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OH O OH OCH3;O  OCH3 ORy O OR,
KoCO3  reflux O‘O reflux g O‘O
HO CH; H,CO CH; H3CO CH;
0 0 0
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3a:R1=H,R2=CH3
and3b:R1=CH3,R,=H

OTs O OCH,
. o RCHNH 6 ocH, 5:n=2,R=N(CHg),
TsCl | - 6:n=3,R=N(CHs),
- P
(CH3),CO H3CO/ CHy O O 7:n=2,R=N(CH,CH3),
0 H5CO CH;  8:n=3,R=N(CH,CHa),
4 0

FRESME AR E IR R, KEAHKERITEY XS F B 40103 o G o
FH. A, AERaRSAEENMEER, M EYaRFEERK. A
HatEa (A-549) AARBENAREY; WAEEFHIEUL. HURKARKE
EMTAEMTR THEBTRENGY.

AEPRRGRT —MATHRTEENGY, LOoFERRLEPNAERTENNU
R¥ P Mg iR, 2T RERAN. AL AR RER. &FRH
IFNHRER, HAHRETHOR. BH. BKINA.

FLARSE A

AR A DT SR — S

LM 1.

KEE (1) WAH. BRRK4L.

W 1Kg B ft, Basst 20 B, A OShT U, EARLERREAK, &34
JEHL, WUE RS 500ml, A\ 3Mol B 100-500ml, EIYE 0. 5-1h &N 1500ml &,
BERE, HETE, 5 180s ROk, #BANTERABRNEKRRE, HL
BENEEREREH ZBEHELE, LA 5% (w/w) NaHCO, 3 H (6x100ml ), ZEEH
CEEE, AT, B 5% (w/w) NaCO ¥ (8x100ml), XERZEE, &HW 2
x 100m] K A SMol. ERE pH<d, Wk, THR.AWWE R, BAKELER 2.758
M AEE (1), FHWE IR, NR,Ms Fo L& AT R FH A

KE&E, B4 RES, np. 254-256°C, 'H NMR (DMSO-ds/TMS): & :2.35 (s,
3H,),, 6.50 (d, J=2.5Hz, 1H), 7.01 (d, J=2.5 Hz, 1H), 7.02(s, 1H),7.34(s, 1H),
11. 26 (br, 1H); IR(KBr), o/cm1: 3300,1675,1625; FAB-MSm/z (4): 271 [M+H]+,
TEAM CuHi0s) 1 SEZE (SHEM) /% C 66.73 (66.67), H3.69(3.73),

S 2



200810107095. 1 o P E3/4m

HE A (2) B4,

FREC2.1 g(7.8 mmol) KEFH (1), FHEEW KB 8 £(28. 6 mmol), AN
B WE 5 ml (25 mmol), FGER 190 ml, ## 16 h, K4, A, F|E, D
BEAFER %L, BREAREK,2. 28, FF 91. 8%, ¥ 4 226 ~ 228 °C. 1H NMR (CDC13/TMS) :
5 :2.46 (s, 3H), 3.95 (s, 3H,), 3.96(s, 3H,), 3.98 (s, 3H,), 6.76 (d, J=2. 5Hz,
1H), 7.09 (s, 1H,), 7.32 (d, J=2.5 Hz, 1H), 7.64 (s, 1H,); IR&KBr), o/cm-1:
3070, 2943, 2843, 1661, 1245; FAB-MSm/z (%): 313 [M+H]+, J5Z T (CisHiOs)
LG (HEAE) /% C 69.28 (69.23), H5.10(5.12).

LHA 3.

