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AVALIAGCAO DA LIBERAGAO IN VITRO DE CETOPROFENO A
PARTIR DE PELLETS REVESTIDOS COM DIFERENTES
POLIMEROS ACRILICOS

in vitro evaluation of ketoprofen release from pellets coated with
different acrylic polymers

RESUMO

Introducdo e objetivo: O cetoprofeno é um antiinflamatério ndo-esteroidal que apresenta
diversos efeitos colaterais apds sua absor¢do oral. O uso do cetoprofeno no tratamento de
condicdes inflamatdrias do célon pode ser otimizado pela sua veiculacdo em sistemas de
liberacdo colon-especifica, desde que os mesmos minimizem a absorcdo sistémica dos
farmacos, favorecendo assim seus efeitos locais. A aplicacao de revestimentos baseados em
copolimeros derivados do 4cido acrilico é uma estratégia utilizada para obter sistemas
colonicos de liberacdo. O objetivo deste trabalho foi estudar a liberagdo de cetoprofeno a
partir de pellets revestidos com dois diferentes polimeros acrilicos (copolimero &cido
acrilico-metilacrilato-metilmetacrilato 7:3:1, AAMM, ou copolimero do acido metacrilico-
metilmetacrilato 1:1, AMM). Metodologia: Os pellets foram obtidos pelo processo de
extrusdo-esferonizagdo. A secagem e a aplicagdo do revestimento foram realizadas em leito
fluidizado. O ganho de massa dos pellets revestidos esteve de acordo com o preconizado
pelos fabricantes. A liberagdo in vitro foi estudada em dissolutor BIO-DIS (aparato III) e o
teor do fadrmaco liberado foi determinado por espectrofotometria. Resultados e discussao:
Pellets ndo revestidos apresentaram liberagdo rapida e completa do farmaco. Pellets
revestidos com AMM liberaram em torno de 20% de farmaco em pH 6,8, seguido de rédpida
liberacdo em pH 7,4. Pellets revestidos com AAMM mostraram liberacdo gradual e
incompleta (~50%) apenas em pH 7,4. Conclusido: Diferentes polimeros acrilicos, aplicados
conforme sugerido pelos fabricantes, levaram a diferentes perfis de liberagdo de cetoprofeno
a partir de pellets de celulose. O ganho de massa dos pellets consiste em pardmetro
fundamental para modular o perfil de liberacdo coldnica do cetoprofeno. Agradecimentos:
CAPES, Colorcon e Evonik.
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ABSTRACT

Introduction and Objectives: Ketoprofen is a nonsteroidal anti-inflammatory drug which
showed several side effects after oral absorption. The use of ketoprofen in the treatment of
inflammatory conditions of the colon can be optimized by drug incorporation in colon-specific
delivery systems, since they minimize systemic absorption of the drugs, thereby facilitating their
local effects. The application of coatings based on copolymers derived from acrylic acid is a
strategy used to achieve colonic delivery systems. The objective of this work was to study the
release of ketoprofen from pellets coated with two different acrylic polymers (acrylic acid-methyl
acrylate copolymer, methyl methacrylate 7:3:1, AAMM, or copolymer of methacrylic acid-methyl
methacrylate 1:1 AMM). Methodology: The pellets were obtained by extrusion-spheronization.
The application of the coating and drying were carried out in a fluidized bed. The mass gain of
the coated pellets was in line with the recommendations of the manufacturers. The in vitro release
was studied in a BIO-DIS dissolutor (apparatus IIl) and the drug released was determined by
spectrophotometry. Results and discussion: Uncoated pellets showed rapid and complete release
of the drug. AMM coated pellets released about 20% of the drug at pH 6.8, followed by rapid
release in pH 7.4. Pellets coated with AAMM showed a gradual and incomplete release (~ 50%)
only at pH 74. Conclusion: Different acrylic polymers applied as suggested by the
manufacturers, have led to different ketoprofen release profiles from cellulose pellets. The mass
gain of the pellets is a fundamental parameter to modulate the colonic release profile of
ketoprofen. Acknowledgments: CAPES, Colorcon and Evonik.
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