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AR o

BEHEA

[0002]  HLATHEXT L HE I IR ZEM AT A ) B B UF B 1, A2 — SRR
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DA 5 B e sl IR 7 o
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WA 2B m] A6 25 T MCF-7 FLIRIE 254 N T
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R2 5.
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§---nBr 2 Rt
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NIE B EI, AR 8 =400 RNAR R T2 A0 Y AT e R s
RPN, R T AT, MR BEE A S AR SRR A AR I T A SR R i H
i K, 2 03 I N BB S AT B A e B 2 A S SR T 25 A AT B A R
i AR AT 5t o DAL, AR B vt £ e T AT AR X SRR KRR BT B, 12 AR 5L 5 0%
MCP=T L8 20 M AT B IR IR AR, A AT 2K 130 AR I R AL G4 I B 44 =
WAL AL R 14T = 2100 SOBE, LA HL AV ), BAAA 3 10 A WK, — 2 il 4t —
A BV AR WL FE P I ZE IR AT A0 o
[oo14] LA BRH, A AR WA R EFE PR 3- B 3- Rk —2- S AL HmsIWefiT A=)
WEEG BTE R Z D B G BE, AFAE AR R, 72 AR SRR BB R SR . AR B R Y
=R AN ] AL 2 AL 0y SN, AR 1A% 4T e i 5y S IR < e R 2K, LA iR HL
VIR
[0015] A AT 2t FRIZSCAR A vl d ek — 2 S AR S AT X R L B 1k IR SR M R AT A2 00
HA IR 7 250, m s e, w R SR 03, OF HER AR f] 2 4

R 1 152 AR

[0016] K 1 EoRAK B 3- FREEMIWEATAY) (8a) HIRZEMEILHR 'H NMR.°C NMR 3%,
[0017] K 2 B/RAK B 3- FREEMIWEATA4) (8b) HIRZHEILHR 'H NMR.°C NMR 3%,
[0018] [ 3 E/RAK B 3 FREEMIWEATAM) (8 HIRZMEILIR 'H NMR.°C NMR 3%,
[0019] [ 4 E/RAK B 3- FREEMIWEATAY) (8d) HIRZHEILIR 'H NMR.°C NMR 3%,
[0020] P 5 BRAKRIRFRIEATAEY) (60) FIARZREILYR 'TH NMR.PC NVR &3 .

[0021] K 6 ERARWARFEIEATEY) (6d) FIAZREILYR 'H NMR.PC NVR B3 .

[0022] W 7 BRAKRRFEIEATEY) (6e) MIAZMEILYR TH NMR.PC NVR B3 .

[0023] K 8 WoRAKRBIRNFRIEATAEY) (66 FIAZMEILYR 'H NVR.PC NVR B3 .

[0024] W9 B/RAKRWRFEIEATEY) (6g) MIAZMEILYR 'TH NMR.PC NVR &3 .

[0025] & 10 BIRAKR B RRFEATAEY) (Te) MIRZREYR 'H NMR.C NUR &3

[0026] & 11 @/RA K 3— FRAEM AT A4 (8a)d X MCF-7 L9 41 JMa 3 i 3% 4 fk i i 28
o

[0027] & 12 @ R4 ] 3- FRAEMIRAT A4 (8b) X MCF-7 L9 241 Jio 38 i 3% 4 iy i i 28
o



CN 102070510 A WO B 4/8 7T

[0028] & 13 BrRnA A 3— FRALMIRAT A (8c) R MCF-7 L7 40 N 85 JEL I M (91X 2
Ao
[0029] 14 B A B 3— FRFEMIRAT A4 (8d) R MCF—7 FLJe8 41 B 18 5 v 1 ) X
Ao

BRLHEA R
[0030] 2 T SEAFHU PR AR B, N T 4 A STk — 0 e B AS R B I 9 2 AELAS K B 1)
P BAAAUR BR T T SE R o AEANTS B R B SR BORE ARG ) T, ASITsE RN T g
i A5 B AR A RO i FE A B HE AR A A B o, 5 HL DL B (R ACR 2 Sk A5 R AR 49
[0031]  sjitifdl 1 -