HE 4 (3a) Fu (3b) BEFMRNE £,

FREX 100 mg fh&4 (2) AuXN 15 ml JKEEBRZAE M 2 ml HBr/AcOH, AZIETH
BRE, fBE, S8, #ERELE (A7), BERLEEE 55 ng, F 55%, &
& 194~196 ‘C. 1H NMR (CDC13/TMS): &: 2.43 (s, 3H), & 2.51 (s, 3H), 3.91
(s, 3H), 3.99 (s, 3H), 4.03 (s, 3H), 4.05 (s, 30, 6.70 (d, J=2.5 Hz, 1H),
6.79 (d, J=2.5 Hz, 1H), 6.07 (s, 1H), 7.14 (s, 1H), 7.30 (d, J=2.5 Hz, 1H),
7.46 (d, J=2.5 Hz, 1H), 7.57 (s, 1H), 7.79 (s, 1H), 13.08 (s, 1H), 13.25 (s,
1H); IR(Br) o/cm=1: 3074, 2946, 2845, 1734, 1677, 1345; FAB -MSm/z (%):
299 [M+H] +, JL & 47 (CoHLO5) : SEME (+ 848 ) /%: C68.55 (68.45), HA. 70 (4.73).

LA 4.

FEEW (4) &,

FREL0.10 g iBAH (3), MmN 0.50g x4 XBEBLE, AN 100ml FE, 0.70g
WA, WMHER Sh, TRKRE, BRELSE GROK: LBIE=82), BXEE
B 0.03g, & 10% & 213~215 C, 'H NMR (CDCL,/TMS): &: 2.38 (s, 3H),
2.46 (s, 3H), 3.92 (s, 3H), 3.98 (s, 3H), 7.08 (s, 1H), 7.10 (d, J=2.5 Hz,
1H), 7.29 (d, J=8.0Hz, 2H), 7.62 (d, J=2.5Hz, 1H), &7.63 (s, 1H), 7.91(d,
J=8.0Hz, 2H); IR(KBr) o/cm™ 3090, 3020, 2925, 2847, 1670, 1338, 1251; FAB-MS
m/z%): 453M+H]", TTEAH Coln0,8) : SERE (F34E) /% C 63.81 (63.71),
H4. 40 (4. 45).

LA S,

- HE~-8-[[2- (ZWHEAHL) ZHAI-AH]-1, -ZFEHEH-9, 10-EER (5 W%
%

BHE0.1 g e (4) AluX 10 ml DMSO ZEfm N\ 0.10 g NN-— W R 7, =%, #
AARYP T, mAERK 4L, A I0FEAHE, ALROEER 4K, BRAKER—
K, RARBNTH, #RE (A F8=98:2) 4%, HERLEHK 0.04g, &
£ 41%, ¥ 158.3~160.7 C. 'H NMR (CDCL,/TMS): &: 2.361 (s, 6H), 2.467 (s,
3H), 2.688 (m, J=6.5, 2H), 3.406 (m, J=6.5 Hz, 2H), 3.919 (s, 3H), 4.017 (s,

5
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3H), 6.444 (d, J=2.5 Hz, 1H), 7.113 (t, J=2.5 Hz, 1H), 7.263 (s, 1H), 7.706
(s, 1H), 9.793 (br, 1H); IR(KBr) o/cm™3265, 2937, 2856, 1665, 1620, 1320,
1232; BSI -MSm/z (%): 369.5[M+H]" J& 24T (CulON) 1 SLRUE (HEME) /% C
68.56 (68.48), H6.50 (6.52).

BM7ETUHE (6), (1), (8) &M,

EHA 6,

AEF RHEATE Y5 s 40 Bk A K #3381 A

HBERLPHTENURRKARKE R X B R 408 (HL-60 ). FE 2000 (A-549),
NGl (Caco) WMMMBIER. RAMIT &, EHHE: 72h, WEHRAE,
AR E B 4B A K IR SO%EH LA IR E, W IC KT, ZRERIE L.

%141, 5~8 5t HL-60. A-549. Caco ZBfiAkEy 1C50 1

ICs, (pumol - LY

compd
HL-60 A-549 Caco
1 80. 4 61.1 27.1
5 43.9 36. 4 11.1
6 55.6 53.1 15.2
7 64. 2 17.6 17.7
8 44,5 16. 3 26. 3




