
Segundo Simposio lberoamericano
de Química Orgánica (SIBEAQ0-11)

Libro de Abstracts

8-12 septiembre de 2010
Santiago de Compostela, Esparia



Posters P0-131

SYNTHESIS, ANTIMYCOBACTERIAL EVALUATIONS AND THEORETICAL STUDIES
OF NEW NAH-OXOQUINOLINE DERIVATIVES

Santos FC,a Abreu PA,' Batalha PN,a Lourenço MCS,b Castro HC,' Ferreira VF,a Cunha AC,a
de Souza MCBV.a

aUniversidade Federa l Fluminense, Departamento de Química  Orgânica , Programa de Pós-
Graduação em Química, Outeiro de São João Baptista , 24020-141 Niterói, RJ  (Brazil).
E-ma il:  gqocica@vm.uffbr
bFundação Oswaldo Cruz, Instituto de Pesquisa  Evandro Chagas, Manguinhos, CEP
21040-030, Rio de Janeiro, RJ (Brazil).
'Universidade Federa l Fluminense, LABioMol, Depar tamento de Biologia  Celula r  e
Molecular , Outeiro de São João Baptista , CEP 24020-150, Niterói, RJ (Brazil).

Tuberculosis is a contagious disease caused by Mycobacter ium tuberculosis that remains a
serious public health problem.I The initial treatment with first choice drugs can be used
successfiilly in most of the cases and includes admininstration of oxoquinoline derivatives
like ciprofloxacin, moxifloxacin and levofloxacin.2 The emergence of resistant bacterial
strains increased the search for new options for the treatment of tuberculosis.I N-
Acylhydrazones have been reported to demonstrate anti-tubercular activity.3 Studies have
showed that the hydrazone group plays an important role for the antimycobacterial activity.4
In this study we synthesized and tested the antimycobacterial activity of nine acylhydrazone
oxoquinoline derivatives (2a-21). The structure activity relationship analysis established the
stereoelectronic properties important for the biological activity profile of the active compound
2e in comparison to the others. These new lead compounds and the analysis of their molecular
properties may be useful for designing new and more efflcient antibacterial drugs.

0 0 O 0 0 Ar

CO2Et Rts._
I ' o l I

L11 U Á

5a, R1 = H
5b , R1 = Cl

6a, R1 = H
6b, R1 =Cl

N-N=c,H
1L1

4b, R1 = Cl
4e, R1 = H

O
NO2

4e, R, = Cl  and  Ar  = 2-fu ryl
4c, R, = Cl and Ar  = 5-bromo-2-th iophenyl
4d, R, = H and Ar  = 5-bromo-2-Ih iophenyl
4f , R, = H and  Ar  = 4-pyr idyl
4g , R, = Cl and Ar  = 4-pyr idyl
4h, R, = Cl and Ar  = 4-chloro-phenyl
41, R, = H and Ar = 4-chloro-phenyl

Scheme 1: Route I: hydrazine monohydrate 80%, ethanol, reflua 2h; Route Il. ArC HO, HCI (c. a.), Ethanol, 1h,
Route III: (5-nitrofuran-2-yOrnethylene diacetate, Et0H/H2504 50%, 1h.
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