JEEE (0. 4mmo 1), B P EEEELL (0. 2 mmol), =UWALEH (14mg) F14A 4> (0.1
o) T ATFE 4 ml), R, Bme AT s (1.0 ml) PRI FEERETR LB
IS 0. 4mmol, 2. Oeq) 7 1 /NI P N B S B4R R, [ VAR ZRAE 40°C R 1L, 1 I 5g e
J&i s it 0.5 /NI, 9 R HEAL R LI, BB Bk =i AT R ENT (LR L858 - Al
Bk =1:20"1:5) 13BN o 7734 90%, dr 55T 90:10, 374 3- FRAEM| AT A4
(8a) , H ) PR, HAZ AR 'H NMR,°C NMR S LK 1,

[0032]  sZjiEf] 2 -

R (0. 4mmo 1), 4- S FEEELC (0. 2 mmol), = ¥RALEH (14mg) F4A 4> 0
(0.1 g) WTFZAEFL (@ ml), )5, BEMAAE &P s (1.0 ml) RN FEEREER
LR TS (0. 4mmol, 2. Oeq)AE 1 /NI PSR IR S SR B2 Hp, e AR R AE 40° C TR RIAL %
SEERSE, BiFE 0.5 /NI, IR BE AL IR 2, R R AT AR AT (LR LB -
AHIE =1:2071:5) fFBI4™ fho 773 84%, dr fHEET 68:32, {34 3— FREEMIWRAT
44 (8b) , H A N A FR, HAZRELYE 'H NMR.PC NMR B DL 2.

[0033]  Sijitafs] 3 -
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FAEEE (0. 4mmo 1), 5 FUA P EESELL (0. 2 mmol), =JRALHH (14mg) F14A 4> 7ii
(0.1 g WTATE @ ml), )5, e & PEt (1.0 ml) HEp AR IEE R
LR TG (0. 4mmol, 2. Oeq)TE 1 /NI YR NEI e VAR ZR o, s AR ZRAE 40° C TR [RIGAL, 4 0
SEEEJE, BFE 0.5 /NI, IR R R W0, A B KK AT AR T (LR 4B -
FMIEE =1:2071:5) 1B RI4lir= . P25k 56%, dr {H%5T 62:38. AR =4) 3- SR IEMIEAT
8y (8c) , LW RPN, HAZREIEYR 'H NMR,°C NVR 3 DL 3.

PME, OBn
HO &
Chm,,s% COsMe
[ L =0
e
y
8¢

[0034] St 4 -

AR (0. 4mmo 1), 6— FUA P EESELL (0. 2 mmol), =JRALHH (14mg) F14A 4> FifF
0.1 g WHFZAFH @ mb), )5, BEMAAE A FL (1.0 ml) X FEEREER
LR PG (0. 4mmol, 2. Oeq)TE 1 /NN I IN BN R N AR R, RNARRTE 40° C R [HIL, W 0
ST, PiRE 0.5 /NN, IR e 25 bR 25 S 2K ). KR AT HEE AT (LR LT
AHEE =1:2071:5) 3 BI40 f. P2 67%, dr (5% T 69:31. Fif3 /=1 3— HIEWIWERT
Ay (8d) , Hg ) R, HAZHEIEYR 'H NMR.°C NMR &3 DL 4.

