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[ Abstract] Objective: To optimize formulation process of auraptene dispersible tablets and evaluate its in
vitro dissolution. Method: With angle of repose, hardness and disintegration time as indexes, effects of cross-
linking polyvinyl pyrrolidone ( PVPP), microcrystalline cellulose ( MCC), pregelatinized starch ( PRS), low
substituted hydroxypropyl cellulose (L-HPC), sodium carboxymethyl starch ( CMS-Na) and other excipients on
formulation process were investigated. In vitro dissolution of dispersible tablets was determined by HPLC, mobile
phase of methanol-water (95:5), detection wavelength was set at 325 nm. Result; Optimal formula was as
follows: auraptene 10 g, MCC 40 g, L-HPC 20 g, PVPP 10 g, CSM-Na 20 g, PRS 30 g, amylum 20 g;
dispersible tablets disintegrated uniformly in 1 min, cumulative dissolution of this drug was more than 85% within
30 min. Conclusion: These prepared auraptene dispersible tablets have a fast, homogeneously dispersing profile
and good releasing characteristics, which is suitable for clinical application.

[ Key words | auraptene; dispersible tablets; formulation technology; dissolution

HAENBE AR, AR B & B b A0 i A2 o P A 2 R G
150 ARy IR 2 AR AE TR B AR Y 0 ZBEABR A 1L 4 AR X 43 7 BB/ R I
SRR A IBRREIRAE C WA BRI, B B R B N R B 3 b A R R K T B A R
gl Jy K E F Wl 0 B B s sl e R TR LR PN TR A AR R I, CHDURE A o A
Fflzs nfiia R RE it X LB RR B A0S A IR B0 A DA VA AR L R 2 AR R R AR

[WFEEHHEI] 20140307(011)

[(BE£TH] EZE"ERHA 6 FHE H KL (20092X09103-350)

[E—1E&E] 245t Wi+, BIAFSE 5L, g b 245 5 B4 4 53 AT BF 5%, Tel :0791-8859485 , E-mail : 1ict963 @ sina. com
[ERMEE] *EAE, IR, WE P2 R M T, Tel :0791-88501404 , E-mail ; yjh2217@ 163. com

.25 .



520 B4 23
2014 4 12 H

Hp [ 52 86 07 5 2 2% 56

Chinese Journal of Experimental Traditional Medical Formulae

Vol.20,No. 23
Dec. ,2014

TR o R R P 0 L A ) R 1) 45 i A
F R 25 ROUR AN E MU S T v s R A 2
TR N SOR R R n 2 — o AL 5 ik
O it R IS B P AL, LA B S0 1 R R O 25
G VEMNTa b, D08 55 4 R 2 8O AL Ty T, i
B3 I PR 245 i ) R $ it 22

1 &

1100 51 & S80HOAH 0 354 ( 36 | 2 FE e A vl )
RC-6 FRUP B2 72 A ( R T80 KOG 40 A A s e AR
AR ), CH-200 AU IR 45 HL (F N T = 42 1
PR A PR |, YKOO- T 78 47 43 5K 550k AL (0
Wi B 253 &) , THP-4 B4 22 XK AL (B R
Fe A w25 P PR A ) o

1 PN T O BRIV v s 2 R 2 AR v 245 o
FZE ME S LT, 2660 454, HPLC 41
FUH — kit S ali B 99. 16% ), + — ¢ ik il 2 B
(SDS, AL T PGB AL 1)) , 58 BR B £ I Mk s Jo

fii] (PVPP, {8 [E BASF A 7)) , il fb£F4E R (MCC) (il
JEALTE B (PRS) MIRHURFR TN FL4F 4 R (L-HPC) &
FH 35 € B3 B (CMS-Na ) 10 [ I8 M e B2 25\ Ak 2 A
FRZS A, 4G R 2 80 (A, LS 110725,
110726 ,110727 ) ik 5134~ 7 W4l

2 HiEEHER

2.1 A% TR A3 BRI A

2.1.1 AR A KR RN 100 H i BRI
Wb Ty i )R A DI TR B RN A XA M AGE A A
FUHIA, 28 16 H G iR, T8 BB, A IS
JRRREE ARG WA G R, R ok B vh i 2%
S, S IR R R B, BRAS

