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Preparation Process and in Vifro Release Rate of Emedastine Difumarate Sustained -

Release Capsules
ZHANG Hongmo ,WU Xiaochun ,HE Yong,YUE Zhiwei, HUANG Jin,GUO Zhengyi
(Sichuan Defeng Pharmaceutical Co. ,Lid. ,Meishan,Sichuan,China 620000)
Abstract: Objective To prepare Emedastine Difumarate Sustained — Release Capsules, and to investigate the effect of different
coating weight gain on its in viiro release rate. Methods The fluidized — bed bottom spray coating process was used to prepare the
Emedastine Difumarate Sustained — Release Capsules with hydroxypropyl cellulose (HPC) as the pore — forming agent, triethyl citrate
(TEC) as the plasticizer, and ethyl cellulose (EC) as the blocker. The high — performance liquid chromatography (HPLC) method
was used to determine the content and in vitro release rate of emedastine difumarate,and its release rate was compared with that
of reference preparation. Results When the coating weight gain of Emedastine Difumarate Sustained — Release Capsules was 12. 0%,

13.5% and 15.0%,the similarity factor (f,) of its in vitro release curve relative to the reference preparation was 69.9,89.6 and

74. 1, respectively. Conclusion

The established preparation process is feasible, and Emedastine Difumarate Sustained — Release

Capsules with the coating weight gain of 13.5% has the similar in vitro release rate to the reference preparation.
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Fig.1 Main process parameters of fluidized — bed bottom spray coating
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Fig. 2 Screening of prescription of sustained — release coating
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®1 ARZBESREENMEIIRRBERERZIE (2 = 6)

Tab.1 Effect of sustained — release coating with different weight gain on the in vitro cumulative release rate (n =6)

GRETRF K 0.5h 1.0h 1.5h 4.0h 6.0h 12.0h

¥ | Ak A (X +5,%) (X +5,%) (X +5,%) (X +5,%) (X +5,%) (X +5,%) %
12. 0% 29.2+1.8 44.2+1.1 54.2+1.8 79.5+1.5 82.5+2.4 95.4+3.0  69.9
13. 5% 27.6+1.5 40.9+0.9 51.3+1.3 75.0+1.6 78.1+2.8 89.1+2.8  89.6
15. 0% 26.3+1.7 38.4+1.4 47.4+2.1 71.9+2.5 76.6+2.0 85.3£2.6  74.1
A Yo F 26.8+1.5 39.5+1.7 50.4+1.9 75.5+2.4 80.3+1.5 90.2+3.3

F2 MERWERER(n=06)
Tab.2 Results of the accelerated test (n =6)

BB B l)ﬁ\fl _ LA _ 24 A _ 3NA _ 64 A
BR¥E (X£5,%) (X+s5,%) P (Xzs5,%) P (X+s5,%) P (X+s5,%) PIL
12. 0% 0.5h 20.2+1.8 28.6x2.1 0.607 29.0+1.5 0.839 28.8+2.2 0.738 29.7+1.4 0.302

1.5h 54.2+1.8 55.0+2.5 0.539 55.1%2.8 0.523 54.7+2.6 0.707 55.4+2.4 0.351
6.0h 82.5+2.4 83.2+2.9 0.659 83.5+3.2 0.554 82.7+3.3 0.907 84.1+3.0 0.332
13.5% 0.5h 27.6+1.5 25.9%2.3 0.160 26.8+2.0 0.451 27.9+2.1 0.782 28.7+2.5 0.337
1.5h 51.3+1.3  50.6+1.7 0.442 51.9%2.2 0.578 52.1+2.8 0.540 52.5+2.5 0.32l
6.0h 78.1+2.8 78.8%3.1 0.690 79.7+2.7 0.337 79.3+3.3 0.512 79.7+3.4 0.395
15. 0% 0.5h 26.3+1.7 27.2+1.8 0.394 26.9+2.2 0.609 27.7+2.5 0.283 27.5+2.4 0.341
1.5h 47.4+2.1 48.1%2.7 0.627 47.9+3.0 0.745 48.5+2.6 0.439 48.8+2.3 0.297
6.0h 76.6£2.0 77.0+2.8 0.782 77.2+3.2 0.705 77.7+3.5 0.519 76.9+3.8 0.911
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