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Refe Ry AER—RG R, RE
RRANT REHHFRE
~NR’R”
EFRAPRTEIEERA 1-6 AREFHETRERRE
X #4RZRUAHE,
RRTAR 1-4 ARRTFoRE, KAFE;
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Rz
o T HO.. Rs
,2: tWOR, /Y0

o)

N
Ol -----
0]

g

.
“
-~

£ ¥
RRAEKTE,
Rofe R HER—RERE, 4
RRAXTREEHHFHAE
~NR’R”
AP RFRTHEIBALRA 1-6 ABRTFHETREXKR
A, FHRARUAE, |
RRABZBEAIATEMHFABZELE

r‘\j\o O .

<" "OCH,3
R R T—RBREL, FHARNATE;

M4

*F
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Ry EHTE,
R A= Ry 3 &K —RM AR, A
RRAAXATFT ELEHHFHEE
~NR’R” |
AP RPRTHEIBAARE 1-6 ABRR T OETRERRKR
X FHARUAEL
RRABERXATEMHTFABZERE

M5

4
RiAEKRTE,
Rofe R A AF—RBARE, RF
RRAXTEEHHFRE
-NR’R”
AP RPROTEIEYERA 1-6 ABERTFHETRERIKR
X ZH4RREAE,
RRAZBESISATEHRNTFTALREEZEE
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oW B BT/3TH

R T AR 1-4 AERFHEMRE, K2 FE;

£

R &K B,

R A R A ER—REARE, HF&

ReAANT REHHFEE
~NR’R”

AP RARTRIBYEIH 1-6 AMBEEFHEMTRER IR

A, FHRERUBEA,
RRABZBESIATERTABRZEL

ﬂo O ..

<" OCHj
ReTAR 1-4 AREFoiEiTRE, KRB FE,
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AATRAAFRIXERA:

EPZRAREINIE, RAGRBER -84 K 0-R A,
RAEEKXTE, TRAELAa-RP-1%,

ALK E,

X AEXBE,

EvgERAa. £Xig,

1, 245 TREAR K EH-5 4,

AP ZRAESINIE, RRALAKEESR 0-BLK 0-RA,
R A A HBEE,
XAHAEKHE,
X AHEXn%,
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A FRERA. ARE;

<,

\ /0
CH3

"”“O‘CR1 R,

KREZHEFHMBX, EFHE 1, 2-ERERPEREF R4, £
7 Z REAS NH A&,

RAE AIANMBRETFHABRRIARE,

ReAE. AL-I0ARETHARR IABE,

FHZRFRAANAALA,

LALKEF,

AAXRKFE,

A PREHa. £3508;

AEIBFHBR, RFARE 1, 2-EREAEPR RGP s, £
¥ Z A5 NH A,
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M

B E10/37m)

RAE. AI4AAMBETHELER LB,
RRAE. ALI-10ABRTFHEAR L34,

X AHEAXHE,

S EENE

AP RERA. &8
Pan
//O

O
~CR,R
cﬂ" Q72

AR TEFAFR, KTHRE L 2-EREBP R of R,

RASA. AI1AANRBRTFTHARRIBRE,
RRASA. BI-I0A4MBRRTFHEBAR X AR,

FHR R A RAEHAE,
LXAHARRF,

XX AEKNE,

AP EHA. 8, HER

41



02804715. X U I R A R R

EF Z AR N X, RASEAAHENEBAREER -8 K
X 0-% i, |
RAGZKFTE, TRALAa-XP-1,
RRALERA 14 A BRRTFHBE,
X AHEARKF,
XHEXAF,
Ao EHRRA. AN, KRE,
1, 2~ TRE XK F R -4,

HFBLATFXMH4%: —CRR.(CRR,).CRRs—,

K4 R Rew Rev Riv Rsu ReTHEA. CCRE, FA. FEA,
HE. 2AX#REL A¥FnA1-10, F

—XEACRR-ETHFIFAEAR CC,REXFEAGE.
B FHRRXBERAK,

#% R R Rew Rio Rss RRET—RBRETH—HKFARE=
2, NaBREgBEAIARE, FHRAES-ARFPEALETLARE
& 3% 3. -

FAABLETHRA K. REE (ureates), R A TR E.
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B, BAEAIRE-RAXF-RRLEMREBRELT M A

PR EALCRAE, XEXBFHARERTRZL.

