Optimization of antimalarial, and anticancer activities of (E)-methyl 2-(7-chloroquinolin-4-ylthio)-3-(4-hydroxyphenyl) acrylate
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In this research, the synthesis of new compounds using the experimental approach of molecular variation and
evaluation suggested a possible, antineoplastic activity. Synthesizing a series of benzoates describes substituted
(E)-methyl 2-(7-chloroquinolin-4-ylthio)-3-(4-hydroxyphenyl) acrylate (2–15), based on a method of synthesizing
three linear steps, where the key step involved the reaction of modified Steglich esterification.
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Chemistry

Scheme 1. Synthesis of 4-[(E)-2-(Methoxycarbonyl)-2-(7-chloroquinolin-4-ylthio)vinyl]-phenyl benzoate derivatives 2–15.

Scheme 1 shows the general synthesis of the corresponding ester compound 2-15, were obtained under a
modified versión of Steglich esterification reaction between different benzoic acid with phenol 1 using N-(3dimethylamino)-pyriethylcarbodiimide hydrochloride (EDC) in dichlorometane (DMC) at room temperature.4
Biological
The effect of compunds 1-15 on cell viability was assesed by the MTT [(3-(4,5-dimethyl-2-thiazolyl)-2,5diphenyl-2H-tetrazolium bromide)]in vitro cytotoxicity using human lymphocytes freshly isolated from normal
donors and two different human cancer cell lines: HL60 (acute promyelocytic leukemia), and Jurkat E6.1
(acure lymphocytic leukemia).
Table 1

Most of the synthesized compounds, except for analogs 2–6, 8, and 10–12, displayed cytotoxicity againstcancer
cell lines without affecting normal cells. The potency of the compounds was 15>> 1, and 14 > 7, 9, and 13. Flow
cytometry analysis demonstrated an increase in apoptotic cell death after 24 h. The compounds may affect
tumor cell autophagy and consequently increase cell apoptosis.
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