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, 4H, CH,) .
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[0077]  sZjfifi] 10 2- Gk —6-[2- 4 —3-(4- FEERAIE s 5 -5- kgt 1-1, 2, 4- =
e [1, 5-a ] FFALmE (10D FIH] %

[0078] B A C :2— AL —3— (4- FIFLIRMRMEZ AL —5— nibme ZEAN IR AR B 15 (10D 1)
il 2%

[0079]  ZZ% 3wk J. Med. Chem. 2011, 54, 4735 - 4751 & il

[0080]  FP[A{A D :2—- 2 dE —6- 1 —1, 2, 4- =M [1, 5—a ] FFERE (1D 14

[0081]  Z% CHR WO 2009068482A1 & ko

[0082]  fLEH) 10 HIEHK

[0083]  F 50mL [ KEIE A In A 2- A EE —3- (4- A6 2R Wk (35 ) —5— nib e 2 Al iR
ST RIS (0. 12g) , 2- B0k —6- R -1, 2, 4— =M [1, 5—a ] FFALRE (0. 06g) , PACL, (pddf)
(15mg), BREZHN (0. 07g), Z B — FE (Tml), /K (2mL) ZJ% (3mL), V&S W1E &S AR Rl
PRI Lh, 980 78 5, % B8 ) F R skt €0 it 2 8 (8 - I =25: 1), =W ] L B2 5 45
IR AEIE K 0. 06g, 7% 49. 8%, 'H-NMR: 6 9. 92 (s, 1H, NH), 8. 84 (s, 1H, Ar—H), 8. 29 (s,
1H, Ar-10), 7. 86 (s, 1H, Ar-H), 7. 64 (s, 3H, Ar-1), 7. 44 (d, J=7. 6Hz, 1H, Ar-1), 7. 36 (d, J=6. 0
Hz, 2H, Ar-1), 6. 10 (s, 2H, NIL,) , 3. 65 (s, 3H, OCH,) , 2. 36 (s, 3H, CH,).

[0084]  Sijfs] 11 2- 3% —6-[2- A4 —3- (4- SUhalt 2 2t —5- ks 2t 1-1, 2, 4- =
[1,5-—a ] Jfatkme (1D [l

[0085] &% ik J. Med. Chem. 2011, 54, 4735 - 4751 & Ak 2—- WAL -3- (4- SUFRTHEIER
55D —5— b mE JEA R BRI I o

[o086]  [RISEJEM] 10 LA 10 & . M 2- A4 -3- (4- SURTAEL 255 -5 kg
FEON PR AR B R AR 2—- A4S —3- (4- AR 2 55 ) —5— ML me LA e Al i s . 7 2
57. 1%, 'H-NMR: & 10. 13 (s, 1H, NH), 8. 84 (s, 1H, Ar-H), 8. 89 (s, 1H, Ar-H), 8. 35 (s, 1H, Ar—H)
,7.75(d, J=7. 6Hz, 2H, Ar-H), 7. 66 (t, J,=8. 4H1z, J,=8. OHz, 3H, Ar-H), 7. 45 (d, J=8. 8Hz, 1H, A
r-H), 6. 11 (s, 2H, NH,), 3. 62 (s, 3H, OCH,) .

[0087]  SEjifs) 12 2- ZWEE I —6-[2- G —3-(4- FAREELE FD-5- kgt 1-1, 2, 4- =
M [1,5—a ] FEARE (1) HIHI4

[o088]  [FJSLjaf 1. FHERFRPRACEIRIREN . 7 38 55. 5%,

[0089]  SEjififf] 13 2- ZBEEIE —6-[2- & —3-(4- H AR D -5- kgt 1-1, 2, 4- =
M [1,5-a ] FEAkRE (1) KIHI4%

[0090]  [AJSEjEf] 1. A AN e — K. 72 60. 2%.

[0091]  SZjifi] 14 2- ZBEEHE —6-[2- 5 —3-(4- |AEMEFL A FO-5- kg dt 1-1, 2, 4- =
Me [1,5-a ] FEAkRE (1) KIHI4

[0092]  [A]SEjEf] 1. FHDYSPRAACES & i — K. 72 59. 8%.

[0093]  FLfied v Pk I B8 AIE

[0094] &y T B 3iF 6-(5— N WE B ) -1, 2, 4— = Wk 3 A wE 284k & W 1 B R v, R
LA 4- gk L —6-[2- S —3— (4— 98 < il B 2 3 -5 b e 3 ] ME Ik ( ST J. Med.
Chem. 2011, 54, 4735 - 4751 fRI& [1E M 1P 4L G400 ) 4 FH PR B2, SR AR S MTT 5300 &
THAEY L~ 11 XG5l 40 M HCT-116 FUN IR Toses 40 i UST i A= KA i/ H

[0095]  BGAE AV -

11
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[0096] A b3 Al i 8d 4 43 AR5 IR AE 2 10% /A VS 1K) RPMT 1640 Ri vk, W A E&H R
100U » mL ', BE#E 2 1001w g » mL ', T 37°C . 5%C0, B 7EHE AL AR 9% .

[0097]  HY 0. 3% FE A i A0 UG B 1 b 48 i, 75 10% /AR IfLTE 1) RPMI 1640 35 7% Fic il 40 Jie
BV WP R 6 X 10° NI / 2= TFF . T 96 FLEFIRAR A REFLEERF 200 1 L (Z95 1000 />R
AL, 3T CHEFE 24h, 25 FH DMSO W5, M BERL 10 mol « L7 2541 (b & 1 ~ 11,
DL BRTEZ9) NN 254, R 25 1% s AR FE S 10 °mol » L, MR IE R 5 1 FAT L. XTI
HIMN G 24 255 R BRI, B T 37°C %00, ¥ 7548 Th 15 9% 48h J5 35 3595, B FL N
20 L 5mg e mL’ [ MTT ¥V, 158 4h J5, 57 5 BIE L LA DMSO 150 v L, BERG 5
FBEFRAAE 570nm T I D' 25 FEAE (0D

[0098] &5 -

[0099] LAy 71T HE Ak 2 1y firh 8 &40 i oAy %o HEAH, 42 B 3SR 25 4000T 028 440 i ) 0 il %
[0100]

Xt B2 P ODAE — 4 2541 ¥ ODAE
XA TS ODE

b e £ = x100%

[o101] &5 .

[0102]  LIRRIGSE R LRI 2 B iTAEEML A 1 ~ 1L AEWRFE A 1X 10 mol »L
I N 45 e 40 M HCT 116 R0 A i e o 4 i UST () 383 BoA B 2 i3 ai /E A o

[0103]  IXZRHH 6- (5 nkmE L ) —1, 2, 4- —MeIEubme L 54, Be% F T & BUhs 254 1
50, TT LUK 12 259 1 B 77 < B BE ) T B 5 Ry B

[0104] AP A fy gk S S0Z 25 500 B A 1% 230 S 10-500mg, 3% L6 2547 551 w] 422
5 AR R R S T2 e X T R RO B, IR K B B 20-200mg . I HAN K
B K 1R 0 R3] o m] 5 A 24 P ARl 60 58S )« e 551 5 ) S T SR O A A,
VERT RIURS A2 0 FLBE L AT YR 22 5R LR BE I AZ SR S A ML e I SRS S ERRIAS L -
18 —80 5 L0l KR IR R B IR AR 5
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