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F X (ADALA-4 A Ve A 34 R

1,

21



200410050166. 0 oo P 5E9/43W

Hd XA Y Jest K@AT N,
FXADAS-H R AR = F B RSN T LA E, FHXJAH:

EF XA Y i AT E X,
# XD A AR A RBRER(EEAAHTER-FEHRSD T 495 R).
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.
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R';. R, #o R", W#T AT,
REXUdfeeH, FH XD eHH:

X

(Vd),

24



200410050166. 0 oM P FE12/43mW

HE+ X. Y. Ry Rs. Ryv Ryg# Ry 2o dT AT 3L,
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AE B 2k XA X-Vg) 0 X - =849 5 X (XA HER

=N

NZ\ /=
N—r—N (x1),

2 F 7 st XML,
33| X (A X-Uh)yea-#, 34 XOLeHeiss):
X

(W X-1/h)
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E% X. Y. R« R;w Ryfe Ry 28T AFZ X,

27



200410050166. 0 oM P E15/43W
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AL A E AN 5 T 3 A B R Ak ha Ak 3

K(XXIDF= (XXIIN) A4 R F £ T 7 6910840 3, T 1R 3% RAURBE K
AR B by TR WA BT HRF.

KA M EAFHRN ERHRBAE, CAE T M LT R 38
stk g ARAMNE G MR AR RARF SR mieFEd, FEANRT
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KERFHERT. REWEAELARSWRELERT, B4 10, A
250ml KB A R T4 x 100m)EIR, &894 48 A Kbk,
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ZAHE 055% FoE/—RFH]), TH 555 2.05¢ 8% =%,
B.E&: 258-259TC
JR#(DIC/NH3): m/z=305(M+H)"
FRE: 9,11-=£ K X [a]"°Z-12(TH)-BA

3% 80ml 48 % HBr K& AN 1.89g vA L 3K D 45424 78 90ml Z. 8%
FRERT, REMAER4 R, ARERSHAHE, HEHA 1000ml
AR F . AT BRAAR GRS Buchner F-- i, AR ERH#AE
FH—BAZT TR, BRBREMCRTR, SIAHE 1-10% Fi/=
RFK), THEFE 1.55mg 2=,
BE: 311-312C
JX#%(DIC/NH;): m/z=278(M+H)"

#&3: N-G-FRAXD LB
BERAHRER S | GRARE, 2448 3-FEEEBRKRE 35—
FE R,
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$1& 4. 9- K F5H[a]"(*2-12(TH)-BA
FHA: N-[5-FEE2-Q-FTRE-1-ATBREEL | LB

B HIRIESE 2 TR C R FEF, 2EAHE 3 Hushie
#4& 1 89189,
B B: 9-F A XH[a]"T-12(TH)-F

EALAWARIE S S 2 TR D Q25 AT 1248 Al VA E 53 A 694089,
T, C: 9-2E XK H[a]"®-12(TH)-B

HALAHRESE 2 TRE HEF R, 22 AL LT R B H1ead.

# &5 3-i-9.11-—# K Kt [a]*Y 22-12(TH)-BA

A PAREHE 2 TRA-FRE QA RA, 228 6-ik-2-8X-1-
APRAR 2-£4-1-R TR,
JEH(EST): m/z=354(M+H)"

%kH 1. 6-2X-33-—F X 314 —£-7TH-X S [a]hwhFF[3,2-h]"Y =X -7-BF
# 732mg #1442 691LSWIEMR T 20ml AXK—FEXFEBEY, REM
A 732mg KKERBEAT.  d bk e RA WA £ A F 65C FHEHE 15 54,
RGN 876.5mg X AKBIATF 2.47g 3-R-3-FE-1-Th., E5 LR
i, WiER A RASWAE 130CThe#k 2 B, RABRAABRE A FH. K
B, iE R A RAHA S0ml KFHHEH AR FRGE x40m)ER, H4H
BAMARA K. RERA IM EBAAFER R, 2 LKABHTIR, T,
REEBRETELET. BHREMGRTE, X UBE 1-5% AF/KT
), T4 HFE 326mg BE =4,
J#(DIC/NH;): m/z=345(M+H)"

L4 2: 6-8%-3.3,14-= F 4-3,14-— §-TH-E HF [a] e 7 [3,2-h] Y °Z-7-
5]

