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STUDIES ON HEART-PROTECTING MUSK pH-DEPENDENT GRADIENT-RELEASE b D0 0 R
SONG Hong-tao; GUO Tao; ZHANG Ru-hua; MA Yan; LI Xian; Bl Kai-shun F Hhgh
b R
Abstract: ) RN 5

b pHIKH TR EERE 25 R L

AIMTo prepare heart-protecting musk pH-dependent gradient-release pellets and investigate the drug b H i
release in vitro and in vivo. METHODSThe pH-dependent gradient-release pellet system was prepared by F AKHN 2403 112~
using HPMC, Eudragit L-30D-55 and Eudragit L100-Eudragit S100 (1:5) combinations as coater. The
release of borneol and total ginsenoside from pH-dependent gradient-release pellets were determined b okt is

according to the method of Pharmacopoeia of the People's Republic of China (2000) in the simulated

gastrointestinal pH conditions. The gastrointestinal transit and disintegration of pellets was investigated b ik

by using y-scintigraphic trace in volunteers. The pharmacokinetics of borneol of heart-protecting musk kKA
pH-dependent gradient-release pellets was studied in 6 healthy volunteers by GC methods. RESULTSThe W

f, value of release data of borneol and total ginsenoside of the heart-protecting musk pH-dependent b
gradient-release pellets was 79.6 in the simulated gastrointestinal pH conditions. The y-scintigraphic

trace evaluation demonstrated that the pellets coated with HPMC, Eudragit L-30D-55 or Eudragit L100- b HETF I

Eudragit S100 (1:5) combinations can disintegrate in stomach, duodenum and jejunum or ileum. The PubMed

gastrointestinal transit time of pellets was about 5 hours in fasted state and about 6 hours in fed state. b Article by
The concentration-time curves of borneol of heart-protecting musk pills fit in two-compartment model. .

The pharmacokinetics data showed that borneol had a short time of absorption and elimination. The b Article by
mean residence time (MRT) of borneol of heart-protecting musk pills was 2.61 hours. The plasma F Article by
concentration of borneol of heart-protecting musk sustained-release capsule which consisted of three F Article by
kinds of p(_ellets coated with HPMC, Eudra_git L—30D—5_5 or Eudragit L100-Eudragit S100 (1:5) combinations b Article by
was steadier than those of heart-protecting musk pills, its Chhax Was lower than and Tax Was near to e

those of heart-protecting musk pills, its MRT was 4.0 hours, and its relative bioavailability was 96%.
CONCLUSIONThe lipidsoluble borneol and watersoluble total ginsenoside of heart-protecting musk pH-
dependent gradient-release pellets can release simultaneously while sustained-releasing in vitro. The
heart-protecting musk pH-dependent gradient-release pellets had the characteristics of pH-dependent
gradient-releasing and disintegration while transiting in gastrointestinal tract. A characteristic of gradient
sustained-release was shown in the concentration-time curves of borneol of heart-protecting musk
sustained-release capsule in volunteers.
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