REHEHATELEAG-—AREGR), ETAZAH4. &
#. FERABPRRER XERFRBEYAEL. RANEALI IS
RAGEFTE. X HE FEE TE HTEAAKRTE ##
HEREOGERREAPRTE. REAZRLOERRKRKLRS A
MEER X ARE.

GEBOLET-AB-BUEGERE, HAEHS. 14 KK
REZFRRBIBPRRBGAS. TERTHE. AFE. T
HRhfro L. @S REHE, BEALTARER. X
HRFKHG, AFHERBEG RS TAERXE, TRRAHBENL
THRRK., HEAERECEIERBEF S MB AAR XEHAE.

‘R EBOEEV - APESZABR-ZZHG AR IEN
rE. FERCEE. AREPTHRE,

“FE BIFRPEL BREAZEDNEAARATR L ERL
F. FROEBRTINAXENGOREGR)IGLAES 6 AERT
BEY—ARIEAR 10 ARRTFHAAR(ZEAELFELN).
FEAETH -XFARRERK, HERRETARHE (R, &K
BYhEk C-CRE CCRAEIXFEL CCRAEIXFTA
i rEssE. fEARKL.

AXPAZ—BETFELER IHTREBNRNES .

BRSO HTHBALER Al £ A6 TGS EFS (R TAH
AEAFREHRAHTELEH AL £ A6 FFEXHEL) PERLH ML
E M AT FAKABEPRAAEIELY L eEAEcMNERAH
. DERFXELTRAESHAZEEAZEAAIECNETRLOHAGE
CREAPEER TS

WEM AL 2 MM H A6 ITEAEELHER, Lok Pk
#] % (Suzuki, T. et al, Chem. Soc., Perkin Trans. 1 1998,
3831-3836) . (McLean, H. M. et al, J. Pharm. Sci. 1994, 83,
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476-480) . (Little, R. J. et al, Pharm. Res. 1999, 16, 961-
967). (Kertesz D. J. et al, J. Org. Chem. 1986, 51, 2315-
2328). (Bodor N. S. US4, 710 495, 1987), T4l 4@ X I #td
W, AFPHALEEAR-—RTRVTERPZLEALETAZERT ALK

8 — I B (carboxydiimide) Fo ¥ Jf = = (HOBT) & 4L 7 A& Bt B 4
(7% 1).

A .
M11 @ N
ZRTH N

A}
OH

(CHa)2N(CH2)3N=C=NCH>CHz
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XRAREEAE S AT E TN AR AL RBE LM, HELAK
A k3R A B AR MT AT

Rs (CHg)nBr
\ ‘\\\ O
N N 2_ OHI .‘\\\
: OH
- %) Br(CHz)nCOOH
HO o " 0R1 !
< 3 R (CHa)CCOCL, EtN, & th
3 4 0
\ DMAP, CH,Cl, R4
o}
M7
ZE2

MRERXKARE PEHEATEAIELK KPR T AH LA,
EZLERAZFTRERROMP) FATESR FRNKGERBE TR, A
BRTRAAM ATE5RETAGKRRER(FE2).

Ededi# Al £ M Fo A6 I TEERBEAHHEALT, HPRLKT
T EREAAGBEATRARL.

- BEREELK DMF F AR H B4 KCO)AETEAL A TR
17, PAEMRBRGHE, EXAS5XFRABETRAAGEREFRIALH
oM I(F % 3).
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(CH2NnBr
(®)
A - // +
AT\
OH
M7
K2CO3, DMF, Ar
Y o —
\\c—-——-— A
/L
(CH2N—O '

ZE3
FEXKARELTIE 23 ERLSABZEN XA N, 2,
THRAIEEERETET A B, ANEHETRAK M f» MGG E

4).
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7&K 4
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522X ANBRENBERERBRFAE MI(LERBBEE)G#K
Ry 222 A MG BRI L.

FEDS
28 Ml IiTRIRABEETHEN I G4L0H6E4 RS F K
#47, A PRAKGSRHEA Agouridas C., J. Med. Chem.
1998, 41, 4080-4100 ¥, RAE PR F X F B R PHE XA AK.

WA P RR M10, FIARRFELKDINF P TERTEFARLE
HFHGRIEETARBSRER IS (FE6).
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(GHaInBT 4
O. r———
HO.. . =1

7% 6
aAaaH M3 HAXFAREANBERALHE I P ETRk
AHHREET A8 ERFRAKE M3 EEEAR, KFAAEM BLER
& 45 % ik (Agouridas C., J. Med. Chem. 1998, 41, 4080-4100) %)
&. FRFKE FEAK A8 B3k X ALA-H 6 B AeAn B AR P 6 =B (UK
— 4347 Boc-B ) ERE X F = EDC AETELELHENKE
—R PR DNF v44&. RFMAGBE AT 25, KufKAGHRA
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PRATFAE-—ETFTRFTERTRAGED.