¥ 1.324g BB A INIERT 50ml XKABF 4 411.6mg T4 1 4
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ot . ARFTIHARSWERAAF OCTHREF 1554, REEF
An 852mg FABLE, IR RAHMMER 2 B, SHE, BidHe
40ml F 85 S50ml KL F FEAABIR, REREFTEHFA—_RFEG *
30ml)FEBRKAE, HAHHAVAIA 10%NaOH KER. RE Kk,
BRKABPHTHR, RELRALBETEREET. BHRENIGRTIRE,
BZABE 0.5-5% AFR/ATHR), THEME 374.2mg 2 = 4.
Ji#(DIC/NH;): m/z=358(M+H)"

Fk4]3: 6-FEHA3.3,14-= FX3,14-— £-TH- X [a] b FF[3,2-h]" R
-7-B8R

# 604.3mg FEHH) 2 491 HAE 40ml oK 5B P 6458k E A AR
HEEAAF0CTFH 61mg EAHE 10ml AT H &R T, FdsbEF
RAMAE 0CTHRE 30 040, REMA 1.2g FEB, Wik B RAWie
WEVA 6 B, 305, BitiHAr 40ml F B A S0ml AR T A akpIR,
EBRE TR R FRG *30mDERAKM. H4HFAMAA 10%
NaOH Kig#&. RERAK®KE, BAKARN TR, Kt BALERET
REET. BHRBRENCGRTHE, SZUHE 1-10% ARERTE), THE
132) 469.5mg B 4.
Ji#(DIC/NH3): m/z=372(M+H)*

k] 4: (£)MAX-1,2-=FK-6-F FHK-3.3,14-= FX-1,2,3,14-09 £-7TH-
F I [a]hb 3F([3,2-h] 7 %2 -7-8R

1§ 0.4859g L4 3 49/L4% . EMRT 1.05ml 2-FR2-AH P,
HAK(2.5%)F 96.Tmg —KA~ 4-F K hok N-fLH & RAMERT 40ml
#-BuOH:THF:H,0(10:3: ) R4 ¥ . ARB THZREROHETET
BR¥F 4 R, REMALEFH NaHSO; BARGBOmI). 31 1B, HiERA
RAH A —RFTR@E *x 25mE R, #F4HF WA IS X AR TR, K
BRI EBETARET. BRBENGROE, X UAHE 1-15% A8
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JBRTHR), THBHE 452.7mg 2 =4,
JR#(DIC/NH;): m/z7=406(M+H)"

£#HH] 5 (+)-MAX-1,2-= TBEXK-6-F £4-3,3,14-= F%-1,2.3,14-19 8§,
-TH-Fjf [a] vk 3[3,2-h]*( %X -7-F

H# 61mg £ 4] 4 94047 1mg DMAP Ie A (fE2K 35 )Tk 44084
RKAE (Am)Fe LEREF(0.4mD & RAW P . ABHTRIEZRAROMAES
BRTRF IR, BL. RE, WEEERSHHMA 10ml k%4 H,0 +,
WHARGLE S, A H0Qx5mskik, REELRN—BAT T Tk,
B—RFH:LRTE9:1, vVHRAH T AL 624mg L =%, Hm
& &
B.E&: 161-162C.
JR#(DIC/NH;): m/z=477(M+H)"

E#hH] 6: (£)-MX-7-F X -44,15-= FX-15,15¢-=F -4H-% 5 [a][1,3]
=5 3R KK S [4',5":4,5]0 % 5 [3,2-h] P "% -2,8(3aH)-— &

## 230.5mg N,N'-B X kel A\ 109.4mg L3645 4 4484 4 Sml 2-
TERYERY. WERERSDEDATHRE 3 I, RELALSHEA 5
% & Na,CO3 KIER(Tm)MHHE, /A TERTEG * 10m)ER, #0HF 04
AR RKABRAT IR, RETBRHFLARETRLET. BRI EN(—&
Fht, BXABE 1-7% RF/=—RFI), THEHF2 65.7mg =%,
JR#%(DIC/NH3): m/z7=432(M+H)"

K4 7. —FEBEFTRCE)-MX-1-{[(—FEAERBBEE L) -6 FTHA
-3.3,14-= F X7-84RK-2,3,7,14-v9 &-1H- K H [a] %% 5 [3,2-h]*Y 52 -2- K B
A-10CTF, ¥ 0.123mmol K#4] 4 WA dml RKRS S ok%+
HIE B AN 2 TR B4 0.698mmol FALATH ., £-10C F A 0.327mmol
NN-ZFERXTBREE, ATETHII Mot 30 948, Hde 50ml 28
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LEe A= 10ml 48F= NaHCO; 535, WA A0 Kok, BABEETIR,
REEBETEREL, FEBE~Y.

