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(FE) B #l&FE TR TR 5 R MBI, ik UETRETESF 4 F K4M(hydroxypropyl methylcellulose K4M,
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Study on Preparation and in Vifro Release Behaviors of Xianglian Gastric Floating Tablets

YU Qiao™, LI Dawei’, XU Yinghui’, LIANG Ke'? QI Yinde"**
1. Huizhou Health Sciences Polytechnic, Huizhou, Guangdong 516025, China; 2. Huizhou Key Laboratory of Medicinal
Y gaong Y Y

Plant Research and Development, Huizhou, Guangdong 516025, China)

(Abstract] Objective To prepare Xianglian gastric floating tablets and investigate the release behaviors in vitro. Methods
Xianglian gastric floating tablets were prepared by full powder compression method using hydroxypropyl methylcellulose K4M
(HPMC-K4M), hexadecanol, sodium bicarbonate (NaHCO;), lactose, povidone K30 (PVP-K30), magnesium stearate as excipients; the
accumulative release rate of berberine hydrochloride was used as evaluation index. The orthogonal test was used to optimize
the dosage of HPMCGK4M, hexadecanol and NaHCO;; Through the data fitting equation, the release mechanism of berberine hydrochloride
and woody hydrocarbon lactone in the preparation was discussed. Results The optimized formulation was as follows: Xianglian
compound extracts 60.0 gz HPMC-K4M 300 g, hexadecanol 8.0 g NaHCO; 8.0 g, lactose 8.0 g PVP-K30 4.8 g, magnesium stearate
12 g (dosage of 200 tablets). The drug release of berberine hydrochloride and costunolide fitted Riger Peppas models, and were
synergistic action of diffusion and matrix erode. Conclusion Xianglian gastric floating tablets are prepared successfully, showing fast
onset, long floating and sustained-release.

(Keywords) gastric floating tablet; Xianglian pill; in vitro release behaviors; orthogonal test
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SHIMADZU LC-16 /%0 AH 3% A3 ( H 4% 5 it
AT ) ;JA3003 HL 5 R AP (SR AR R AR A
B2 HD) s BOOY 78 5 38 2 1) fig # ML (i B T 4 BR
4l A RS F] ) s RE-3000A JiE % 76 & 4 (L1
AN A% 15 4 A B 7 ) s BPG-9240A 8¢ AT 1246
(g H BRI A A BR A F] ) s TDP-6 B =
MLCE & s 25 WA ) s BZF-50 B 25 T4 46
(b v PR S A B 2 W) ) s RC—6D 375 1 R i 4t 4%
(R B RGP AR A IRAF ) .
1.2 254 55