] o) | ™ ——'—IA __{J
__i_l OH " (e B __,J NH-(CHZ)n-NH-Boc
A7

TFA

0]
‘Z"
NH-(CH)n-NH;

A8

TR
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REFETBHAGPACELE T TFRAATERZE _BEEL
FE 2, OEOABREFPREGKIIABELTMI2 LE (F£8).

Q [
Y A
+ /
HN~(CH,)n-HN
A8
M12
CH,CN
Y
NH— CHz)n- H, Rz
HO... R
/Zt = _OR, [0
N w0
og—{
\_o ol o
Q 74
\ s
0
#E8

WRFRS AT I BALH A5 Fiw, REHALAAMLER
BALEZLEAREL, WE5ARAREROSBEA R BT8R
(HU 55409) F 36 v MEK A X FARBENELEF (FE9).
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ZE9 .
AEXWSZ—BOTRBALEH I LW EIRR. st
RAFHAGAE, BRETAEXFREELTARRAFXLH, HwB A,
k. . . HEIRAEEZASAAARAAFAEARTEALIENE

£
AERA—BAFTRUHEBHANLSHG RN AEZRAARER
oot I HRELEUANAE. HTEEALHRT, TREFARMH.
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REXGEMNBIAHNELEYD 1. F. FAPRRTAKRISGELSF
e G AN IKBEN (RHARBRB ) GHATRS. NBEAS T
REALAER, RYEH I ERERTTHREREX. S THA
2ENBA AT, EUERALELE. . FLARHR. RAR
—FEHRARTFRRRABER TR PHROLEY T BH
AXBKEREFHELA Spn. HTEAMNEBR T, TEALLE
BE BT RBEERESRGHELHNBRAE.

B A GEY 1 TR B ES THHBAEA.

AENASHETEARATETAATRRAGHNY, ToRIA
M. BT oA 64 M o R XA B dl A AT R AL A B E B 8%
AEFRSHEDAR. ITAIEZHFHAANAGRARLLEA. RLES
I AERANBIXER, BUEHETATAAALTRRARIER
HAERRE NETERAESHFAN.

HAXZXBEGHHERESHGESFHANTATHAG XA TR
HERPXBREOLESR. BHEAERHA. ARFRpIHMBR
X, S L. BEZRRLLTERA. EHE. W KARLEH
X, KX B5. B, IHBRR. AZBEAR. AAE. 4B
KRB L X, |

AXPAEWGTFRHAEAT R AZE TR E.

BAEXBERBE S HRELNRE

BIERECBRARD A - FRBIANABERRESHROE
B. 4% % Qiagen) ¥ HA BRAIS ALK C O TS5 & LH
RNA, F AMV i# 3 %8 (Roche) 3% £ cDNA ', BLHF Wi HH¥HE
ik A H

1) 5° ATATGGATCCCTGATGGACTCCAAAGAATCATTAACTCC3’

2) 5 ATATCTCGAGGGCAGTCACTTTTGATGAAACAGAAGS?

¥ BRERE % %K ZE Bluescript KS Jf # (Stratagene) #
Xhol/BamHI {%,%5, M M13 # Ml13rev 3| % (Mycrosynth) i& it s B §, 3
XEMF, KRG AEZE pcDNA3. 1 hygro (+) i (Invitrogen) 9
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Xhol/BamHI 4%.%. % 1 x10° COS-1 @maefE# £ 12 3L-F4& (Falcon)
6 B A 10%FBS (Biowhitaker) #5 DMEM 3% 3k % (Life Technologies)
d, EH S%CO. AR TT STCTRHAFZE T0%LAE. BRE3EHE, &
AL mAf 500ul DMEM %45 1pg DNA. 7ul PLUS #&X# A 2ul
Lipofectamine (Life Technologies). # &g £ A 5%CO, 8§ AR ¥ T
3TCTHE, 5 I HEMAMFAKRE 20% FBS/DMEM. 24 & Ff
REHFRATLAE. BB 48 W, AL DMEMEREFHRAX
R XS oA 24nM[°H] & £ X & (Pharmacia) . @ E A
5%C0. A AT T 3TCTHE 90 44, M PBS L&k (Signa) B=
#, A% 4T (pH=7.4), REX TAH 0.2%SDS(Sigma) & Tris &
#% (Sigma) ¥ . M A UltimaGold XR(Packard) R # &R Z &, £
Tricarb (Packard) P-RME#E B ¥ IE KB4,

A% 9. 10 A 27 RREBEARABESALGLE SRS Z4H
WEXRMTE.