K36 8: 4-F R ERB(+)-MKX-6-F HK-33,14-Z FR2-{[4-FEER)
A - B R -7-F4K-2,3,7,14-v9 §-1H-E I [a] 6 IF [3,2-h] ") o2-1- K B

BABARE KA T GBRFRFT, (2485 FERBENRE NN-=F
ERE T B

%351 9: (£)-MX-{[1-(TBHAK)-6-F H.5-3.3,14-= FE-7-H4-2.3.7,14-
v9 £-1H-E ¥ [a] bk I [3.2-h] " 22 -2- 2 b -4- B T 8

© 0.5mmol £ 4 45L& 3ml XK P &R E P A 1.1 5
FHIRABE Img —FREERR., ARLEFERETHHE 2L, REL
-1SCFAmN 25ml TEEAFHBEH 1.5 oY, I EABRETRE. BAEE
M(RFR/TB: 99/1), THHREBEEH.

FE#H 10: (+)-MAX-5-{[1(TBEXK)-6-FHE33,14-= FAT-HA
-2,3,7,14-v9 £ -1H-EH [a] b [3.2-h] 7 2 -2- A | 4 )-5-F AR KB
BSWARIE FHF) 9 GBF KT, 2R KB AT 30 BT,

£k 11: [RTHEXFIORRI () HX-1-(ZBAL)6-FHLE
-3.3,14-= T X-7-$4K-2,3,7,14-19 K- 1H-E S [a] b H[3.2-h]") R -2- 4 8%
¥ 0.6mmol —3F A — T B4 R AmALLF 0C T 49 0.5mmol L4
4 ¥948H A 0.5mmol 2-[(R T RAHK X)) RE] TBE 10ml = F X 7Bk
FRERT, FEARERESHWEICTRES I, REATETEE 16
at, R ERBETRLE, $RAPERT 2ml BARZF: Ao 2ml
AT, AW ARED T ER TR 48 Dot Hik BB RAW AR,
ETREE, SAKHRITHREN(CRTR), THOEAIRE >,
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Tk 12: BE TB(£ ) AX-1-(TBAKL)-6-FHA-3.3,14-= FR7-FA
-2,3,7,14-9 £.-1H-F 5 [a] b £ [3,2-h] 71 oL -2- 2 B8

3 0.14p) AKX = F XS AL T ERTE 0.1lmmol 5£364] 11 454
AW 1ml B FPHERY. WERERSHETERTHIES 04, RE
ERETREET. BRABEMNCRTR/TE: 85/15), THBF2H2
kD

FHAH] 13: 2-THA-6-F AKX -3.3,14-= FE-3,14- = £-7TH-E H [a]hh 3
[3,2-h]"( 52 -2-BA

3 0.81mmol T Bt &A= 0.673mmol AICL; /£ 2ml XK =K FI & 6474
W5 P EARNLT 0CTF 4 2ml —HK FH ¥ 4 0.135mmol E#5) 3 & *
WP, WERARGHAETRTHAE4IE, REMA 10%HCIERT,
BAMMETRALEAERETRLE, sHHRAHRATAREN(CRFT R/
T8}, ToBAFEBEEH.

£ 14; TER()-MAKX-1-£%-6-F H.5-3.3,14-= F X -7-H48-2,3,7,14-
w9 £.-1H-F jf [a]®hFF[3,2-h] Y 2 -2- K &%

¥ 2 BFTHBEA 0.74mmol K& 4 4L HE Tml T KRR T
BERT, FTRAERTAE4—FEARERR, ETETHE2 Iot, &
BN S SETBA, Fakgdti 72 ot; REXRLETF. BB ENHT
AERIHEH.

