
PHERNEE. BE, BiK, FARW 10% HCL#TERAL. SIEHITEY, FHKM
NaHCO; #WUEH, AE TR, REMHABEIENNZROEEZER, BHREETH
THRF M MgSO, #EAT T4 . Ul ARG FEREAT L3AT @IkaiS]. S5 MN
HOMER R R AR OK R TR

T7i% 2
S E T % Y04

Yo HEB R VSRR AN T R . AN B SR BN R SR INE HR S .
REBEYMEE RN SEE. BE, WK, HBERW 10% HCL#ITEML. FHEIE
RN Z R B AT, A HABLER I TR MgSO, AT TR, /G, BRIRYEH
TERERS RHHAT Bk 4] 45 2AH R A R R IR TR

TiiE 3
LRI B BRI R

Yo M RERIERMLE . ARANERMATF, RGN, KAHN 2 S
BEERE-RBMERNE LRFERT. RNBEDEZRTRIEZRN TS, BERK
BB TR MEREKBRT . ZBEYZRRKYE, KEHBRI 10% HCI

23
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BATERL . HhIgHUTIRY, RI/K¥LE, TRRIFFERER LT OEEE. 5820 0N
BRAEG R TR

ik 4
5 2-fEILRTIL - I BRI
WHESERRERIERNOEG T BN 2-BEERERR-NEE, £EESE
TTFAGMRETHAE. HEADN, FFS5REBRNETIERBRE. BEEER,
Tk B YERR LT EAs. BRMENERRN - EERERRE-%, KE
BHRAKTHRMBTAEIE NN CHCL . 7t Al N & m &40 PCls 5
SOCL. {EEETE MANRE T RNEEY, RBETERMER NH; HiRF. %R
YRR, SIRHUTENDET, FKER, T8, RBAERER LT Eisaf).
15 2IAH R BB FE 0 20 -SRI R IR TR .

TiE S
SR ITE K AE B (NH2SOLNH-)

AR S B A s, IR EE AL . ECRE M R N S A T A A R, R AR,
RN R C R T IESLHE R ARYE AR B AR BEAZ 0 SN T e 18941 % (P. O. Burke
Z N, J. Chem. Soc. Perk. Trans 2, 1984, 1851; M. Preiss % A Chem. Ber., 1978, 1915: C.-
H. Lee % A, J. Org. Chem., 1990, 6104).

fitn, 7ERRW0 NEt fF7E T, AN MEEEPREEA AR PR 555
BESETE 20-60°C FIBETRN. RMIBEVMERZ RNMES. WK, SIEHITE
Y, F/KFD NaHCO; HiUEs, ARG TR RN RAERR ETEitaidl. 53
FAN M R R IR B R SR TR

B) EHIZ #95%
2-F-A-FE MK PR
FER 1

¥ 10 g 2-5-F E-4-TE-Na-£F x H,0 FINZE 40 ml FTERRELE T . RS ml
B DMF J&, [ 6 /N K74 R R BIE SN2 200 g B0k TIUE 4 5 A7k 6
BHTE. B3 2-8-FH-4-HEEE.

\
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'H-NMR (DMSO-dg): 2.32 (s, 3H, Me), 7.32-7.58 (m (E#&), 3H, CH)

IR 2

¥ 8 gt 2-5-FF E-4-TABEEIAMEAE 25 ml i CHCL #, ZEZEBHH THRME 100
ml 93 NH; P . ZETHRE 10 04805, BRRFEZERERBHREK—F.
VEFTRY B, FH/KVEG I TR, 53 2-F-4- B PR,

'H-NMR (DMSO-dg): 2.39 (s, 3H, Me), 7.44 (s, 2H, NH,), 7.55-7.83 (m (£#&), 3H,
CH)