[0035] SEHE) 5

W (0. 24mmo 1), X =928 RS (0. 24 mmol), =WRALHH (14mg) 144 4 14
0.1 g WTZ&FH 4 mD), N5, BEME L (1.0 ml) PR FAIEREER
LR G (0. 2mmol, 2. Oeq)TE 1 /NN P MBI VAR R P, RONARRTE 40° C R [HIL, 6 0
ST, BERE 0.5 /NI, IR B2 R 25 AR R R AT HEJE AT (TR ST
AR =1:2071:5) AFRNA™ e 77K 60%, dr (A5 T 96:4. Fifg ) (6c) , H A
R PR, HAZRESEYR 'H NMR.°C NMR % LI 5.
=0

[0036]  Sijitif4l] 6 -
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AT (0. 24mmo 1), RAHFE A RS (0. 24 mmol), =JRALHA (14mg) 1 4A 7> 1
0.1 ¢) W —&HEE (4 ml), RJ5, REaF AR — &g (1.0 ml) o R2REE R LR T s
(0. 2mmo1, 2. Oeq) £ 1 /NI PR INE S MR R, S WARRAE 40° C R, e A,
PEFE 0. 5 /NI, PR BE AR BR A, 15 20 RO AT R RN (LR OIE = A7 ik
=1:2071:5) A3BNA o F7FK 72%, dr (55T 95:5. FrF=4) (6d) , HAiM AR
FioR, FR IR 'HONMR,°C NVR P4 L 6.

2 o

BnO=—4 H

'NO,

6d

[0037]  SEJfH) 7 -

WEAE (0. 24mmo 1), X AEFE R FEL (0. 24 mmol), —UALHA (14mg) F4A 4> 70
(0.1 g WTZ&FL (4 nD), )G, FEfe & F 5 (1.0 ml) hEpx REREER L
1% FE (0. 2mmol, 2. 0eq)TE 1 /NI PR IN B s AR R, RV AR RTE 40° C R [HIGL, W n 5¢
KB JG, PiFE 0. 5 /NI, YRR BEZE R R0, 19 2K MK AT A E T (SR L Bs - A
R =1:2071:5) fFBNAL o 73K 75%, dr (A5 T 95:5. i3/ (6e) , H AN
FRIR, HEREIEYR 'H N\MRLC NVR (&3 0L 7.

[0038] St 8 -

BEAFEUEEE (0. 24mmo 1), KFANFEZE IS (0. 24 mmol), =WRALHA (14mg) 144 43
T (0.1 g W& T (4 mb), )G, FEME & FHE (1.0 ml) HxS FAEER
SEEA R TEE 0. 2mmo1, 2. Oeq) 7E 1 /NI N N B NAR R 1, RNAKZRLE 40° € F[A]
s WINSCEE T, BEFE 0. 5 /NI, YRR 8 26 20 70), AR B K M= AT AR 2 AT (&
MR OG- AIMEE =1:2071:5) 3 RN4= 5. =K 75%, dr (55T 96:4. ifg/=9 (6f) ,
Hgh 2 F PR, HAZELYR 'H NR.PC NVR B LI 8.

MeQ
%
4 on
Cl e N'leasz
6f e
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[0039] St 9 -

FET B EETEEE (0. 24mmo 1), SAHFE AR IS (0. 24 mmol), = ¥RALHA (14mg) F4A
S 0.1 g) WTZ&FR (4 ml), 205, B AE — &%t (1. 0 ml) Aty AR
FEEA TN 0. 2mmol, 2. Oeq) 7E 1 /NI P I B R VAR R, RN AR RTE 40° € R [A]
T, WD SEER ST, BFE 0.5 /NI, RS JE 25 B 20, AR BRI o KR AT AR JZ T (&
M LM AR =1:2071:5) 3R 72K 69%, dr [H% T 95:5. Fif™49) (6g)
HAR W F AR, HAZREE 'HONMR,°C NMR B LK 9,

MeO
5

Q OH
/(\’\\ o= H
&}/I"s_}l:ﬂ?_
69 NO>
[0040]  SEjtEfs] 10 -

W REE (0. 24mmo 1), AR RS (0. 24 mmol), =URALAH (14mg) F14A 73 107
0.1 g WTZ&TE (4 ml), )5, BVEMAE —STEE (1.0 ml) PRZEEER LR T
(0. 2mmo1, 2. Oeq) £ 1 /NI PR N2 2 A ZR Y, ROWARRAE 40° C R IRl i se e )a
P 0. 5 /NI, Y B 75 BR 2K 5, 15 2R . KR AT RE R AT (LR G = A gk
=1:2071:5) fFBN4E™ 5o P30 58%, dr (55T 90:10, g™ (Te) , a0 FX
7R, FoR G AR "H NMRL°C NMR &3 DL 10,