AP iANGEZLSHNRE

£ T5cm® BT AEA 10% FBS(CHO) & Hamm F 12 33k K (Life
Technologies) A 10% FBS(COS-1) % DMEM 3% Jr i ¥ 3%k 2L 4~
3 1pM 85 &3 2uCi FEBRAASELSY 10 mEHEEBZE, £
H 5%CO. HARFTT STCTHE 90 24, kE@RLEFR, Ak
AW, REBRR@MEERTHABLSELFRTGHHH. KW
10 BB A R EFRFEXRGRERBRESE T.

&)t 16 T (apoptose) FF A EG IR T-me X 13 ¥4

£ 96 Lt F P AEA 10%PBS 4 RPMI 3% & (Imunoloski
zavod) PR X W § ARGV HERG O SHITLE. QAL
AW G E T AR 20 000 AN, HAEA 5%CO 8 LR F T 37
CTHALA, RBEMA 1pCi ¢§[HIM ¥ (Pharnacia), HHF 3 I
. @it/ GF/C it ¥ B (Packard) L RIK KR MM, AHALL
M A 30ul Microscynt O M ¥k & (Packard), ZB-RMEH K E
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(Packard) L 3 £ H A G A K . AL L KR X E J M
(mifepristone) (Sigma) 3 Ay R R EW L RE A
THFER .

o4 8. 9. 10 # 27 BRI MELERE 13 HAGHHH

A

wRa@RRANSE-2 ERNERE

96 Leg-F# E, H3LImA 15ng 2C11 $i4k (Pharmingen), 7 4

C T4 2B WA PBS 2 %% (pH=7. 4) Fit &X. H% PBS, ¥A& -k
I RPMI 325 A %%, REHILIA 50 000 A&M, LA F% AR X
DB ERGFATERERFEAIRT. BIEATIHA IL-2
#) ELISA(R&D Systems)®E LF®& P IL-2 69K E.
A 9. 10 4= 27 B7 s H CD3 SRR AT G wBANF-

2 AR EAER. |

* 2

&%

LERAREEZHRES

His wmpATHEFHEA

IL-2 &R HHAER

5

ND

8

+

9

+

10

+

11

ND

27

+

BEAR

+

ND-4k 8 &

€ 5 6 AR R

B EH 200-250g 654 Sprague Dawley X R4F&E 4R JL4A,
A, ARFAFRAEZMHTE.
SHBEHFTEB 50nl EH(HW, Kemika). LABEAGF X #
AETABEYN lng/ FHEGR AL ELEHR (Ing/ F o EX
#, Krka). 30 2-4F)5, A 20%% & (Sigma) #FHF AWM. B C &
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WELSANNAINBZAXERE. B3N RBRETIUPARIHHG
HHHEZFAMHHE. RBEE S, 4o 10 AKX, XBF
i 55 Rl X ATH £ M6 E .

NEMERBE MY D

¥R &4 20-25g 654 Balb/C M REESRILA. AF 0 Xf
# 14 X8 i.p. EHIF G %G (0VA, Sigma) &2 . £F 20
£, BIRLES i.n %A OVA(FAE s X P X 40) & PBS (B 3 B)
BGiEKEE. i.0. &8 OVA & 48 o 8F, &34, A 1ml PBS %
M. £ Cytospin 3 M8 & S . (Shandon) Lo & mie. ek
Diff-Quick(Dade) ¥ &, @B F 'V 100 Aoty ks 2ok
RE@miena o .

AP fe s B f A RSN AR EA AR,

AFEXXEN 2 XAZABRLEANARAHHMNEREX i.n. X i.p.
&R RS, |

Mzt FradgBEmE, e 8. 9 10 % F LR FN (t-
KB, p<0.05) & F Mk Fod R E. |

R iy ) kA

¥4k EH 200g 94 Sprague Dawley KA ES AR FA. L5
MW s.c. FHRHACKARKEGELL. TBRATHEAESR
h BRABZR, Jﬁﬁ‘li&?ﬂ‘?}ﬂﬁ# (K RAKE, Sigma) H4H 10 &
. T RE, ke, FELMRFAE. A RAXfR
BHMBREE RN L F AR,

WA FHBGE, RERREAHFLEEREMBETES,

miteW 10 RY AR ES.