IR 3
% 1.67 g 19 2-S-4- BV R A5 70 mlKF. 405 g 9 KMnO, A1 0.5 ml )
YR NaHCO; %ISR 2 /M. 3500 2 ml 9 MeOH J&, bl i prr=Am — &4k
, HERIRGEBIE RGN —%. F 10% HCI RS, REigeil 8 Mt EE
g R A BT RRE, FUKIEEROFTR. B3 2-8-4-2REER TR
'H-NMR (DMSO-dg): 7.66 (s, 2H, NH,), 7.80-8.02 (m (E#), 3H, CH), 13.86 (s, 1H,
COOH)

‘cFr

TR (A — R

5-&
o

{8 20 g fy S-TEEL ) 2K —MR-Na-EEZR A 5 ml DMF [ 80 ml IWHBER T 1% 5
NI, AGA I R MRS VRINE 500 g vk, FRMIER TR, KPR FTE
B3 5-FUEBL - AR R R

'H-NMR (CDCLy): 8.98 (s, 2H, H-4,6), 9.11 (s, 1H, H-2)

L2

SREHLIE 10 g 19 S-AUTETER A 2K B — BESUE B R TR NZE 150 ml 89 NH;
. REWEIZER, TIRETERYR, FH7J<?5E‘?%#H;’;‘%D B3 S-ABBEERR
By 1/

'H-NMR (DMSO-d): 7.51,7.67, 8.22 (6H, NH,), 8.43 (s, 2H, H-4,6), 8.53 (s, 1H, H-2)

\cFr

25
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S 3

¥ 1 g i S-EURETEEE ) X — 1% "B BIRAE 20 ml Y 1,4-ZHESER . A0 5 ml Y
10% HCl, REBRNBESYMM 3 PFELA 90°C. EEBRNBEVWHERET. &
SMIZERE S B AT @t A . B3] S-S NIEE R AR S-E B AR
738

\vFr

4-SURATE 3 28 7 I

¥ 15 g Iy 4- T E: 2K B IR-K- RV IR AE 100 ml MBS EIR P . BRIRGE LB,
SRIGTE P,0s EFIRZEE. K 5 ¢ X HRWEMEZE 20 ml 19 SOCL H. 4 0.3 ml 9 DMF %
NER MRS AR 2 DMit. FHAN, FREXFRNFERATER KT
Ve PEMIA R T R, BF - FBBEXFBRA, FREATHE-PHRN
H,

& B SE Rt A5
St 1: 3-FACHE-4-1G-17B-3E 4 -FIABL R R EE (1)
ikl

¥ 1.0 g ZEIVEAETE 10 mIMEBEF . TR0 1.5 g B9 p-ZIABEAEE FIR . 200 mg {9 p-
H TR AN 1.5 g M IR EER W% (DCO)E, EER THHE 48 MiF. HEEN 20
ml 7K. FH 10% HClBS#(pH = 5). iTIEHITIEY), R NaHCOs R LA KK U
2 . THRMREMA LR ZEEREEL. EHAEA 10% NaHCO; ## LA FI NaCl
WIS, 7 MgSO, BT, Sk, BEWRSE, RBEEKRETEIEALS. F2
3L AR -4-45-17B-5E 4'-EIEEE R 2K IR TR (1).

Jrik2

1.0 g BEYEMETE 10 mltsEF . 0 1.0 g i p- MR F B AE, EZR
THERE 2 /N, VRN 20 ml /KJGE, A 10% HClESTAERIL(pH = 5). #HHEM LKA
BL. AU 10% NaHCO; VAW 425 F FMLAT NaCl ¥ BEWR, 76 MgSOs LT, i
V&, FEBIRG, REERR _EHTE A, 52 -8AM%E-4-06-17p-% 4-EIEHE
A (1).

26



200580016339. X oM P EE20/27H

'H-NMR (DMSO-dg): 0.95 (s, 3H, H-18), 1.17 (s, 3H, H-19), 4.80 (m, 1H, H-17a),
5.64 (s, 1H, H-4), 7.56 (s, 2H, NHy), 7.92-8.15 (m, 4H, Ar).