LA 15: TR 6-FAE-3.3,14-= F R 7-848-7.14- = § -3H-E ¥ [a] b
#H13,2-h]*( = -2- K B

3 4 7 10% HCLERMA 0.29mmol F£364) 14 8900 6ml — £ F
P ERT, WERARSWETETHEI X, RETFRALEBAET
R, SAKHRATRBENCRATR/TH), THEFARLEEH,
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LA 16: 2-BE-6-FH A 3.3,14-= FH23- = K -1H-% 5 [a] kv F
[3,2-h]"( %2-1,7(14H)-—F#

7£ 30 547 A 4§ 1.282 KMnO, £ 15ml K ¥ #4 &% & m £ 0.5g L34 3
8 FHERT 25ml ARTQERY. WERERASHETETHHE S
i, RELAZRFEALEE. SFARWRTRBREN (=R TR/ TE:
98:2), 4-BAE|HE> .

%84 17: TRR 6-F R K-3.3,14-= FA-1.7- = FAK-2.3.7.14-09 § -1 H-E H
[alvthwh 3 [3,2-h] 7Y 52 -2- K A%

BAEHARAE KB 14 R FRT, 2AFEEG] 16 K918 BT 45,
H EA% A TEEF AR A T B4

£#4) 18: 3,3-=F X-3,14-— £.-7TH- X I [a]bH FF[3,2-h]°Y %2 -7-BR
A HARIE RS 1 GEF RS, 24 E 4 9o R ES S
2 M.

g4 19: 3.3,14-= F 1 -3,14-= £-TH-E - [a]obh 3 [3.2-h]"Y °Z-7-8
BAAWARIE K35 2 B9F2F BT, 1218 R L34 18 WL REB L
A4 2 6g1ead.

FH] 20: (£)MAX-12-— K 3.3,14-= F £-1,2.3.14-19 £, -7TH-% H-[a]
#tb o 7 [3,2-h) "V "R-7-89

B WARIE K AP 4 AR5 RAT, (2R K] 19 Lo REE
#&6] 3 91,

%264 21: TE(£)MX-1-(TBEHK)-3.3,14-= FA-7-84K-2,3,7,14-19 &,
-1H-% Hf [a]b %k I [3,2-h]°Y 52 -2- A g
LA ARAE Rk A) 5 B9 KT, {atd A 5ok 20 44K
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4 4 B4ty .

L] 22: LA 1-2K-6-FHHK-3.3,14-= FA7-£4K-2,3,7,14-v9 §.-1H-
F F[a]bmh I [3,2-h] 7 = -2- K AR

3% 2.2mmol LELEFmAS 3 E 0°CH 2mmol FE364) 4 654849 /£ Smi
RSP ERT ., HEREARSWETETHRIES IHE, HELEE
BETRE., BREBREVNCCRTR, SXIUA—RTR/ T 99/1), TH95
HERE~H.

k3P 23: XFH 1-(TBREXK)-6-F £.5-3,3,14-= F A -7-848-2,3,7,14-
v f.-1H-E Hf [a] b FF[3.2-h] (=2 -2- & B
TS ARIE K] 9 K25 KT, {2 A X T B R B IR I48L &,

£ 24: AR 1-BK-6-F £5-3.3,14-= FE-7-H4K-2,3,7,14-79 §.-1H-
X5 [a]e i FF[3,2-h] 7T R -2- A BE
TS ARIE L) 22 A KT, {12 BB TR A T BRET.

4] 25: HER 6-F £IE-33,14-= F 3 7-FAR-1-(ABER)-2,3.7,14-T £,
-1H-3 jf[a] otk I [3.2-h] ° 5 -2- K By
BALSWARE K 6] 5 RS KT, {228 AR L TBRET.

k5] 26: 4-RHER 1-2XK-6-F £8-33,14-= FE-7-F48-2,3,7,14- 9 §,
-1H-Ejf[a]wbwh 3 [3,2-h] "V 52 -2- XK %
A WRGE LG 14 R F KT, {228 RHBRFAETEA.