C HEFEL LR

it A F L) S B 4a ke R RH KK .

&4 1 |

FEA ML, A¥ RAREAEBZHE (O-BE-9a-KF-9a— (1-£K
AX)-9a-FH 4 E % A(homoerythromycin A))
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7 9-BLA9a-R%-9a-(B-RTE)9a-FH4E#+ A(3g; 3.8mmol)
8 % (100ml) % F A 500mg Pt0,. EFHEETAE 2 RGHEAA
F 40bar HEATHITRE. RERRERSWTE, EHREELR
L LBEE. RGP b4 (WA CHOH: CH,C1,: NH,0H
= 50:30:2). 5% 700mg %k &. MS(ES’): 793 (MH")

Tk ML, X F RAREEE

BEEA 1 PHREFEY S-HABEZERE-9-BLEA-9a- K F-9a-
B-H.LX)9a-FH4aFE % A(3.5g; 5.55mmol) §1 &+ i 4k M11. 53]
985 mg £&. MS(ES): 635(MH")

L34 2

TRIAEM, AT RAREABEEZEBE

® 5-% K& (1. 282g; 7.07mmol) & L7k CH,C1,(10ml) & #& ¥ A
1ml (7. 23mmol) = Z B . 868mg(7.10mmol) 4~ = F £ £ W * Fo
0.940m1 (7. 63mmol) I KB K. WEEREEBRTRAATEH 2 4
B, REMAMFEFE (22; 2.67mmol) £ K CH.LCl, (10ml) X%, ¥
ZERARASVEERTHRHSE 3 K. REARERASY T MA 60nl 44
F» NaHCO; &, HESH. KEM 40ml CHCL, ERFGiR. REAWA
PERY RibA NaCl BERkbdk, 2 KCO, T8, A#HEALZBFE
X. iBmEkERLBRAE L% (MM CHCL:CHOH: NHOH =
90:9:1.5). 453 511mg % %. MS(ES’): 912 (MH')

B EHES 2 TR T EFE T AR M7 F= MO.

TEAEM, Xf RAEEE

W 3-BLEBEZEH (decladynosyl) M F % 4 (1g; 1. 7lmmol) Fe
5-if X B (929mg; 5.13mmol) # & F H4& M7. #F2| 400mg > &.
MS (ES*): 754 (MH')

ia] 4 M9

W 2-LEBA--MAEes LA FE £ (1. 1g; 1. 70mmol) f= 5~
# X ® (921mg; 5.09mmol) 4l & ¥ M 4 MI9. 53 320mg * &.
MS (ES'): 795 (MH')

57



02804715. X oM P E27/3Tm)

£ &4 3

e 1 |

AESATANE 0CH 9a-K-6a-K-11p, 17T0-—% X -16a-F
A-3-ER#EE-1,4- =% -178-F & (100mg; 0.29mmol) # £ XK
CH.Cl,(5ml) & ¥ % ¥ M A 0.380ml(2.73mmol) = T B .
80mg (0. 59mmol) 1-# A X =w. 230mg (0. 29mmol) 9-FL & —9a- &
Z-9a-(y-RABE)9a-FHLE ¥ A F 235mg(l.23mmol) 1-(3-=W
£AR)-LA-B_EPHRIEBRYE. BERABROVWAEAEZERTARAT
B3 24 MW, REE#EBEALBLEAEIR MR, KA &L
(#BLH]: CHC1,:CH:OH: NH,OH = 6:1:0.1). 73| 224ng & & &4 (%
1).

BEA&S 3 PR kW 9-ME-9a-KF-9a- (y-RALX)9a-F
auEEARMEGESARPNERLESS 2-12, FT 41T,

-4 2

Wit 9-BLA-9a- KL 9a-(y-RAK)-9a-F4LEF A(230ng;
0.29mmol) 5 11B, 17Ta-=F KX f § -1, 4-—3F-3-8F-17p~ ¥ & (100mg;
0.29mmol) B B, 53| & & Hi4k (285mg).

4% 3

Wit 9-BLf-9a- K E-92-(y-RAE)9a-FLE % A(197ng;
0.25mmol) &5 11B-F X -17a~F LA & -4-%-3-F-17p-F & (90ng;
0.25mmol) R B, H3 G &K (115ng).