S 2: 3-EANHMERE-178-5 2" 4'- —E-5-F B K B REE (2)

KT LrEm 1 BEFE 1, B 24-Z8-5-FIEBER F RN L REITE
YR .

'H.NMR (DMSO-dg):  0.90 (s, 3H, H-18), 1.16 (s, 3 H, H-19), 4.82 (m, 1H, H-170)),
5.64 (s, 1H, H-4), 7.88 (s, 2H, NH,), 8.02 (s, 1H, H-Ar), 8.37 (s, 1H, H-Ar).

Seitifs) 3: 3-FANHE-4-45-178-3E 2'-5(-5"-FURA I L 7 IR BR (3)
FAT-ShE ] 1ARYE 59k 1 i 2--S-E AT AL K IR A Z AL 4R 15 BB iR Y .
'"H-NMR (DMSO-dg):  0.90 (s, 3H, H-18), 1.16 (s, 3 H, H-19), 4.77 (m, 1H, H-17a),
5.64 (s, 1H, H-4), 7.56 (s, 2H, NH,), 7.75-8.80 (m, 3H, H-Ar).

SEWE] 4: 3-FACE-4-15-17p-F 2'-F -5 - I B K R (4)

FKLTFiEe 1 RIBHTIE 1, B 2-FAE-S- A NLE R B R A S2ER S 4515 B B ik
Y.

'H-NMR (DMSO-dg): 0.90 (s, 3H, H-18), 1.16 (s, 3 H, H-19), 4.74 (m, 1H, H-170),
5.64 (s, 1H, H-4), 7.33 (m, 1H, H-Ar), 7.35 (s, 2H, NH,), 7.92-8.07 (m, 2H, H-Ar).

Sl 5. 3-FACHE-4-1E-178-3E 3-E IR A P REE (5)

¥% 1.0 ¢ ZIVIRZE 2 ml EEER 2 ml Y CHCL Ho 7E—20°C T4 1.0 ml ) 3-Ri#
BRI PR INE R MBS P IR . BEMAZ R 15 20, &
ZUR VAR INZE 25 ml B3R NH, P IEEE 15 48, RIMBREBEVURINEN.
F 10%Eh BRI P ER L (pH = 5). JTIEWI B THIE, F 10% NaHCO; %A ZKBER,
T ERE R LT it alih] . B3 3-EARME-4-45-170- 2 3- R E R FIREE (5).

'H-NMR (CDCls): 0.98 (s, 3H, H-18), 1.21 (s, 3 H, H-19), 4.88 (m, 1H, H-1701), 5.28 (s,
2H, NH,), 5.74 (s, 1H, H-4), 7.33 (m, 1H, H-Ar), 7.60-8.60 (m, 4H, H-Ar).

S 6: 3-EACHE-4-4E-17B-FE 2'-E I I 3 o8 H IR TS (6)
B 1. 3-FACE-4- 4173 2'- (B K B ER R 2
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% 2.5 g BENAEMEAE 10 ml E4iF. WN3.5 gl 2-IREFEFR-HAEE, EEES
BT F 50°C Htdk 12 Pt BHIZE 0°C, REEREFRBRIRS. BMBREEN,
T3k B AEREIS L AT B At . 53] 3-ACHE-4-45-17p-2 2 5 2% F IR R 2

'H-NMR (DMSO-dg): 0.81 (s, 3H, H-18), 1.15 (s, 3 H, H-19), 4.67 (m, 1H, H-17a),
5.63 (s, 1H, H-4), 7.33 (m, 1H, H-Ar), 7.18-7.75 (m, 4H, H-Ar).

