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Study on pharmacokinetic and gastrointestinal distribution study of mesalazine

enteric-coated sustained-release granules in rats
HU Bei, SHI Ying, ZHANG Chaoshen, XU Zihua(General Hospital of Northern Theater Command, Shenyang 110000, China)

[Abstract] Objective To evaluate the pharmacokinetics of the new mesalazine enteric-coated sustained-release granules
in SD rats and their distribution in the gastrointestinal tract, and to understand the preclinical pharmacokinetics and gastrointestinal
distribution characteristics of the preparation. Methods Rats were administered orally to determine the drug concentrations in
plasma samples and in the gastrointestinal tract. The commercially available mesalazine sustained-release granule was used as a
reference to self-developed one to evaluate the process of absorption and elimination in vivo, relative bioavailability, and
distribution in the gastrointestinal tract. Results The relative bioavailability of mesalazine enteric-coated sustained-release granule
and non-enteric-coated one characterized by mesalazine was 89.62% =+ 9.36%. After oral administration of mesalazine enteric-
coated sustained-release granules, the drug has a high concentration distribution in the stomach within 2-8 hours, and gradually
enters and remains in the jejunum, ileum and colon over time for 6-12 hours and then reaching a high concentration distribution in
the colon. This help for the absorption of mesalazine, as well as the fixed-point release of the drug to produce a therapeutic effect.
Conclusion The absorption and elimination process of mesalazine enteric sustained-release granule showed linear kinetic
characteristics. There was no significant difference in pharmacokinetic parameters from the commercially available formulations,
and it had a certain fluidity in the gastrointestinal tract. Good gastrointestinal distribution characteristics help the absorption of drugs
in the body and the targeted release of the site of action

[Key words] mesalazine; enteric sustained-release granules; pharmacokinetic; rats; gastrointestinal tract
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KAtk 258 H ) .

1.3

fathlE . AE SD KR, /KT 180 ~ 220 g, MfE | Ak
B 58, 0% 6 ~ 8 A, W A IS e LK sh )
HBRTHEA T [VFAIUES SCXK(71)2012-0005],
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Fr e 2T, SR i R AR N A9 B0 A 00 R, 15
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