/e 4

Wit 9-BLE-9a-KE-9a-(y-RAR)-92-FLEF A(174ng;
0.22mmol) 5 9o-F-11p-2 % 16a-FE-AHE-1,4-—H-3-8-17-
¥ & (80mg; 0.22mmol) B B, 538 & MK (224mg).

484 5

B -HA9a-KE9a-(y-KAE) 9a-FHLFF A(230ug;
0.2%mmol) &5 11p-# X 4 & -4-%-3-8W-17p-F # (96mg; 0.29mmol)
B E, 1§38 ¢& 84k (238ng).
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4% 6

Bt 9-BLA- 9a—§.$—9a—(y*ﬁ.ﬁ£i)-9a—;§3££§% A (230mg;
0.29mmol) & 9a-F-11P, 17a~ =K H-1, 4-—H-3-F-17p-F &
(106mg; 0.29mmol) R B, ##3| & & 4k (225mg).

et 7 |

Bid 9-MHA-9a-R&K-9a-(y-RKAR)9a-HLEF A(230mg;
0.29mmol) 5 60~ K-11B, 170-=F X -160-F X - -1, 4-—5-3-
M-17p-F & (110mg; 0.29mmol) B 5, 52| & & &4 (107mg).

454 8

Wit 9-BA-9a-RE-9a-(y-KAK)9a-F4E+ A(230ng;
0.29mmol) 5 11B, 1Ta- =& K # & -4- % -3-W-17p- ‘f’ﬁk(lOOmg
0. 29mmol) & K., F% G & 4k (75mg).

4% 9

Wit 9-MA-9a- KL 9a-(y-RHEGHL) 9a-FH4F £ A(230ng;
0.29mmol) 5 6a, 90— = A -11B, 17—~ =% £ -16a-FEA # H-1,4-=
¥ -3- 8 -17p- ¥ & (115mg; 0.2%9mmol) R B, H H & & & &
(258mg) .

4% 10

Wit O-BA9a-KE9a-(y-AAFE)9a-FLF £ A(230ng;
0.29mmol) 5 9a- #-11P, 170~ =& X -160-F R B § -1, 4- = -3-
B-17p-F & (110mg; 0. 29mmol) K B, % & & H4k (224ng).

e 11

Bit -PA-9a-KE9a-(y-KAX)9a-FHLEF A(19Tng;
0.24mmol) 5 9a- £ -11P, 1Ta- =% A -16a-FE L E-1,4-— 5 -3-
B-17B-F & (96mg; 0.24mmol) B B, 3 & & &4k (170ng).

e 12

#Hit 9-BEA-9a-RFE9a-(-RARX)9a-FLE | A(230mg;
0.29mmol) 5 170~ # % # & -4-% -3, 11- — H|-17B- ¥ % (100mg;
0.29mmol) R B, 8 & & H4k (24Tng).
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LA 4

4% 13

¥ 6a,9a-—#-11B, 17Ta- = E-3-AK$ §-1,4-—H-17p-F
B -16,17- & B 4t % (104mg; 0.24mmol) . = JF & X Z K (45ml:
0.26mmol) . 1-## ¥ i ==k (65mg; 0.48mmol). 9-BLH.~9a- & -
9a-(y-RAX)9a-FHLEE A(190mg; 0.24mmol)F» 1-(3-=F L&
HA)3-zEh-#_wr k& 3 (184mg; 0.96mmol) &£ £ 7K DMF (10ml) ¥
BRAVERFTT I00CELARTAEA. REBARRLY
A, ErHEEABLER. BUHEAKELESL (HHRAN:
CHC1,:CH;OH: NHOH = 6:1:0.1). 3% 3lmg & =&% (£ 1).

et 14

BEEA 4 PHEF W 6a, 9a-—H-11p, 160, 17a-=F X -3-
ARBEE-1,4-—H-17B-F & -16, 17- 7 844 (104ng; 0. 24mmol)
o S-BABEERE--HA-9a- KL 9a-y-RAX) 9a-FL4FF
A(150mg; 0.24mmol) 4l &1t.4% 14. %3] 60ng =& (£ 1).