ERER/INBEB X BB (L5 170113) AT IR N IR
X HR G (165 190321) 3491 Tdb 5t i 22 BB 5 H R
HRRAF], B8 =98% ; A (it :190103311) |
FE (R H,#S :190304361) ¥ T 5E 5 251
JBe A AT BR 2 7] 5 72 TN H SR 41 4E 2 K4M (hydroxypropyl
methylcellulose K4M,HPMC-K4M) (41t5-:20180942) .
FETH LT 4E R K15M (hydroxypropyl methylcellulose
K15M , HPMC-K15M) (#it 5 ;20190048 ) & 4 H
2425 K100M(hydroxypropyl methylcellulose K100M,
HPMC-K100M ) (L5 : 20180631 ) 31 Il T 111 4% #k ik
Fe A A BR A A5 7S B (A5 . 171019, V5 Bl BL2 1B 40y
FBRA T ) 0 R 2 (A5 . 20180316) Bk iR &40 (it
5120180505 ) ¥ T~ K e 7 7K K Ak 2 a0 A BR 2
Al BREREN (L5 20171101, 45 1L iy B 5] B8 KL A5
BRSNS HED) BRI ES (L5 190509, K i | itk T4
FRZ> W] ) 3 RYERR K30 (povidone K30,PVP-K30) (it
5 :BSF190617, & JIE 12 i R AW BHELA R ) 5 3
BE (5 . 171017) AR FR B (dit 5 :20161024) 3414
TR KA 2R B I A,
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2.1 B BT R RH
2,11 FEEITRE RS B E CRAR )
400 g BIRERCKHLEY, A 2 fi5 5 70% R 524 h,
FELL 14 f5 5 70% % 2~3 ml/(min-kg) ¥ ¥E47
B I, WOEBE, nUk Z BER v g EARE R, T
M RS RE AR s UK 100 g ByREAANYS , 5 ik #E
RO AR IR ST, RIAS A % 52 7 S B (b b R
INBEG BN 11.704% , KB K NTR & 5 00.863%) .
2,12 FEBERR SIS R Tr &
7 BB AN R (HPMC /S B NaHCO; FLBE |
PVP-K30), 73 lak 80 H i , 45 & i finfiff HAR 5) , fin
A 1%WERRRREE RS G MR B R 5 IR R
R 2564 b7 BRGNS R A 7 L HIRGR AR R
HH SR T E A K R DL IR R TR P e i
Wit & EE BT TR S HFELS TR 0.3 ¢,
BRI R HIE 0.3 g, FEEHIE 0.6 g,
2.2 FhER/NBERE F R E
221 @& 3G H LiChrospher Cig A 35 41
(4.0 mmx250 mm,5 pm); KM 345 nm; ¥ sl
FHN £ N5-0.05 mol/L 82 — 8 1A WK (30:70) , KA
BERR VA pH A2 3.0; 7 1.0 mL/min; 3 25 °C;
PR 10 pL,
222 KVERRFEE R EARIECER B /N BER XS B b
T S T i ) R AR R /N BE B 512.0 pg/mL
X Lt VA VAR TR I /N SR X Rt VS VR U T e
% 4.096.10.24 .20.48 .51.20.102.4 .256.0 pg/mL 6
ASRER B, 20 IR 10 L, DA TE R (Y ) A 9k Ak
b, 3R R /N BERR VR BE (X)) R A b | ST bR o T

810975 72 . Y=30269 X-65152,r=0.9999

F I ER IR /INBEG R Ol 4.096~256.0 pg/ml
FEl N R O R AT
223 kS ESE KEEEIAE RSD O 1.19% &
2 MEIEE RSD M 1.32%,24 h B @ P58 RSD Wy
1.36% , Y9455 AHOCEER o A [ i 45 2K |
R 3N R R R N BB 1 ST 25 AR [l 43 )
M 102.14% 102.43%H1 102.20% ,RSD 4351 42.02% .
1.46% 1 1.43% , 2% B 2% FCR AT
23 RERAEE S = E
23.1 g% ke LiChrospher Cyg {034
(4.0 mmx250 mm,5 pm) ;&4 225 nm; i 3l
AH R H - 7K (65:35) ; i 0.8 mL/min; A 25 °C;
PR 10 pl,
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232 HKMEXRFZE  NEEFRBURT R P BRI 5
T 0 A A B AR AR N ERE344.00 pg/mL 1)
X RSV, IR A I8 PN TR G TR T AR I R
0.110 08.0.550 40.,1.376 0.2.752 0.6.880 0.13.760 p.g/mL
6 AR, BIERE 10 WL, DU TR (Y ) A9k
B, R JE TRV B2 (X)) AR A s, ST A IR 42

