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RESUMO: As 4-tiazolidinonas sdo moléculas de grande interesse cientifico devido as suas
propriedades quimicas e ao extenso espectro de atividades bioldgicas, como
antimicrobiana e antitumoral, dentre outras. Nesta presente comunicacdo objetivamos a
sintese e a avaliacdo da atividade citotdxica frente a células neoplasicas de novos
derivados 5-benzilideno-4-tiazolidinonas obtidos a partir de 4-piridinocarboxialdeido. A
sintese dos derivados 5-benzilideno-4-tiazolidinonas foi realizada por condensacdo de
Knoevenagel entre o grupo metileno do anel 4-tiazolidinona e o grupo carbonila de
aldeidos aromadaticos usando uma base, piperidina, em solu¢cdo etandlica, com
rendimentos entre 65% e 77%. Para os testes citotdxicos foram utilizadas células NCI-
H292 (obtidas de carcinomas mucoepidermdéide de pulmdo humano) e Hep-2 (derivadas
de carcinomas epidermdide de laringe humana). Os testes foram realizados em
concentracgées de 10, 5, 2,5 e 1,25 ug/mL. Dos compostos testados o 5-(4-dimetilamino-
benzilideno)-4-tiazolidinona foi o que apresentou melhor porcentagem de inibicdo celular,
com uma ICsy de 1,74 ug/mL para células da linhagem NCI-H292. Compostos contendo o
anel 4-tiazolidinona vém, nos ultimos anos, ganhando importéncia junto a comunidade
cientifica. Neste trabalho destacamos o potencial deste composto para atividade
antiproliferativa para células NCI-H292. Este resultado torna-se incentivador para novos
estudos da atividade citotdxica de 4-tiazolidinonas.
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Synthesis and cytotoxic activity of some new 5-
benzylidene-4-thiazolidinones

ABSTRACT: From a biological perspective, the 4-thiazolidinones are of great scientific
interest due to its chemical properties and the wide spectrum of biological activities such
as antimicrobial and anti-tumor, among others. In this communication we aimed the
synthesis and evaluation of cytotoxic activity against the neoplastic cells of some 5-
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benzylidene-4-thiazolidinone derivatives obtained from 4-pyridinecarboxaldehyde. The
synthesis of the 5-benzylidene-4-thiazolidinone derivatives was performed by
Knoevenagel condensation of 4-thiazolidinones and with suitable aromatic aldehydes,
using piperidine as base in refluxing ethanol, providing compounds with a good yield
ranging from 65% to 77%. The in vitro cytotoxic activity was performed by MTT assay
against two human carcinoma cell lines: NCI-H292 (obtained from mucoepidermoid
carcinoma of lung) and HEp-2 (obtained from epidermoid carcinoma of the larynx). The
tests were conducted at concentrations of 10, 5, 2.5 and 1.25 ug/mL. Among the
compounds tested 5-(4-dimethylamino-benzylidene)-4-thiazolidinone showed the best
percentage of inhibition of cells with an IC50 of 1.74 ug/mL for cell line NCI-H292. 4-
Thiazolidinone compounds come in recent years with increasing attention to the scientific
community. In this work we are highlighting the potential of this compound for anti-
proliferative activity for NCI-H292 cells. This result is encouraging for further studies of
the cytotoxic activity of 4-thiazolidinones.
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