G 27: 4-BHR 6-F HK-33.14-= F X -7- B -1-(4- R B &,
2)-2,3,7,14-v9 £-1H-F It [a] i I [3,2-h] ") R -2- 2 B
B WARIE K] 14 A KT, (2880 KHEREKRETERE. 8
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AR EM(—RTHR, AR TR/ FTEH: 99/1 £ 98/2), TH BN
29,

L] 28: 4-KHBR 1-(TBREXK)-6-F £.K-3.3.14- = FH-7-H4K-2,3,7,14-
v9 §-1H- X [a]#th I [3,2-h] 7Y o2 -2- L AR
B HARIE LG 9 QAR FAF, 12488 R BR BF R AR 4 B BT,

E£45] 29: -FETH 6-FHEE-33,14- = FE1-[G-FEATHLRA]-7-
$4K-2,3,7,14-v9 £-1H-F 5 [a]#bod I [3,2-h] °7 22 -2- K B8
FALAWARIE RG] 5 HBRAF KT, 12488 R B RARE LELEF,

£#&H] 30: 4-{[1-(TBEXK)-6-F £K-33.14-= F A -7-$48-2,3,7,14-W &,
-1H-¥f [a]otth (3,2-h )" R -2- X | f R 14-F R T8

BACAWARIE K4 9 AR, 2R FHIRAMEF, B
EM(RTR, SA_RTFR/TEE: 99/1), THEBRHB=.

FH] 31: S-({[1-J@-RA TBE)FK]-6-FHE-33.14-= F X 7-HK
-2,3,7,14-79 £-1H-F 5 [a] b wh 3£ [3.2-h] Y = -2- X | F R -5-BAR R B

A IRIE RG] 9 WRF RN, 2EAL TN R _BREFAREHRH
AL BT .

F#hH) 32: —LEARETR 1-{[(—TEFRRE|RA-6-F HX-3.3,14-
= FA-7-84K-2,3,7,14-59 £-1H-F Hf [a] kb I [3,2-h]7( R -2- 4 B

BAEWARAE K T RS RA, 12488 NN-—TERL FTREA
# N,N-Z F R EA T B

F 5] 33: 6-{[2-(= FTARK) T RE}-33,14-=Z FA3,14-—§-7TH- X5
[a] ek - [3,2-h] " %2 -7-89
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% 4ml NNN-—F R Z —HeimA 0.15g L364] 3 84 X4, ERiZR A
RAME T0CFEREARTEREE S RE, FLABETEL. SHERE
W ATERIE EAMTCRO/ TR TES: 80/20), TH-EFE 2>y,

BaE: .

F#H] 34: 6-{3-(=TE B BAIRA-33,14-= FA3,14-—§-7H-XHF
[a]°td 5 [3,2-h] " "2 -7-BA

R o) 33 PR #EAT, {2488 NN-= T & &= B4k A KA.
mE: W,

£ 35: QE)-3-FE-2-AHHER 1-BX6-FHA-33,14-= FE-7-8EK
-2,3,7,14-v9 H-1H-FE i [a] stk 3£ [3,2-h] ) % -2- % B8

3 1.33mmol A A Bt R AT A28 0.30mmol FL364) 4 9401
4ml PR ¥ AR T . W IEHE B RAMAE 0OCTHIE 00 2475, HAARK
BEFERL., BRBENGRTR, X ARTE/AF: 94/6 £ 90/10), T4
BRBMEH.

k&S] 36: QE)-3-EXK-2-FHBR 1-(LBEK)-6-FHE-33,14-ZFHA-7-
$.AK-2,3,7,14-v9 S-1H-FK - [a]obd 31 [3,2-h] *Y 52 -2- K BY

3% 31mmol TEXEFARA TS 34 0.18mmol L3647 35 e4ibdd e
3ml R PR T, WARERSVETRTHRIEI RE, BAARE
FTEAEK. SBBENGRTHK/RAER: 94/6), THEFEHE =,

£#H] 37: 6-F £K-3,3-—F E-3,14-= £-7TH-Ef [a]*bh 5£[3,2-h] " 52 -7-
BR

3% 300mg ] 1 8944 HE 15ml XK= F R F B+ 695588
EHARAHE 0CH 125mg HALHE 10ml AKX FEXTEBBE T &R T,
HiEREBANE OCTHRHIF 15 940, ETETHRF 30 04, REmA
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0.57ml FABR = F 8%, 17 1 BHJE, i R RA-HMA 150ml 2k 444K+ 5f
AR FRE *xS0mDER, oA AL LKA TR, RELRE
HEBEFTERLET. SARENCGRTKR, X UME 5-20% A/ T
%), THBRERLZEH.
JEHESD): m/7z=358(M+H)"

