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Introduction

Isatin is a heterocyclic nitrogen compound that has attracted much
Interest _In recent years due to its diverse biological anc
pharmacological activities. It can be used in many medical and

.biological applications, such as antidiabetic, antibiotic, anc
anticancer agents. Put Ref. Number
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BIOLOGICAL APPLICATIONS OF ISATIN DERIVATIVES

The anti-cancer activity of Isatin derivatives shown below

N—OH
NHOH /

\\\<i::>\j(NHOH

o i /a= -H o
b= 5.F b= 5-F
c = 5-Cl & =5eCl
_ J)Jd=5-Br _Jd=5-Br
R="% o=5:CH R_<e=5CH3
f = 5-OCHyj f = 5-OCHj3
g=7-Cl g = 7-Cl
~ \h=5—N02

Put the general name of the compound




Isatin derivatives as anti-cancer activity

Put the general name of the compound
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ABSTRACT

A hybrid pharmacophore approach was used to design and synthesize isatin-benzothiazole analogs to
examine their anti-breast cancer activity. The cytotoxicity of these compounds were determined using
three different human breast tumor cell lines, MDA-MB231, MDA-MB468, MCF7, and two non-cancer
breast epithelial cell lines, 184B5 and MCF10A. Although all compounds examined were quite effective
on all the cancer cell lines examined, the compounds 4-bromo-1-diethylaminomethyl-1H-indole-2,3-
dione (21) and 4-chloro-1-dimethylaminomethyl-3-(6-methyl-benzothiazol-2-ylimino)-1,3-dihydro-
indol-2-one (5e) emerged as the most active compounds of this series. Importantly, the cytotoxic effect
of 21 was 10-15-fold higher on cancer than non-cancer cells, suggesting that this compound can be very
effective for the control of breast cancer with low side effects. Since 21 showed effective cytotoxicity on
MCF7 cells and arrested the cells at G2/M at a similar concentration, these two phenomena may be clo-
sely correlated. We conclude that the isatin-linked benzothiazole analog can serve as a prototype mole-
cule for further development of a new class of anti-breast cancer agents.
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