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Synthesis of anti-allergic drug: acitazanolast hydrate
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2.1 BMAERFH Q)4 & LB 200 ml, KB 220
ml, B JFEERK 100 g, AR IR G 72 2C0. 7 moD) , [ i
RN 1 h, AT E, [ R O WEVE B0 . IR BUE G 7
R RIS ) 1) 8 4% F bR 4 e A R R TR 9V, pH >
10,0 WERR LAWY, WA B S BRAR I 3 K, K 40
ml, M 2 mol « L '#i 2 120 ml 4r 3 W3 HL, 32 WU om A
AR BER B pH=10, A 120 ml £ 8 LR 4 3 IR IL,
B CR LT R ZE LV R A R A K 56. 3 g,

2.2 3-(IH-we-5-F) K (2) 96 & MEEEFNE,53
g(0. 45 mol) , = ZL % 95 g(0. 94 mol) , 1 HE T 2% 1 7 fin e &7 2
49.5 (0.5 mol) , 1% 200 ml, B & 89,41 g(0. 63 mol) ¥ 7]
U 12 h, AR5 U8 25 2 B R 1) SR A ) R ALK 1000 ml, M
AW ERFRAE VAW pH fHM 2~3, 3k, KSR EOR S 0
B, KI5 A EE & 58 ¢(0. 34 moD), WH.80%
2.3 2-AAR-2-[3-(IH-w-5- 2 X AR 8 — K&
(D) & &  HELE 24 g(0.19 moD) ,i& T 80 ml JosK Z Bk,
P HE T 18 3% A& 10 (0. 06 mol) 3-(1H-PU & ME-5-38) 4 fike
B 300 ml Jo7K & Fil TR B R L 5 45 i S R FE R B 10°C L, 4
3hifke, EREETEEIHAK 500 ml, 4kE 5 1 h. 44
Ja Uk AR, R IEE K E A L R R B, 15 A
WA 12 g . 84%, m. p. 247.4~248.5°C, IR (KBr):
voud 494. 44 w,vnn 3 308. 46 s,v_cpy 3 116. 45 w, d—cn
1.992.14 woue—o,1 679. 30 s; HNMR (400 MHz, DMSO-d; +
H,0)5:7.58(t, 1H, J=8 Hz),7.78(d, 1H, J=8 Hz),7. 89
(d, 1H, J =8 Hz),8. 56 (s, 1H ), 10. 88(s, 1H,CON-H),
MS(EI, 70 €V, m/z):233[M—18],205,189,161,133,117,
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