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A CONVENIENT ROUTE TO
4-ARYL-3,4-DIHYDRO-1H-QUINOLIN-2-ONES

Agnese Stikute, Inese Mierina, Mara Jure

Faculty of Material Science and Applied Chemistry, Riga Technical University
Azenes Str. 14/24, Riga, LV-1048,

inesem@ktf.rtu.lv

3,4-Dihydro-1H-quinolin-2-ones containing hydroxyl group in benzene ring are
starting compounds for synthesis of phosphodiesterase inhibitor Cilostazol and
atypical antipsychotic and antidepressant Aripiprazole. Our studies were devoted
to synthesis of 4-aryl-3,4-dihydro- 1 H-quinolin-2-ones 1, mainly substituted with
methoxy groups in both aromatic rings. It is well known that compounds 1 can be
obtained by internal cyclization of cinnamoyl anilines.! We found out that anilides
2 also can be successfully used for synthesis of target compounds 1. Taking this
into account, we developed a new convenient method: one pot direct preparation
of quinolinones 1 by heating of malonanilic acids 3 and aromatic aldehydes in
triffuoroacetic acid without isolation of cinnamoyl anilines 2. The crude products
of this procedure contained up to 90% of 1H-quinolin-2-ones 1. The antiradical
properties of obtained compounds 1 have been tested.
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