2. 3-FAME-4-1E-17B-FE 2-FUA IR E I F REE (6)

FEEZSETH 3.95 g 9 3-FACHE-4-M-17p-2% 2'-Ted 2K FF R BB ¢ Bh VS IRAE 160
ml §9 CHCL . 7E 1/NEFAORT ) A HEH A0 6.0 g B9 PCls. [ RVR & 17E =B T4
P12 /0B, RIFVHINZE 600 ml B NH; BT . B EWE KRR, SIEHITEY)
JR, FKUEE, TRt LT aitainl. B8 3-F0HE-4-15-17p-5 2R
B2EFIRIE (6).

'H-NMR (CDCly): 0.94 (s, 3H, H-18), 1.20 (s, 3 H, H-19), 4.90 (m, 1H, H-17a), 5.73 (s,
1H, H-4), 5.80 (s, 2H, NH,), 7.58-8.15 (m, 4H, H-Ar).

SEHtE) 7: 3-FANME-4-JF-178- % 3-E I IR NS (7)
KT ehtpl 5, mEdE. 3-FUBEE S F BRI Z RIS B Pk Y.
"H-NMR (DMSO-dg): 0.98 (s, 3H, H-19), 4.82 (m, 1H, H-17a1), 5.74 (s, 1H, H-4), 7.54
(s, 2H, NHp), 7.68-8.38 (m, 4H, H-Ar).

SZjitEfe) 8. 3-FARME-4-1F-17B-FE 4'- I FE K IR TS (8)
KT EHEr! 1 Pk 1, miEE p-E BB ER P REHREZ TRV,
'H-NMR (DMSO-dg):  0.97 (s, 3H, H-19), 4.80 (m, 1H, H-17a), 5.74 (s, 1H, H-4),
7.57 (s, 2H, NH,), 7.92-8.15 (m, 4H, H-Ar).

LRt 9. 3-FANHEE-178-F 3'-E NI 2 F R (9)

FKNTFLHER 5, B 17p-F%E-So-ifEfi-3-0. 3-FBMBERF RN RHERFE
Pk ¥y .

'H-NMR (DMSO-dg): 0.92 (s, 3H, H-18), 1.00 (s, 3H, H-19), 4.79 (m, 1H, H-170),
7.54 (s, 2H, NH,), 7.68-8.38 (m, 4H, H-Ar).

28



200580016339. X oM P EE22/2TH)

SCHEf] 10: 3-FARMELT-178-5 4'- SRR RN (10)

RUNTFSELHH 1 FRTE 1, B 17-BE-So-ifkw-3-B A p-REBtE R PRELNS
BRI FTAY .

'H.NMR (DMSO-dg): 0.92 (s, 3H, H-18), 0.99 (s, 3H, H-19), 4.78 (m, 1H, H-170),
7.56 (s, 2H, NH,), 7.90-8.13 (m, 4H, H-Ar).

Shtif] 11: 3-FAC-7o- R EME-4-16-176-5 4'- SRR FIRAE (11)

KT SLHER] 1 FHIF¥E 1, B 1752 2E-To- R ME-4-16-3-B0 (MENT) 1 p-&4
5L 25 FF R AR 1R B iR W) e

'H-NMR (DMSO-dg):  0.75 (d, 3H, 7a-Me), 0.98 (s, 3H, H-19), 4.82 (m, 1H, H-17a),
5.72 (s, 1 H, H-4), 7.55 (s, 2H, NH,), 7.92-8.15 (i, 4H, H-Ar).

SR 12: 3-8 -7o-FHME-4-15-178-2 3-F B A IR NE (12)

KALTFSeitfl 5, B O17p-FRFE-To- AL ME-4-45-3-H (MENT). SUBEEEEFEEE
A LHBBIPTRY) R

'H-NMR (DMSO-dg): 0.75 (d, 3H, 7a-Me), 0.98 (s, 3H, H-19), 4.83 (m, 1H, H-17a),
5.74 (s, 1 H, H-4), 7.57 (s, 2H, NH,), 7.68-8.38 (m, 4H, H-Ar).