EH#4 5

e 15

MESRLATAHE 0CH o-K-60-K-11p, 17Ta- =X -160-
WE-3-ERBEE-1,4—%-17p- F & (110mg; 0.27mmol) &5 £ K
CH.C1, (5m1) & %% ¥ A 0. 348ml (2. 5mmol) = Z . 73mg (0. 54mmol)
1-#2A¥XHF ==, 169ng (0. 27mmol) 3-F LB Z#HE-9-HE&-9a- &
Z-9a-(y-RAX) 9a-F4LE % A & 215mg (1. 12mmol) 1- (3-=F £,
AR)S-LRA-B_PHRIERE. BERARSVEERTHRE 24 b
B, ARHEZABLEAERIM AR, ERAKE LS (HERMN:
CHC1,:CH,OH: NHOH = 6:1:0.1). 72| 235mg & & &4k (& 1).

HEAEH 5 PR FEF &AW 16-19, FT 41 ¢,

6% 16

Hid 6a-F-11, 1Ta-—F£ X -16a-FE-3-ARE -1, 4=~
17p-% & (90mg; 0.24mmol) b5 3-M A Z X -9-H A —9a- K J—9a-
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02804715. X oM P E30/37Tm)

(- AR)-9a-H4FF A(150mg; 0.24mmol) R B, 3| & & &k
(138mg).

et 17

#it 6a, 9oa——f~11B, 17Ta-=#% %160~ FX-3-AR#H K1, 4-
ZH-17p-F & (94mg; 0.24mmol) 5 3-M % 3 ZHEE-9-H A -9a- &
Ze—9a-(y-H£AX)9a-F4EF A(150mg; 0.24mmol) R B, FE G
& & (163mg) .

4% 18

A 11p,1To- = X 4 § -4- 3% -3- 8 -178- ¥ & (84ng;
0.24mmol) 5 3-HEBE ZHEE-9-BLA-9a- K& -9a—(y-KFH)9a-
&4 E 4 A(150ng; 0.24mmol) R B, FE & & 444K (112ng).

5% 19

Bt 90-K-11B, 1Ta-—£ X -16a-F R -3-ARME-1, 4-—H~
17p- ¥ & (110mg; 0.29mmol) 5 3-M AL B X HE-9-BA-9a- K &~
9a-(y-£ @A) 9a-FH4EF A(185mg; 0.29mmol) K B, FEGE &
4 (155mg) .

%34 6

49 20

%) £.4, T 9 (20R, S)-11B, 17,20~ =& X -3- AR § -1, 4-— -
21- ¥ & (200mg; O.53mmol) & X K CH.Cl,(5ml) & % & J m A
0.760ml1 = Z B . 160mg(l.2mmol) 1- # X ¥ 5 = = |
460mg (0. 58mmol) 9-PLHA.-9a- R -9a~-(y-RA A L) %a-FHLFF A
F2 470mg (2. 45mmol) 1-(3-—F R ARX)-LE-R T B EKE. ¥
GREBRASYEERTRI 24 W, REE#BEXBELEXEZR)
A, ki L% (EBMN: CHCl,:CHOH: NHOH = 6:1:0.1).
2% 405mg F& (% 1).

LM T

4% 21 ,,

# 9o~ £-11P, 17a-—F X -160-F X -3-E KM -1, 4-—3-
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02804715. X oM P E31/3Tm)

17—~ ¥ & (135mg; 0. 35mmol) #§ £ 7K DMF (3ml) 3 & ¥ A A 2 B 47
(49mg; 0.35mmol). WHERABREMELALATT OCTHHE, RE
AN g H 4Kk M9 (311mg; 0. 39mmol) #9 £ 7K DMF(4ml) % %. A EET
B¥ 5 KB, Ar#ALBLE DWW R4, BRUMEARKE LS4
(ZeBH): CHClys:CH;OH: NH,OH = 10:1:0.1). #5%] 53mg 4= & (%
1).

%44 8

o4 22

# 6a, 9a-—R-11B, 17Ta-=F X -160-F X -3-ER$EH-1,4-=
Hi—17p~F 8 (100mg; 0. 25mmol) #j XK K DMF (3ml) %3k ¥ A\ 2% & 47
(35mg; 0.25mmol). WHZERAERSGHELALATT OCTHRY, RE
MARET RRAREALBEZESG & @K M7(252ng; 0. 28mmol) & % K&
DMF(4mD) %%k, EEBRTHRFE2XE, E#BEALZ L4 DIF A4,
ARG YA LS4k (ZEBLAH: CHCl,:CH:OH: NH,OH = 12:1:0.1).
58 42ng L F & (K 1).

BEA&N 8 RS EHNENAM 23424, FTF 41 F.