mH 72 . Y=21 954X-256.88,r=0.999 9

TR N E R 0.110 08~13.760 wg/ml,
TR N PR R A,
233 JrktEEgt WE R RSD h 1.11% &
SZAYEIRES RSD N 1.49% ,24 h Fa 2 PEiL 36 RSD
1.19% , 355G A OCER o ke 1] e i A5 2
R 3 N R R R AR P T ST 2 R (1l 43 il
M 100.36% .102.44%%1 102.09% ,RSD %3 % 42.37% .
1.21%F1 1.92% , F& Wiz i MR R AT
24 i
2.4.1 RAMEEFMEGE DL 0.1 mol/L £k R % W
900 mlL MR BT, B (37.020.5) C,F%# (100«
1) t/min, HEPFIERT, DUE IR 5 B[R] (floating lag
time, FLT, BJ A 750 A8 A B 5 28 45 22 V7 1
TR 1715 AN T 370 1 R[] ) R 45 252 52 0 16 (8] (total floating
time, TFT, R F 5 B8 47 252 158 V7 7% A [ 3 1 04 15 ] )
N A8 bR 5 A T TR R DR AN TR R R,
242 RANEBREE  KHE 2015 AE R AR
R 24 ) (DU ) ¥ R S R D 5 — 7 ——
WM B (100£1) /min, iR (37.0£0.5) °C, %
A BR 0.1 mol/L ERFRIF WK 900 mL, 48 1.2 .4.6,
8.10 h AEANa] f HURE 5 mL ([) B 4D 58 40 7] 96
R B A 5T ) i 0.45 wm fALIEIE . BRUIE W
28 HPLC il 72 5 12 /)N BE Gl F R 5 12 N I & 12, 1158
SRBME
2.5 HKERF LA T A& R R 2R R RS
251 HAEMEARS L L FLT TFT R 4845
AR R IR BT (V) BER FE bR 5 4 R 2
PERE,

Y=10,,-30%I+1Q, ,=50%+1Q 1, ,—90%|

H 1021041\ Qo R ERER/NEERRAE 2 .4.10 h
(1 SR AR RE R Y /)N 50 B R R 2 30 K 7 B [
N E AR

H ¢ 3 FiUR A LS i HPMC 5 28 44 BH (HPMC—
K4M HPMC-K15M .HPMC—-K100M ) % 2 3% K ¢ 24
PERERYSE , AR F H T 600 mg, 155 7 it 5 7 SR
300 mg,HPMC 120 mg, [75EE50 mg, NaHCO; 50 mg,
FLAE 50 mg,PVP-K30 24 mg, B IRFREE 6 mg,

SEHLR A 3 FOR[E LS (1) HPMC ‘B 28 44
B, BIEE R0 FLT 346 3 min P2 N, TFT ¥ 7E
10 h DA b £F G 3 2R R /N B il Y R AR
T I 2 AR R A B ) 348 T /)N | [ B 25 A 0T
1AL T e 8 BE R BN FE B /N HPMC-K4M
HHAR, SR L,
F 1 REB RO R R

SRR E % e
lh 2h 4h 6h 8h 10h 43(Y)

(R

HPMC-K4M 2499 3997 5521 7593 86.08 9237 0.175 5
HPMC-KI15M 2198 34.00 43.19 5393 73.63 82.18 0.186 3
HPMC-K100M 17.00 24.06 32.18 45.51 6641 7899 0.347 7

252 BhERIFEATE SR HPMC-K4M 8
R RE, B BTN RS R R AR B TR X U R
KB PERE RS2, BhIEE R Y M B H 50 mg, H
b s Rl ) S R TR 2,517, AR
FSBE NS RE R R AE R S e s AR FLT 8
£ 3 min P2 HAEIEFR A TFT ALl 8 h, ANfgik
B R N BE AN I B TFT Y978 10 h KA L,
IRVEEVR LR (H 7 ) A o A v A 0 e O ) R A T
ME, FHHAE A B I RDGE LAt R B3 R Ok 36+ os
e Ay BB

253 EEFIFPEAFE %% NaHCO; Na,CO;s
CaCOs 1B 0 ) X V7 T B2 PERE I 52 i, &b )3
& F HPMC-K4M N8 804K + 7S B B ) | i
R AR 50 me, HoAl 5 kL EG ) B %5 5%
Jr¥EE“2.5.17, 4558 Ll NaHCO; MiE#5] FLT 78
3 min ZW,TFT>10 h,£F525K 1ML Na,CO,,CaCO;
g S R ME LA FLT #5802 5 min, AFF &7
R, #E NaHCO, 1 M B 5]