SCiafE] 13: 3-FA8-7o-FEM-4-15-178-% 2-5-5-F M EHE R F RN (13)

AT SLpEs) 1 R 5IE 1, B 17p-FEEE-To- R ZEME-4-4%-3-F (MENT) A 2-%-5-
AT AR F R IR 15 B TR Y L

'H-NMR (DMSO-de): 0.74 (d, 3H, 7a-CHs), 0.93 (s, 3H, H-19), 4.84 (m, 1H, H-170),
5.72 (s, 1H, H-4), 7.60 (s, 2H, NH;), 7.75-8.18 (m, 4H, H-Ar).

SEHER] 14 3-FAME-4-15-178-2E 4'-EIAMA A NIREE (14)

FEF Lt 1 R\ HE 1, B 3-(p-FABLE ) WA 2 L6 15 2 Frid )
.

"H-NMR (DMSO-d): 0.74 (s, 3H, CH3), 1.14 (s, 3 H, CH3), 2.66 (t, 2 H, CH,),2.92 (t,
2H, CH,), 4.50 (m, 1H, H-17a), 5.62 (s, 1H, H-4), 7.28 (s, 2H, NH3), 7.37-7.72 (m, 4H, H-
Ar).
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LRt 15 3-FAX-5a-HE-1-M-17 -5 3'-EEABEA K P IRNE (15)

KU TFEE 5, B 17p-BE-So--1-45-3-F0. -EHBEXTHRIMELHKE
B/ i

'H-NMR (DMSO-de): 0.94 (s, 3H, H-18), 0.99 (s, 3 H, H-19), 4.82 (m, 1H, H-17a),
5.74 (s, 1H, H-2), 7.21 (s, 1H, H-1), 7.54 (s, 2H, NH,), 7.70-8.38 (m, 4H, H-Ar).

L] 16: 3-FAK-4-F-170-F EHE-1.4-T46-176-5 3-FEFARR I F IR TS (16) = EUR
B3 AR R I (16)

KT LR 5, H 4-5-170- FEE-173-F2 25 0E-1,4- Z)0-3-0 . 3-SUARE A P Bt
SANEERIR BRI TR i

'H-NMR (DMSO-dg): 1.02 (s, 3H, H-18), 1.31 (s, 3 H, H-19), 1.48 (s, 3H, CHs-17av),
6.30 (d, 1H, H-2), 7.31 (d, 1H, H-1), 7.53 (s, 2H, NH,), 7.70-8.38 (m, 4H, H-Ar).

SR 17 3-BAR-7a-FF -1 18- - ME-4-15-178-3 3 -EASEE R 25 R IE (18)

AT SEHER) S ARYE 5L 3, HI 17B-FREE-Ta- P E-11B--ME-4-5-3-H . 3-SR
IR PR RGBR TR ).

'H-NMR (DMSO-dg): 0.77 (d, 3H, 70-Me), 1.07 (s, 3H, H-18), 4.85 (m, 1H, H-17a),
5.78 (s, 1H, H-4), 7.55 (s, 2H, NH,), 7.70-8.38 (m, 4H, H-Ar).

et 18: 3-FANHE-4-45-17R-FE 2'-FR -5 FU AL 25 R I (18)

BT i) 1 BIEHE 1, B 2-BE-S-FEEBLE R FER A SR B8 2R Y
Ji.

'H-NMR (DMSO-dg): 0.94 (s, 3H, H-18), 1.17 (s, 3H, H-19), 4.81 (m, 1H, H-170),
5.64 (s, 1H, H-4), 7.14 (m, 1H, H-Ar), 7.36 (s, 2H, NH,), 7.90-8.2 (m, 2H, H-Ar), 11.03 (s,
1H, OH).