BnO=——"'CO,Me
MeO,C OH
7c

[0041] S 11 -

A A5 T A B 3— FR BEN (R AT AR o6 L g (MCF=7) 41 B 28 B g 4 i S e v
MBI E .
[0042]  SiZji /7 ik 5 P IR

AR A H 10 % /1 IV X DMEM 15 7% VR 1 S 40 B BV, LA FL 5000 41
P2 96 FLAH NS TR, B FLAAFR 100ul,
[0043] 40 05 5%  [F)— Meds I8 A5 0, SR & A SEE B 1- 4 Hl#5 1 3- AW AT )
(8a), (8b), (8¢), (8d) MR FRELLFE 48 /I,
[0044] R %I 48 /NN T, WIS IREE G R AL N 26 RL MTT WVR4REE 3T°CIFE T 4 /M.
2 TR, 96 LA MLER TR 1500 B B0 5 43 B, /N0 FF FLIA L. BELII 200ul DMSO,
{45 ) 780 R o
[0045] LU - 2EFE 570nm P, FEREARAC BT E B FLOGH B (0D) 8, il %45 R .

9
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[0046]  sEEG LR -

SEH 1-4 FriRr=) 3— FRIEEWNERT A4 (8a), (8b), (8c¢), (8d) Xf MCF-7 |,y 4H i
A PE R SCR, W 11- 14 Frow.
[0047] 11 A& 3— FRIEMIWRAT AR (8a) b FL i (MCF=7 )41 g 22 U187 200 Jfa 18 JE 75 14k 1)
e S5 AL, Wil 11 FrosbiE (8a) BV AL i 1Y, FLIRIES (MCF-7) 4H I 22 K135 40 A7 s % 2
B IR B Ra#, 24 (8a) IRV I INE 113. 6115 umol I, 75 452 o1 40 Jf 4 5 3 oe R
KRN 113.6115 pmol .
[0048]  [&] 12 42 3— FRIEMIWEAT A (8bOXTFLMRIE (MCF-7)4H e AR Bt e 41 B 7 v P 1)
W 5E 25 5, Wl 12 ProsBisE (8b) B R IR s by, LI (MCF-7) 40 J 25 (175 40 A7 e 2
BRI T B E S, 24 (8b) IR FEIE NS 61. 4198 pmol N, 1 432 T+ K40 o4 E BOERI
LR A 61. 4198 pmol .
[0040]  [&] 13 72 3— FRIEMINEAT A (8O R FLMRIE (MCF-7 ) 4H e A Bt e 41 B 8 JE 0 T 1)
W5 25, Wil 13 ProsblsE (8c) B IR Y, FLIE (MCF-7) 40 I 22 (F) 75 4 A7 s e 2
S B A, 24 (8c) HIMKBEIG NS 72. 6954 pmel I, H 702 Tt HI40 i A F S LRI 2
HHEE N 72. 6954 pmol .
[0050]  [&] 14 J2& 3- FRIEEMIWRATAY) (8T FLMRIE (MCF-T7 4N M Z Pt I8 41 B 5 v P 1)
W5 25, Wl 14 Prosbiss (8d) BB IR 1Y, FLIE (MCF-7) 40 i 25 (¥ 3% 40 A7 v e 2
SR B, 24 (8d) KWK EE G N 65. 6731 pmol I, B 702 T+ B 40 M R EUE R
LA 65.6731 pmol .
[0051]  SEEG 25 RR I AR B 3- BREEM|WLATAEY) (8a), (8b), (8c), (8d) X} MCF-7 FLiiE
A WA B A I AR, WS V6T Bs I S (1 10 R AR 1, 2 R PT o

10
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