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Abstract

tablets and to study their in vitro releasing features. According to the cumulative release and floating capacity, for-

The aim of this study was to prepare raxatidine acetate hydrochloride ( ROX) intragastric retention

mulations were optimized by single factor screening and orthogonal design with 3 factors and 3 levels . The optimal
formula were ROX 75 mg, HPMC K100M-chitosan (0.15 Pa-s) (2 :

lactose 35 mg, magnesium stearate 3 mg. The optimized tablets could float within 3 min and maintain for over 8 h,

1) 140 mg, sodium bicarbonate 50 mg,

ideal sustained release characteristics in vitro coincided with zero-order kinetic and Higuchi equation. Prepared
tablets showed good floating during the whole release process, and sustained release properties. The formulation
and preparation technique were simple and feasible.
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BB Z0 8, Be i TR R B (¢) o 16,20,40, 80,
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2k :A =0.000 5¢ +0.000 7;r =0.999, 75 515 BH
ROX ¥ EEAE 16 ~ 140 wg/mL i [ P -5 WU ek
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Table 1 Effects of different preparation methods and tablet hardness on the floating property of roxatidine acetate hydrochloride ( ROX) intragastric

retention tablets

Floating property

Preparation methods

Tablet hardness/ ( kg/mm?)

Powder compression Dry granulation Wet granulation 34 5-6 >6
/s 30 20 10 15 30 > 180
t,/h >12 >12 >12 >12 >12 >12
ty:Initial floating time;¢, : Sustained floating time
S 100 . 100
% 801 § g0t
2 < L
[} L =2
g 60 S 60}
S 40+ °§ I
% B 40
g 20 = L
3 E 20}
0 . . . . . ! 8} L
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t/h
— & —Wet granulation ;—m—Powder compression;— a —Dry granulation
Figure 1 Effects of the different preparation methods of ROX intragas-

tric retention tablets on the drug release (x £s,n=6)
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Figure 2 Effect of different tablet hardness of ROX intragastric reten-

tion tablets on drug release (x £s,n=6)
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Figure 3  Effects of the different proportion of hydroxypropyl methyl
cellulose (HPMC) and chitosan ( CS) [ m(HPMC) :m(CS) ] of ROX

intragastric retention tablets on the drug release (x +s,n=6)
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2.4.4 HPMC-CS BEeh4 2 [EE 45 HAl AL
USRS ¥ HPMC K100M-CS 1 & 4> 51 & 80,
100,120,140, 160 mg, il AZLBE IR &, #il & B
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Figure 4 Effects of different weight of HPMC-CS in ROX intragastric

retention tablets on the drug release (x +s,n=6)
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Table 2  Effects of the amount of NaHCO; in ROX intragastric reten-
tion tablets on the floating property

m(NaHCO5 ) /mg
20 40 60 90
t/s 300 30 10 3
t./h <10 >12 >12 <10

Floating property

120
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Cumulative release/%

0 2 4 6 8 10 12
t/h

—— 90 mg;—m— 60 mg;—A— 40 mg;—>*— 20 mg

Figure 5

Effects of the different amount of sodium bicarbonate in

ROX intragastric retention tablets on the drug release (x +s,n=6)
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(0. 15 Pa-s) &Ky 140 mg, By it b ok 21 156k
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BRE o ZERAH 3 HER A ¢ ¥/NF 30 5,0, Y
i 12 h RIMEZ- 22,1 h BE25 29 18% ,6 h &2
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Figure 6 Release profile of three batch of ROX intragastric retention
tablets (x +s5,n=6)
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Table 3 Correlation coefficient of fitting equations

Model Equation r
First order Ln(1-Q) = -0.190 9 +0. 0982 0.9727
Zero order Q=0.073 8:+0.129 3 0.994 5
Higuchi 0 =0.336 2% -0.198 9 0.993 6
Hixon-crowell (1-Q)Y% = -0.060 3t +1.041 2 0.969 0
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