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Abstract
246174

We designed, synthesized, and evaluated a series of benzamides, processing 4-
(methylsulfonyl)phenyl pharmacophore as cyclooxygenase inhibitors. Sixteen designed compounds

were two secondary benzanilides (I and Il) and fourteen tertiary benzanilidesb(III-XVI) containing

different alkyl or aralkyl substituents.

H 'T m R=CH, R'=H
N N_ _O v R=CH), R'=H
v R = CHyCgH R=H
HaC_ o] HsCo Vi R=CH,COOC,H; R'=H
A N VI R=CH,COOH R'=H
o i vl R=CH, R=F
: X R=CH, R=CH,
s
2 9 X R = CH, R'=H
_R X1 R=C;sHy, R'=H
N N Xl R=CHCeHs R'=H
HaC HiC X1 R=CH,COOC,H; R'=H
0//1\0 o//s\o XIV  R=CH,COOH R'=H
- XV R=CH, R=F
XVl  R=CH, R =CH;,
ey

The synthetic scheme started from the synthesis of N-(4-(methylthio)phenyl)benzamides and 4-
(methylthio)-N-phenylbenzamides by the acylation of the corresponding anilines with the
corresponding benzoyl chlorides. The alkyl or aralkyl substituents were introduced by subsequent
N-alkylation of the obtained benzanilide. Finally, target benzamides, processing 4-
(methylsulfonyl)phenyl pharmacophore were then synthesized by oxidation with Oxone®. Their
structures were confirmed by, IR, 1H-NMR, 13C-NMR and HR-MS Spectroscopy. The designed
compounds will be subjected to evaluate for their ability to inhibit the cyclooxygenases, COX-1 and
COX-2. In vitro whole cell assay in murine COX-1 or COX-2 null fibroblast cell line suggested that

these compounds showed low potency against COX but processed selectivity with COX-2 in some

extent.
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