St 19: 3-FAR-4-SUME-4--178-% 3 E ALK TS (19)

RNFLiEE] 5 MBIEHE 3, B 3-EHAAA-H-17p-REME 4G 3-FURRMA K
MR AT 2615 2 TR T o

'H-NMR (DMSO-dg):  0.95 (s, 3H, H-18), 1.23 (s, 3H, H-19), 4.81 (m, 1H, H-170),
7.55 (s, 2H, NHy), 7.75 (m, 1H, H-Ar), 8.05-8.28 (m, 2H, H-Ar), 8.38 (s, 1H, H-Ar)
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L 20: 3-FAN-4-FME-1,4- " 1G-1768-5 3-SR PR (20)

FAUTF LHEB S BIZHVE 3, B 3-FMR4-F-17B-FHEME-1,4- M 3-F B
PR B SRR R R TR ¥ i

’H-NMR (DMSO-dg): 4.81 (m, 1H, H-17), 7.55 (s, 2H, NHy), 7.75 (m, 1H, H-Ar),
8.05-8.28 (m, 2H, H-Ar), 8.38 (s, 1H, H-Ar).

SERG 21: 3-BEAC-17B-FRFEME-4-05 -2 3 -H IS BERE 2K RS (21)
FIE 1: 4-Thexyl — HFIE FRELE A A HE-178- L BEE EME-4-45-3- T

1§ 5.9 gl 4-32F-17B- ZBEE FEME-4-4%5-3-H7E 58 ml ) DMF A5 12 g FyBkmefn
15 ml ¥] thexyl — F 3 FRESEEFAE 35°C TR 2 /M. # 500 ml /KR IR E 1%k N
WP BERZBOEERER, A MgSO, T, REBERKYS. FUERR E#T6
iEAifl. 193 4-Thexyl — B Rk A A 2-178- CBR A FEME-4-15-3-F .

'H-NMR (CDCl;): 0.14 (s, 6H, SiMe), 0.65-0.88 (m (upper), 15H, thexyl, H-18),2.04 (s,
3H, OAc), 4.60 (m, 1H, H-17a).

AR 2: 4-Thexyl — B FIELTE FAE-170- 2 R ME-4-1%-3- 1

¥ 2 g B 4-thexyl —H BB kb A EE-17B- Z B R ME-4-0-3- B VA AR 7E 50 ml
MeOH F. #5012 g 9 KoCO3 F1 2 mlJKJG, 7E 30°C F#iH: 2 /B 44 100 ml 7K
BRI, HEES KRR MR ETR MeOH. 35 OIR JEEEH,
i MgSO, FIRHAERRLE. F=YERER B ITAEAS]. 52 4-Thexyl ZHFEFHE
Ke R HE-17B-F2 AL ME-4-Jd-3-T .

PP 3: 4-Thexyl = F AL FRREGC LS IE-17B-[ 4 S M -2-FE 1 S0 RE | e 405 - 3-

# 1 g B 4-thexyl — B EE RRESE HL 4 H-17B- B FEME-4-7-3-F1E 16 ml A CH,CL, 7
5 1.8 ml (9 LR AT 80 mg HINMNE FRSRTAER 25 IV 2 /IS . 4% 10 ml H0F0 Na,CO, ¥
BEMBAZRNIERP . BEH CH.CLZR, 78 MgSO, ETEIIFERIRYE . ™I
TR AT B A0 . 155 4-Thexyl — M5 Rt be A E-17B-[2 S ML -2- 2 H £
$E-4-475-3- B
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BB 4 4-F2F-17p-[ SR -2-FE ) -4 -3-

FEEETME 1 g (0 4-thexyl = FEFREFAEE-17p-[RE MRS -2-F ) FHE ] HE-4-
#5-3-BA7E 20 ml (9 THF T5 300 mg i) TBAF R 1 /M. 3 10 ml /K NEBZ RN
VR, BEAZBZEEREI, £ MgSOs ETRHERIRG . F=W7ERR LifT6E
Eaihl . 155 4-F2F-17p-[ St iR -2- 2 S 2R B8-4-15-3- B

G 5. 3-EUR-178- [ Znthn -2-FE | E I M40 -4-3E 3 -E AR HE IR R IR IS (22)
KVFszheEl 5 BIEHE 3, W 4-F2E-178-[EE MR -2-FE 18 F ME-4-45-3-B1 A0 3
ST A B R AR RS R TR Y i .