2.1.2 ARJFORRESCT AR SOk R 6 4
%t MCC,PRS, L-HPC, CMS-Na, PVPP J% & ¥} 2
B AR B A R AT A%, UK Ik A T
JE A R E) R VE AN dE B B3 e A AR T, 45 R W
1,

R1 FENESH R LT

fib 7 W/ g PRS/g MCC/g L-HPC/g CMS-Na/g PVPP/¢ NS Ve s T i / kg ik A
1 50 - 40 20 20 10 <35 >5 70
2 20 40 30 30 20 - <30 >5 150
3 20 - 60 30 - 30 <30 >6 30
4 - 40 40 20 20 20 <30 >6 45
5 - 40 40 30 20 10 <32 >6 50
6 20 30 40 20 20 10 <35 >6 50

T A R AR R 10 g,

M2 1Al AR T 3 1 R R e AR, ol b
Jr4,5,6, 4bJ5 3 R4 [ ERT BR B, {0 R
PVPP i K A i 4 J7 5 5 6 (v ot BRAR L,
AL T7 6 T AR08 LA AL, 0ok F AL J7 6, B
FRECH 4 ]IS 10 g, JE K 20 g, MCC 40 g, L-HPC
20 g,PVPP 10 g (N M S g, MM S g), PRS 30 g,
CMS-Na 20 g, iR & 1157, WL 60% 2, Bk iR 4, i
Ki,70 C A4 T4 BB, Jn A 43 ) PVPP IS
AR IR RS, R R o
2.1.3 BiRikee O Rt A Oyl A 3 AR
mh, AL 1000 F,0. 15 o/ B, B EAE AL N AL TH] B
SCN I 5 AR AR P Y X — Pk R R A e R e
G50 kB3 HEAE S RO Y R T O W R O, A
(x£s,n=3)05k(6%0.5),(6+0.8),(6+0.5)
kg, iFRET ] (x £s,n =3) KK K (55 £3), (58 =
2),(57 £2) s GEHZ T 280 R4
2.2 stk A HOhE 22010 4F R

. 26 .

Rk T A, R 6 F, B 15 ~25 C K
(100 mL) FrfR$E , 153 4 BF i 9 il O 23l ot 2 %
i 1) SF- S5 B[], 45 SR R W 4R 4% 1 min, 23 R 4845
BOF L 2 S0, A RLE .

2.3 Bl

2.3.1 (ks S MEOCHR (8] P 4 N R Y &
S E 7 LU BN TR 638 AT KU Bl AR 9 43 B RIUR
1 2 8 3% 2% {4 & Dikma Diamonsil C (2) A %
(4.6 mm x250 mm,5 wm) , i shAH H EE-7K (95:5) ,
P 1 mLemin ™' RGP K 325 nm MR EE ., B
VM ESCH% 25 A TR I TR IR T 3 000,

2.3.2 ZRVEXRRMEES NG B IUH A R IR
I, 43 BN 2 BE R R K 24.8,49.6,99.2, 124,
148.8,198. 4,248 mg-L ™", 43 ks B W B 10 (L, #%
2.3, 1 T T (O3 25 R0, DA T AR R G0 Ak B, A
OB AL bR, A3 I H 5 Y =25.21X +28.83 (r =
0.999 9) , 2k M3 il 0. 248 ~2.48 pg.



R A A A PN TR 23 TR B Ak D O Sk R HG U R

2.3.3 KHEIKE K% IR — A W
10 pL,#% 2.3. 1 TN B 3% 5 R 8 2 A 6 Ik, iH 5
B4 P9 TR 0 i ALY RSD 0.9% , & B 2% RS % E
Rt

2.3.4 FaoEEiE O % OBOR — A A
10 L, % 2. 3.1 TN (8535 5% 140 55 B — 7 B () 2R 4 1
Y, s 12 by BT R A P BR 0% T R A RSD
1. 4% , FWIHEEL A RAE 12 h (W EE AR E .