254 HEFEFIFMTLE  BRIAM TR
AT 3 A9 1 3 T 00 X B VR S R 2 PR BB R s i, b
75 ¥R I HPMC—K4M A8 4201 kL, -+ 7 B Sk B 52
), NaHCO; Ay it 6 711) , At S5t Rk be 491 B2 2% ¢ 05
Bl “2.5.17 A5 R R ZURE R AR A R 25 50
AR, HLAZURE A HUFE R FLT Fb ik 2F 48 32 0, 78
1 min FZHN, =F TFT ¥ 7E 10 h DL L, Sk FE 3L
WA, SR E 2,

2 REE T 2R A8

KPR /%
lh 2h 4h 6h 8h 10h

LT

G (Y)

TR R

FL 24.68 37.75 55.19 73.11 84.73 91.49
AR YER 2344 3646 4926 63.1 7442 8236
AEPEVERY  20.84 32.68 4549 58.62 70.18 76.58

0.144 3
0.148 4
0.206 1
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2.6.1 HHE5KF LLHPMC-K4M(A) . +75EE(B) .
NaHCO;(C) i A% 2N & |, R Lo(3*) IEAC £ ik
THIEA S (R 3),

R3 EXXBRERFKER

K- s
Alg Blg Clg
1 18 8 8
2 24 10 10
3 30 12 12
262 SR Hr HIERTR T (K3) B

BEH2.1.27T0 N kS w E B ER R . B
75 200 K, 5 HPMC-K4M .+ 7 B NaHCO, b, 43
& EE DT Y 60.0 ¢ PVP-K30 4.8 g f#
PRIREE 1.2 ¢, R FUZLBAN R & . LA TS
(Y)Y NIRIR s B2 PERE 25 R LR 4, 5 220071 I
%5,

K5 A B C DZEH) Q% Q% Quil% Y
1 1 1 1 1 4214 6079 9598 0.289 1
2 1 2 2 2 45.10 6733 9453 0369 6
3 1 3 3 3 4879 7249 97.64 0489 2
4 2 1 2 3 37.28 56.06 88.67 0.146 7
5 2 2 3 1 3924 60.89 9345 02358
6 2 3 1 2 3587 5482 8435 0.163 4
7 3 1 3 2 3331 5217 9210 0.075 8
8 3 2 1 3 27.34 4537 8674 0.105 5
9 3 3 2 1 3191 4696 87.55 0.074 0
K, 0.383 0.171 0.186 0.200
K, 0.182 0237 0.197 0.203
K:  0.085 0242 0267 0.247
R 0.298 0.071 0.081 0.047

xRS BERESHESW

RS 2R AhE F{H F i FH8 PAE
A 0.138 2 34.500 19.000 <0.05
B 0.010 2 2.500 19.000
o 0.012 2 3.000 19.000

w2 (D) 0.00 2

SRR, ST BEAE 3 min PR E I FRLE
3% 10 h AL Bl FLT<3 min, TFT>10 h, £ &
TREOR, AR/ NEEmUIASN BRI AW Y
ZHE A B.CHMBERK N ASC>B, Hf HE
A XTEEAI A B W WA R RETZ
Zc R ASBCy o BRI R B T2 0 AR A i 5

P HY 60.0 ¢ HPMC-K4M 300 g, +/<EE 8 g,
NaHCO; 8 g FL#i 8 g PVP-K30 4.8 g,/ %3t 80
H i, A b IR A1, AR RS RREE 1.2 ¢, IRS)G
MR EHEE R, 7 (0.60£0.03) g
2.7 BikilEe

i H8“2.67 1F 32 52 50 A0 Ak o A5 1 1 ) B Y T2
il & 3 LA E B EFE A (5 . 20191114 ,20191117
20191119), 28 AR 10 A%, &L 2 000 A, 25 5 0
%6,