4% 23

Wi Ya-R-11P, 17Ta-—F X -160-F X -3-E KL E-1, 4-—$F-
17p- ¥ & (99mg; 0.26mmol) 5 285mg (0. 31mmol) X ¥ R, RELEE
BHFRIAM LB, F3&6 54K (42ng).

e 24

it 9o-K-6a- K-11p, 1Ta~=—# £ -16a-F A -3-ER# -
1, 4-=%%-17p-F & (81mg; 0.20mmol) 5 222mg (0. 24mmol) X ¥ R, 4,
AABREG T RAEM RE, 38 &5H4& (54mg) (k 1).

L4 9

4% 25

A 90-F-11p, 1Ta-—F X -160-F A -3- A KR E -1, 4- =% -
17p- ¥ & (83mg; 0.22mmol) &3 £ K DMF(3ml) 3 % ¥ Au A 8% & 47
(30mg; 0.22mmol). WHEEBESWERRLATT OCTHHE, RE
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02804715. X oM P E32/3Tm

AR RAREZLM Fiak M7 (182mg; 0. 24mmol) 45 £ K DMF (4n1)
Bk, LESTHEH 24 I'HE, A%EELSLE DNIF XX, RE
Wy kB A k24 (FEBEM: CHC1;:CH;OH: NH,OH = 10:1:0.1). 53]
57mg %% .

BN 9 PR F EHNENEW 26427, T4 1P,

A4 26 |

Bt 6a-A-11p, 1Ta-—F X -160-FE-3-ERE -1, 4-=H-
17p- ¥ & (85mg; 0.22mmol) 5 225mg(0.25mmol) X+ R RKEBZAH
bE AR MT R B, F3 8 E &4 (20ng).

o4 27

# it 9o- K -6a-K-11B, 170~ =& X -160- F A -3- AR # & -
1, 4-=3%%-17B- F & (100mg; 0.24mmol) 5 200mg (0. 26mmol) & F R,
REBZEGTRAM LR, 528 &84k (59ng).

g4 10

4% 28

7 90— A -11B, 17Ta-— £ X -16a-F A -3-A KB E-1,4- =% -
17— B (80mg; 0.21mmol) & X 7K DMF(Sml) B & F m A B & 47
(30mg; 0.21mmol). W ZERERESWEARLATTERTHHAE 1 &
B, REMA 3-0-BARZHELE6-0-FA-3-ARLEE-9-0-(2-
3# LK) A (163mg; 0.23mmol) 65 £k DMF(3ml) & %&. HiE A B BRA
WA 100CThe# 4 I . REEZAHEETR, A 40nl 2B
Bk (l: 1). 2BAME, Kk, BAKBRHTR. ZAGia
BEERENKZRKAS: T8: £=10:1:0.1 %it. 535 160mg G
&k (k1)
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02804715. X

(1

w8 ZE33/37TH

A4 £H ' EnR M.p. (°C) Tgs{')
1 . N} CeiH10iCIFNyO5 | 194202 | 1187 -

2, CeoH101N3046 n21
2 C1H105N3045 137
4 051 H102FN3015 1137
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02804715. X w5 ER34/37TI
5 CeoH103N3015 y 1106
¢ CeoH100FN3O1e - 1139
7 CotHhosFN3Osg | 175178 [ 1153
8 CeoH103N3O16 T 1123
o Co1H101F2NsO16 | 169 un
10 CoithogFNgOgg | 170-175 | 1153
1 Ce1H1,ozc‘N301e : 1169




02804715. X

oo 5 535/3TH)
12 CeoH101NsO16 y nz1
13 | CegH103F2N3O17 | 178 1212
14 CssHagF2N3014 - 1055
15 CoHaCIFNGO5 | 130-132 | 1086
16 CaatHgar N3O1a 302304 | 995
17 CsaHarFaNsOra | 182 1013
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02804715. X oW B E36/3TI
18 CsoHagN3013 160-161 965
19 CsaHgaFN3013 . 260-265 | 995
20 Ce1H103N3017 1151
T CegHgaF N2016 174-175 1094
22 CosHloaF 2N;01g | 159-160 [ 1228
23 CeaH10sFNZ015 161-168 | 1210

67



02804715. X G OW B 837/37
* CeaH104CIFN,O 45 [ 91-99 1244
” N C(( CsgHg1FN;O 45 170 1052

>N
R
o .
% CSQHQ1FN2015 145-151 1052
(Y
HO
o”. N
F -
7 ' N { CsaHgoClFN2015 130-132 1086
" o
% —\&..Q, Cs3HgsFN2O 45 - 1007
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