2.3.5 HEEMIRE WEMFES 6 G, B H 1 R,
e R R o) A VA, e 2. 3.1 TR A
S AR S, V53 A P R i ALY RSD 1.3% (n =
6) , RWATILEELE MR

2.3.6  JAERIBCRIE 4 IR B PR R 4 DY R
XTHE N 8,10,12 mg, 4% 3 i, 43 & 25 mL &,
B A T i 9 JL AT RL i 2 B 25 20 B R 7S U A
30 min, g%, U8, FEH R 2 mL ¥ 10 mL &
LN S EERE R R A RS IR K 2.3, 1 TR
TSRO T DR 5 7 38 TR
101.82% ,RSD #7 0. 8% ,

2.3.7 wehEENE  #CHEZ ) 2010 AR
B S X0 GO HR R I 9 R AR =k (VIR ) T E
B I B . AE 6 DU AR TR S A 28 Rk 2R
() 0.5% SDS %W 200 mL, %54 100 r-min ", J&
(37 £0.5) C, MEEAE, FEME BT & 5,10,15,
20,25,30 min B} BURE 5 mL, %% 0. 45 pum fFLUE i
Ve B U VR A 2. 301 TR (855 4% AR 5 [ B b
Fo AR A A B, T R AR R WE 1, &
507 B AT Y S 2 B 7E 30 min B B H R >
85% , 136 W12 1 35 (4 s s e BLARL , ELOAS ] Ak v ) 4 422
UL, $E AN I I T R T2 A, B R T4

—— 110725
—— 110726
— 110727
RS
¥
=
3
®
B&
5 10 15 20 25 30
t/min
E1 #HEFNESHEHEHE RS ML
3 g

T F 0 A A e i 7R A A BE AN I AT 2K

XoF FA fife B BR 52 e R o T 36 A PR A A R A i
DG T Bopl At T >R HT P A Ik ROCR B8 A, BEARAIE 1 40
B 0 A A, SO R T AR il I R Y 2 — 25 4
SCHRHIE CMS-Na 5 PVPP I 4 i FH AT DL i i fig
T AR SO B T, AR R R
B HAL

A NS W TN R H R O T A
ks B M Tk 6 ke i g
H# T 7K ,0.1 mol-L ™" HC1,0.5% SDS,0.2% SDS
KR L S vh il (pH 6. 8) A5V A o 0 Hov 1%
BLRRE I o 25 WORTEK (Fh IR (WL R 2% vl v
HE A B 6 2 PN TR 0 7 L RARAIK, L 0. 5% SDS
7S A BTA i AE DT ik #E 0. 5% SDS fE R
A

FESNT R B B A R, B8R T O TR i
(50,75,100 r-min ") X} 25 ¥ % H B S, 45 5 % 0
A [) it X0 W R B R e 26 R TE e o B S,
AR P 100 remin ™'

[ &% 3Tk ]

[ 1] Rk, BRite 557, A, 5. RS2 BLE B2 i & B
1 8 J3 ik FE IR [T ] P4 R 2 B 2 4z, 2009, 21
(1) .42.

[ 2] Kuroyanagi K,Kang M S,Goto T,et al. Citrus auraptene
acts as an agonist for PPARs and enhances adiponectin
production and MCP-1 reduction in 3T3-L1 adipocytes
[J]. Biochem Biophys Res Commun, 2008, 366
(1):219.

[ 3] Tanaka T, Alderete J B, Duran N, et al. Colorectal
cancer chemoprevention by 28-cyclodextrin inclusion
compounds of auraptene and 4’ -geranyloxyferulic acid
[J].Int J Cancer,2010,126(4) :830.

(4] Wi, Mg, B4n, & i BT SE e [T ],
#j,2004,26(2) :145.

(5] FURRG Bt i BTN 7 3, B8 1 [T 4% 25 990 1) 571 7K
SFLT]. i E B2 Tk 2% 3, 2005,36(7) :447.

[ 6] LW, Wik REE, % 85 H2MA R LT].
[ 25,2008 ,17(13) :46.

(77 Sk, BIWEE , IRL0RK, 4. T2 23 iR i 4 T 2 B oF
FLHER[T]. T E B BE 2y A i ,2011,31(11) :930.

[ 8] BRIEESS IR, £RK, 5. HPLC 20 % M1 56 P 4 45
PR i [J]. 2544 ,2010,33(7) : 1109.

(9] REEss, P, B, 5. BE 8O 1l & &
BHILT]. o E 24 55,2007 ,18(15) :1144.

[DifEg i XI4EC]