F£#4]38: —FTERMATE()-MA-1-£X-6-F RA-3.3,14-= F 43,14
= §-TH-FE I [a]*h 3F[3,2-h] Y 52 -2- 2 Y

Z-10CTF, % 0.124mmol 4] 4 #9464 E 8ml LK E =k %+
HIER AL THREEY 1.24mmol 447+ . £-10C F &M 0.49mmol
NN-—FERATHREES, ATETHH20 o, Hie25ml 2B LB A
10ml 484+ NaHCO; i5&JE, HHVAA KLk, BRRATHR, REE
BAETHRE. BREBENCRTR/AE: 80/20), T4 EMAIHE Y.
R#ESD: m/z=471(M+H)"

ska6H] 39: 10-3-6-¥K-3.3-— F XK 3,14-— R-7H-3E Hf [a]tbh{[3.2-h)"Y
R-1-8

B ARG K] | HERFEF, 2EAHE S S BREHE
2 b,

JLEEST): m/i=422(M+H)"

L4 40: 10-3£-6-F X -3,3,14-= F A -3,14- = §,-7H-3¥ 5 [a] otk % 5
[3.2-h]*(2-7-&

FALAMARIE ) 3 AR BT, (248 A 524641 39 LS RA T
&5 2 e,
JIREST): m/7=450(M+H)"

L] 41: 10-38-6-2%-3,3,14-= FE-3,14-— F-7TH-E - [a]#bwh3[3,2-h]
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»( o2 -7-BF
A HARIE R4 2 HF2 5 RATF, {218 A £36 4] 39 s91b KA
A 1 6948,

AEXABLHEBEZHE
L3645 42: RSN mREEH

A THwFrmpe®:

- R éfs: L1210,

- ARB 7. KB-3-1,

- A% Hh%. HT29,

- ARTF|MA&: LNCap.

Hamlo A 10%854- k. 2mM SBBuE. 50 %43/ml HE¥.
50pg/ml 4t ¥ #= 10mM Hepes & pH7.4 &) RPMI 1640 £ 4232 h X P32 k.
¥omeaAFREERLE, FMARETaRERisd. REKXES
RiEHK 2 RL12IOK 4 R(AWmEE), REBitwehds. B
Microculture v9e &34 & ik (Cancer Res. 1987, 47, 939-942)%) 74 7& sa jo. 44
BERTEE.

S5 R VA ICso(F 2 AL TG erA by 3 AT H] 50 % 9 sm b F-M 7] 69 ) &
. Bl3e, T S F0 6 8944 2T L1210 4 ICso -5 34 0.73pM F=2 0.06pM,
5t KB-3-1 #) ICsp 2314 0.14pM F= 0.015uM. L34 5 65462432 HT29
49 1Csp 4 1.18pM, *f LNCap #j ICso 4 0.57uM.

L] 43: WA FEH
5t C38 &5 MR A A E K

AEF 0 RIEEH 30mg & C38 25 R o By 78 K BT B6D2F1 &,
(Iffa Credo, HENMAT. EMBLEKIE, ¥ A5 RsTBHAAS RF
W)FiG 786 R T R&H), CMYAFBRTH—. £F 12 X 22 XA
R AL H EMTD). MTD/2 2 MTD/4 il it # Bk A 143 5 K 2t 5 3600
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AERAEY.
BRI EREA R, WA/ EFRET X ARmm’)=%k & mmn)
x 18 % (mm?)/2.
FAPRBEBRRTH %T/C:
Vt F4E8/74 5 S E VO
%T/C= x 100%
Vt PAh/t B34 VO

VO F= Vt -5 b BF 58 64 nde A A fe 2 R 20T 19 ¢ B 494RAR.

RANERLERIKT/CA. Rapditn (FRIAEEEEKKT 20
% )64 H & .

Bide, T 5 S HIE dmg/kg HFRAERFTEAE 95% MR8
A R E(T/IC=5%), libsAE 100mg/keg SBRENETEH T/C H 27
%, MmiERA 3R K674 5T B e,

KB 44: BB oY: EHR

SEFEA) 6 BGALA T <o coe vn cee et an et nee e vee vee e eee eee sae vee vee aee 10mg
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