$29% HsH
2014 4F 10 H

RE#BEREER

Journal of Tianjin University of Science & Technology

Vol.29 No. 5
Oct. 2014

DOI:10.13364/j.issn.1672-6510.2014.05.003

78 Caspase-3 HIHIF] 1, 2 FH FEEME_3—FR—
1, 4-"HBR-1, 2, 3-=ETEMHNEK

oMY, RS, RIES FxEH, om W
(1. KHEPBH RSB, KA 300457; 2. RE\BHERFAEY TRERE, K 300457;
3. RETTEPREYEHBEMREE, K 300457)

W E. AR Caspase-3 A F HdphEMaERE D TIRA, A“EERRERT — 45 1,2 K gk
3-EA-1,4-=FAK-1,2,3-Zr K474 4. i@ id kIl Caspase-3 #= Caspase-7 #74H] & HK Z I, &4 Tc *F Caspase-3
B RIF IR B ICso 53] 11.0 = 1.2 nmol/L. 4 T #4769 32 fifiX $ibA-4h &5 Caspase-3 H O wiig L AAEX,, 347
THTxEER RN, KeH Tc 5HROFERESEARIFHESEX, BRIk T 254 B A RIF 64k sh
Caspase-3 47 #& 4.

KA IR 1, 2RI SRR3R A FXfHE; fd N Caspase-3

HESES: RI14.2 SMERARERD: A XEHS: 1672-6510(2014) 05-0010-05

Synthesis of 1, 2-benzisothiazol-3-one-derived 1, 2, 3-triazoles
as a Novel Class of Caspase-3 Inhibitors
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Abstract: In order to get a non-peptide inhibitor with higher inhibitory activities against caspase-3,a series of 1,2-
benzisothiazol-3-one-derived 1, 4-disubstituted 1,2, 3-triazoles was prepared using the “click reaction” and evaluated as
inhibitors against caspase-3,-7. The most potent caspase-3 inhibitor was found to be 7c¢ with ICs-values of 11.0 +
1.2 nmol/L. Moreover, in order to better rationalize the action and the binding mode of these compounds, docking studies
were carried out. The result suggests that there is good binding mode between 7c and caspase-3 protein.
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Fig.1 Synthesis pathway of target compound 7
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Fig.2 NMR spectrum of compound 7¢
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