2011 * Vol. 13 No.2

*
[] ( 210046)
% %
( 222001)
( 222001)
( 222001)
( HPMC)
( HPMCK4M)
2h 35% 6h 60% 10h 80% 12h 85%
doi: 10.3969/j. issn. 1674 —3849. 2011. 02. 020
( Ginkgobiloba 1.) ' B( GB)
. PAF A( GA)
( Ginkgolide) o ( Floating tablets)
( Plateletactivating factor PAF) .
23
12010-10-14
:2010-10-27
* (20097X09313-032) :
K%k : : E-mail: wzhzh-nj @tom. com.

315  (World Science and Technology/Modernization of Traditional Chinese Medicine and Materia Medica)



3
45 l
( 3%~10%) .
LC20A ( :LC20AB;
. SIL20A; : SPD20AV;
: CTO20AC) KQ-500D (
) FA004 (
) RCZ-8M
( ) RZQSD (
) THP (
. ) YD=20
( ) o
(
A 40% B 50%
:0904006) : A B
( 110862 -
200608 110863-200305) ( K4M,
K15M.K100M) ( Colorcon ) N
N N . N (
) (
) ( )
( )
( ) (
) . ( TEDIA
Company ) o
1.
100
80
20 ®10mm
4.0~5.0kg o 0.35g +

(World Science and Technology/Modernization of Traditional Chinese Medicine and Materia Medica)

5% 200mg/ .
2

(1)

- UNIQUE C4(4. 6mm x 250mm Spum) ;
(72:21:7);

220nm;

1 30C; : 1.0mL * min™;
1 20pLo
(2)
A 10. 18mg
B 10. 39mg 50mL
1mL
A 0.2036mg B 0.2078mg
o 1.2,

3.4.5.7mL 6 10ml 0. 1mol*
L' HCL GA 0. 02036,
0. 04072.0. 06108 0. 08144.0. 10180.0. 14252mg * mL"
GB 0.01039. 0. 02078+ 0. 04156 0. 06234 .
0. 08312.0.10390.0. 14546mg*mL" o

GA: 0. 1018mg*mL" GB: 0. 1039mg*ml*
ImL.  10mL 0. Imol <L HCL
GA:0.01018mg*mlL” GB:0.01039 mge*ml.’

20l o
(A) (C) tGAly =
689087x-608.56 r =0.9999; GB: y =677579x494.02 r =

0.9999,

A 0.01018 ~0. 14252mg *

ml.* . B 0.01039
~0.14546mg*mL" o
(3) .
.03 ( GA: 0. 14252mg*mL"

0.06108mg * mL* . 0. 02036mg * mL." GB: 0. 14546mg *
mL™.0. 06234mg *mL™.0. 02078 mg * mL™)

6
A N
RSD 0.34% .0.50% 0. 18%
B .~ 3 RSD 0. 20%
0.54% .0.60% »
(4)
10
10mg ( GA: 2mg GB: 2. 5mg)
25mL 0. 1mol * L™ HCL
316



2011 * Vol. 13 No.2
30min 0. Imol*L" HCL o 3 HPMC
0.45um : K1I00M > K15M > K4M
o 0 1.2.4.8.12h K100M > K15M > K4M HPMC
GA GB RSD
1.72% 1.57% . KI5SM  K100M
(5)
10 K4M o 1o
10mg( GA:2mg GB:2.5mg)  25mlL (2) HPMC .
0. Imol *mL™* HCL 30min K4Mm4 19% 9. 5% 10% 12%
0. Imol *mL" HCL
0.45pum o o : HPMC
6 GA
GB RSD 1.11% 1.93% . HPMC 9.5% 2,
(6) (3)
( GA: 3 ( . N
34.59% GB:48.73% 30% 60% 100% ) ) 10%
6.8mg.13.7mg.22.8mg 3 x3 100mL
0. Imol *mL™ HCL 10s
20min 0. Imol * mL™ HCL 30min 2h 6 ~8h
0.45um
o tGA 10s 6 ~8h
:101.41% RSD  0.01%; GB o 3.
101.05% RSD  0.02% - (4) .
(7) 3 (10% « 15% -
( 2010 20%)
XD ) 0. 1mol *mL™HCl 900mL o
100rpm 37 £0.5C 2.6.10.12h
3mL 0.45pm o
HPLC o 10% - 4,
GA GB :2h 25% ~ (5)
40% 6h 45%~65% 10h 70% ~ 3 ( N N
80% 12h 85% o o 0
3. [
100 F 100
— 1) HPMC ﬁ 80 | S 80
iy | F — &k~ {15 e 1
s NV SR T & =
HPMC ( K4M. KI5M. K100M) . , : ‘ 3 ; )
9.5% 0 5 10 5 0 5 10 5
HlE] 1/ b Hffe] t/h
1 HPMC

317 (World Science and Technology/Modernization of Traditional Chinese Medicine and Materia Medica)



_ 1207 L 120
o lof j 100
:_l" 80 ‘,:': 80
oo o R
B or —0—K4M(9%) B 60 —e—K4M (9%)
a0t / —=—K4M (9. 5%) = —8— K4M (9. 5%)
~ 20k K4M (10%) - 20 KAM (10%)
N —>— K4M(12%) 5 —— K4M (12%)
0 5 10 15 0 5 10 15
B L/ h [l 1/ h
2 HPMC BEX 9B R AR m
120 _ 120
a0 100 = 100
= 80 j_‘f 80
60 = 60
i —— AE o e Am
P 40 —a—+ )\ B = 40 e AB
1] +— {f R o0 —a— THRSER
( .
,fJ 5 10 15 O(J 5 10 15
{ti] 1 /h HfE] e/ h