FO6 WIERWER

it FLT/min ~ TFT/h  *Q, /% *Qurl% *Qho /%
20191114 1.05 12.8 31.32 48.98 91.12
20191117 1.16 132 32.00 51.26 91.80
20191119 1.12 13.4 32.77 51.60 92.99

beg :*02 0. Qan Qo G35k R /NBEBAE 2.4 10 h (Y SRR
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A ) 300 32 L R B (SR AR B ) AR e i B I
I B AR SR R 3 TR /N BRE | A 7 8 P T A B o
f68hn . RHZEH —9% Higuchi X Riger Peppas
THCHSE 5 Xof 5 R /1N B B A 7 R TN Tl 1 A A B e A7
BARE . SR R U], R /N BEBR R 7 e N TR Y
T 7 A Riger Peppas BRI | B i = 800 |
79 0.655 8.0.718 7,34 F 0.45~0.89 Z [, M
FE RS BRI W, $h R /D B R R N TR 2 O AR
Fick”s BEHC, B H5-5 B S0 h o3 [ £ 1,

SR AR ABL B 125 () 12004 O] iy 6 1R /N B Bt L A
Tl N RSB 25 i Ze i ARUME , 2R f, KT 50,
AT IA R P 2% M 2 2 AL . 25 SRR BIALE 1 £
ST 72, BEHIHRI R PR AR R, A5RILIE 1
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— NN AT HE N B
AT LI PG 7 A R B
B ERL (0=7.887 9 1+15.449 R=0.988 5 0=8.056 4 t+10.759 R=0.987 7
— R lg(UQ)=—0.106 1 1+2.079 2 R?=0.928 4 15(UQ)=-0.097 6 1+2.086 3 R?=0.922 7
Higuchi Bk 0=33.074 1,,-14.653 R?=0.988 7 0=33.603 1,,-19.608 R=0.977 5
Riger Peppas BEl 120=0.655 8 lgt+1.304 R?=0.995 7 150=0.718 7 lgt+1.224 7 R?=0.991 4

VE L0 S ¢ 2 bR A BB RCTT 42 5 U S ¢ B 22043 6 oK BT 43 3 (U0=100-0)

PRIT A, H T AS [ 6 B 1) B A bE R % 245 1y 1) e ik
MR % 5T 3 B [FIZE AL HPMC B 424
BE B FE R K BB 4264 8L (4 HPMC-K100M) &
TE 7K v i T O JE A 358 10 == 5 i BEL 5 24 ) /)
o BB AR RLSN | I T BN A B K A N R /N Y
TS BEAE Sy B EE ) Bl ) e R I AR R R I
KA NaHCO, 1E Ry eyt 51, 76 5 R B EE N 7 AE <
M HPMC BE B 286 28 WA AT R fl e .
FEARACAL T B, PAZR G IF 4 (V) 48 br 5 58 B¢
G PERE e FR T 3 AT IE] .2 h T
H

/

5 RE PR R 25 HL B B0 KB 4 h B
BB BB, 10 h B YRR T 58 4,
& ) A 1) 750 Ak 7 v B Y LR R TR A HLAS
R 245 2500 o R il 32 R R T AR R, SO
LR VR I R R R /N RE AT S 4 B 2

IEAZ SRR, 25 W) i B 32 22 % HPMC H &
A R2 IR HPMC R 8/, Foifl B 284 5 i it L 2 5
B RBE e P A5 ) A 1 IR A B R Y
PRONEEITPERE RN G2 TR BE | SRR /N BEB A A e A
i (1 B AR 7 L) Riger Peppas # R4 o0 fe A, B
TP ¥ AR Fick”s B, BRI #5828 4 ok 03 [7)
VERT, ELEh TR /N BE T 0 A 7 e PA) T A S0 T it 2 AR
LA (f2) KT 50, B 792 /N BB A A 7 ke A i A
RSN HGRETL o

ABIESE ] £ 00 7 1 B A R R AR SRR
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