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Synthetic technology of deferasirox
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Abstract: Objective To synthesize deferasirox and optimize its synthetic technology. Methods Deferasirox, an orally available iron

chelator, was synthesized by cyclization of salicylaldehyde chloride with salicylamide and 4-hydrazinobenzoic acid, in which

salicylaldehyde chloride was prepared with salicylic acid and thionyl chloride under normal temperature. Results Deferasirox was

prepared with an overall yield of 59.36%. Conclusion The improved technology could increase the yield of deferasirox.
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R K 254 nm, AR 1.0 mL/min]. 'H-NMR
(DMSO) ¢: 129 (s, 1H), 82 (d, J=9.8 Hz,
1H), 8.0 (d, J=9.56 Hz, 1H), 7.9 (m, J=8.96 Hz,
1H), 7.8 (d, J=9.48 Hz, 1H), 7.6 (m, J=8.44 Hz,
2H), 7.1 (m, J=8.4Hz, 2H).

2.3 MHREFMIERL (k&YW 3 MHE

7E 250 mL = FGEIR I AN 28 FE R HT PR (6.85
g, 0.05mol), Z&1H/K 10 mL, FEHEHMPIR, KT 5
C RN ERR 12.5 mL, K - thiydHie-5 C,
TERERE T IS VAR RSN (3.5 g, 0.05 mol)
WT/DEK (8g) MMIARBEAT HEAL RN, 2
il N FEAR T 5 °C, SN e e gkt #E 30

O

HO

HO

NH,
3

H

min, SRJERILE BT AR 5 CH)
WS (25.2 g, 0.2 mol) ¥ T 7K (100 mL) )
W, T UGHRE FHERE 30 min, FHEZ 80 C,
R 1.5 h, FELOEBAERHEEE, A2 SR,
S AN AR IR IR AL 2 pH 3, 79RPREEZEEEh WG £h U1
VE, RN, WTEEH, /SOty 83 g WE
88.3%.
24 R FEMEE

BALAY 3 (3.8g, 0.02mol) ] 30%NaOH i
WpHEHR 6, fiHE, WHESE, 4 XKE, WIEA
XPRRIERIE o F o 2 B TRediid, InAAEY) 2 (5.0
g, 0.02mol), 7EJL/KLEFEW (75 mL) H R R
N2 ho #H, Frifighidh, 38, H 10 mL /K LREE
Pk, T, OB - KELS W, BT~ 63 g,
W% 84.45% . mp 264~265 ‘C (XHkIRIE mp
267.5~268 CD, />4 98.7% [HPLC [fifI—
WRETHEE, Ultimate™-C g (434 (250 mm X 4.6 mm,
5um), WEIAHZME - 7K (70 2 30), #nillk K 248 nm,
A 1.0 mL/min]. 'H-NMR (DMSO) J: 12.9
(s, 1H), 8.2 (d, J=8.24Hz, 2H), 8.0 (d, J=7.64
Hz, 2H), 7.9 (m, J=8.56 Hz, 2H), 7.8 (d, J=8.24
Hz, 2H), 7.6 (m, J=7.64 Hz, 2H), 7.1 (m, J=7.33
Hz, 2H).
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Fig. 1 Synthetic route of deferasirox
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