B3 BhiEA A R R A R

_ 120 L 120
_\ 100 3 100
= 80 =80
B 60 r’: ::‘_ 60 ./E.:Q -
40 —e— HEIRRR (10%) 40 —e— T flER (1
3 —a— iR AR (15%) S . —m— {ifi i (15%)
» —a— FEIEAR (20%) 0 | e R 20
% 5 10 I5 % 5 10 15
] 1/ h Mla] 1/ h
B4 BRF RE MR TG
120 120
= 100 = 00
i =
= 80 = R0
= 6 E 6
¥ a0 —— BRMAH 3 40 —e— KRAW
S —- e S L —a— R
’ —a— R . A R
%0 5 10 15 0 5 10 15
W] 1/ b ] 1/ h
B5 FERRN AR
_ 120 . 120
o 100 = 100
= 80 = 80
= 60 = 6
40 —— BKRREM (3%) B 49 —e— BRI (3%)
S —S— BRRAH (6%) 5 —.— BRI (6%)
= —a— BREH (10%) E —a— PR (10%)
%0 5 10 15 ! 5 10 15
I ¢/ b e 1/ b

Eo6 Fif AR YR

© 1994-2012 China Academic Journal Electronic Publishing House. All rights reserved.
(World Science and Technology/Modernization of Traditional Chinese Medicine and Materia Medica)

) 3%

10s
2h

(6)
5
(1%~ 2%~ 3% 6%
10%)

1%
2% 3
10s 6 ~8h
(1%~2%)
3% 6% 10% 3
3%
6.
(7)
3 HPMC
(A) N (B) N
(€)
3 Lo(3%)
2.6.10.
12h 4

http://www.cnki.net
318



2011 * Vol. 13 No.2
1 o :2h
A B C 35% ; 6h 60%
K4M( %) (%) (%) :10h 80% :12h
? ’ 85% .
2 9.5 10
10 13 10 L
Yi=IP,— 35% 1 x1 +1
|| Py— 60% | x1+ 1P~ 80%
' e | x1+1P,— 85% | x1
—— 100724 —e— 100724
—=— 100817 — 8100817
—4&— 100819 —&— 100819 °
—— 100902 —— 100902 2o
{ I-: ) : ]Iﬁ ) ]IS 0 5 [If: |I_~'
Hfi] 1/ b )1/ h “ASB
7 4 >C
AZBZC]
) HPMCK4M 9.
Yi 5% 10%
NO 1( A) 2( B) 3(Q) 4( D) cA OB g 39 .
1 1 1 1 1 0.3089 0.4870 0.7959 (8) .
2 1 2 2 2 0.2388 0.4687 0.7075 4
3 1 3 3 3 0.3852 0.5370 0.9222
4 2 1 2 3 0. 1307 0. 0665 0.1972
5 2 2 3 1 0.0701 0.1360 0.2061 ’
6 2 3 1 2 0.0899 0.1127 0.2026 7
7 3 1 3 2 0. 1901 0.1245 0.3147
8 3 2 1 3 0.2258 0.1320 0.3578 0
9 3 3 2 1 0.3373 0.2740 0.6113
K1 2.4256 1.3077 1.3563 1.6132 N
K2 0.6058 1.2714 1.5160 1.2248 1.
K3 1.2838 1.7361 1.4429 1.4772
k1 0.8085 0.4359 0.4521 0.5377
k2 0.2019 0.4238 0.5053 0.4083 N N
k3 0.4279 0.5787 0.4810 0.4924 3
R 0. 6066 0. 1549 0.0532 0.1295 o
1.
2010 XIXD
2.6.10.12h
2.6.10. 2h
12 h
319 (World Science and Technology/Modernization of Traditional Chinese Medicine and Materia Medica)



o NaHCO, TE,
2.
6 1 .
2002 19( 1) :46 ~50.
2 ) ) 2005
36(2) 1260 ~262.
3 )
30 ) 2006 22( 1) :1 ~3.
~40N 2h 4 :
SON : 200710020096.8 P .2007-08-08.
5 .
40 ~50N.,
200710020095.3 P .2007-08-08.
3. 6
NaHCO, Co, . 2008 6( 6) :326 ~332.
7 .
) Co, . 2007 5(3) 1233 ~235.
8 .
° 2007 16( 19) :1602 ~ 1605.
NaHCO,

Evaluation on Preparation and Release Characteristics of Ginkgolides Gastric Floating
Sustained-Release Tablets In Vitro
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Abstract: The method of preparing Ginkgolides gastric floating sustained-release tablet was studied and the releasing
characteristics in vitro were also investigated. The floating and releasing performance in vitro were used as indicators
to evaluate and optimize the formulation. Effects of hydroxypropyl methyl cellulose ( HPMC) type and amount so—
dium bicarbonate amount and stearic acid amount on release behavior in vitro were observed in single-factor testing
method. Then the formulation was optimized by orthogonal design test to determine the best preparation technologi—
cal conditions. The result showed that gastric floating sustained-release tablets which were prepared with HPM-
CK4M as matrix stearic acid as floating assistant sodium bicarbonate as gas—producer and microcrystalline cellu—
lose and lactose as fillers was taken once a day. And the tablet was released 35% in2 h 60% in 6 h exceeding
85% in 12 h. The releasing rate met requirements for gastric floating sustained-release. It is concluded that
ginkgolides gastric floating sustained-release tablets prepared in this method has good release characteristics. The
tablets are in good shape and compressibility. The preparative technology is also simple with low manufacture cost.
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