HIB 6: 3-FA-17pFBFEME-4-45-4-FE 3 - S EAREAEE FIREE (21)

¥4 500 mg B9 3-FAL-17p-[ & EnL g -2-3 | S B ME-4- 1 -4 37 - RA e K R e
WARAE 25 ml WS, REEZETS 3 ml# 10% HCL R 1 /M. # 10 ml A0
Na,COs MR MEB RN IEW T . BERWBR AW, HFHLRIBEER,
MgSOs FIRER KRG . YRR LT RgAE. 83) 3-8A-17p S ME-4-45-4-
B 3-H AR PR 21).

'H-NMR (DMSO-Dg): 0.71 (s. 3H, H-18), 3.46 (m, 1H, H-17a), 4.50 (d, 1H, 4-OH),
7.57 (s, 2H, NH,), 7.75-8.44 (m, 4H, H-Ar).

SEhf 22 3-8ACHE-4-45-17B-5E 2°-F -4 -EUAR IR 25 H R B (23)

¥ 1.0 g LI RTE 20 ml g R #0 1.5 g i 2-8-4-RBEA F L. 250 mg
(g p-FFERERAN 1.5 g 89 DCC Ja, ZEEIR TFHEPE 48 /M. HE TN 100 ml KA 30 ml
# CHCl;. f 10% HCl B&HIRA(pH = 5). JIIEWHHATIEIE, FFA CHCL EHtE:.
BHAIE 10% NaHCO; W2, FHAWM NaCl BWilBEs, £ MgSO, ET4, of
Ve, FRRRGFEEREHIT LS. B3 3-EHRME-4-45-173-5 2°-R-4- R
EOR RN,

'H-NMR (DMSO-dg): 0.89 (s, 3H, H-18), 1.16 (s, 3H, H-19), 4.80 (t, 1H, H-17), 5.64
(s, 1H, HC=), 7.64 (s, 2H, NH,)
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e 23 3-EANIE-4-HE-178-% 3R E-5- AN A A IR TS (24)

¥ 1.0 g BRI 3.5 mlitsE. ¥ 11 g B9 S-EURBEEE R 2 —ER AN 880 mg
] EDC J&, e\ FHHE 48 /. %N 10 ml 7K. F 10% HCI Ak, i It
Y1, FIKEEEFIFTIR. e ESHTEEAH . 53 3-AAME-4-16-17p-2 3°-RHE-4-
RIEME R FRE.

'H-NMR (DMSO-dg): 0.96 (s, 3H, H-18), 1.17 (s, 3H, H-19), 4.84 (t, 1H, H-17), 5.64
(s, 1H, HC=), 7.62 (s, 2H, NH,), 7.72, 8.45 (2H, NH,)

Lt 24 3-FAIE-4-HE-178-% 3°-IRFE-5- S AT LK H IR TR (25)

¥ 1.0 g SEEMEE 3.5 ml Mg . BN 1.1 g i S-ZURTERE R 28 — iR AREAZ A
880 mg f EDC J5, 7E IR FHi#: 48 /Mt #5010 mizK. Ji 10% HCL#ATHR L. UL
VST UE, FUKPREM, FHTR. R TESAE. B3 3-FAE-4-IE-17p-2E
3°- MR AL -4 - S R R PR R .

"H-NMR (DMSO-dg): 0.95 (s, 3H, H-18), 1.17 (s, 3H, H-19), 4.83 (t, 1H, H-17),5.64 (s,
1H, HC=), 7.55 (s, 2H, NH,), 8.35-8.64 (3s, 3H, CH)
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