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L. AR B IER A ) T8 32 v b ik 2 5 i 2V R 25 WAL &4, Frid
HEMOETRE, ZIKESEH: 1) 20— DB —RIE AT, W KRR E N —
Wit A, A (11) /b —ANE8 5 E T, A B8 SR VbR M R B AN A A, Hrh i o
— IV AAES . 4526 . SHpHI K ME IR £h 22 PR b Rl , IF BTk 28 — i RAEm T 56—
A0 . 222 1 B 1 pHIR) ZK MR B R Sh 22 il v nT g, oAb 28 — i A N 58 — I Vs A AE /K P T
PR Eh % PR I T R P R AR 2 100rpm K Z A A W) B85 10,1 NSRRI 2/, B2
FEEH 100rpm T 5 % T-pH6 . OFT B IR $h 22 i Hh /NI 2 5 g 1Y) s I HL2E — B B i) 26
— Wi A L K B ) B R G I B IV AR R K MR IR R 22 vh R I pH R 2 T VA, 1S AR
FEA 2 #100rpmft) 238 B2, FE6070 B 2 Ja , /D70 % B SRR O 48 I BT 551 & 5 o ke
s HH A B 58— 5 2 BT H A B E 5 A ik 4 A W A S8 v hr g 11 2950 % H
=, JF A rd 3 I E R u A G B E S A R H & Wh &SRR 1 2950 % H &
HApprid 56— s AN 5 (ML IR , L TN JA TR F ) 10 2028 (H LA IR , FH R T 0
BRI 1: LRR AW, MR 28 — i Ak B 2R (L ORI , FH S O A 8 FH ) 1 2R 5%
(RN IR , L PR IR ) 1: 1 IF H I ik 28 — Iis K IR G 2 N9 : 1819,

2 AUR LR I LD RIE 25 &),

oo FH AT 220 100 pm ¥ 3 26 B 2, 70 /K MR IR B 2% vl , 7TEpHZ6. 6 T, 46047
B, BTk 2 /b — AN — SR E B TR IR WD R R B B2 iR H A W) R R ) 2 D
30% £50% H &, fl

R AR E100rpmi 335 B 2, fEK MR Eh 2 il b, fEpHZT . 27F , 26053 81, it
B2 — AN TR R IT R IR R R I & 2 i H S ARV R R R 2 0 40% 2
50% H .

3 AR E R 21 S R 25 G W), o fEpHZI6.6 T , 2260481, Bk 25 —5f & .7t
BETIRH A H40% 250% H & .

4 AURE SR T S VDR 25 W26, b i ads 55— Jlp v A R ¥ 1) pHER Bk 25 — Pl i
KA I pHE0.4220.8.

5. BRI R L) S Vb R 25 A0 & W, Hovb i 565 — i s A P 1 pHEL Bk 28 — i i
KA I pHE0.5220.6.

6. BRI R 200 VD R 25 A &, Horh Bl IR 9 5 AN B8 — I E ST F PR A 28

TSR,
T RUANER 6 SE VDRI 25 AL S W), Fo b BTk 55— 51 B B s i v A 5 i 5 )
B TCHI A .
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AT RDCIEETER R A S HFIE B TR RR YA
CEY)

[0001]  FHSCHIIERI A X 51 H

[0002]  AHITEZER20134:3 15 H $2 58 i 3E [ s i L R H 8 No . 61/794, 9981 F1l 2 , 46 H:
AN ZE R 5] FFEAAA S .

[0003] KA &

% BRI
[0004] AR WIS I Svb Hirioe 29 AL 0 o s itk AR I P8 B BAT el 3 38 AR A PR ) 5%
AT /RS

[0005]  FHICHLAH 1 B

[0006]  Rfyad7 flihik 2 H My iE T 23, Rl K I el & i AR SO AP R RN . — 26 2
2 SCRk T BT T ] R R A 12 0 56 7 Ak KD R 2R PR HE R 9 L 36 B FINo L 5,541, 17015,
541,171 (M /ERhodes%E) Wit 144 25 B 23 14 771, 0 a2 5% & K ik 2 K
FIF- V677 45 o s B s it - 35 [ 5 FNo . 5, 686, 105 (Ke Im%%) #0317 VRI7 7 45 i i , 1
HRITA AR AEEA RPN EREM— MR ENEK R HEKEZELALER
296 . 3Z 1A (K pH T JF ARV TR B I s RG4SV JZ R AE L6 . 88T . 22 [A] [ pH R
TR T KA P s R 59 . 32 E £ FINo . 5,171,580 (TamartinoZs) #H G T S HEE
Jip 3 %) T 21350 K i L il A2 465 o HoRE U 3 M 143 B 25 500, e F DL R R B TR
B BIAZ S s %A% S AR = A FE YR RS 2 1% 275 SOk o1 K H = AMR I 258
IR B AR 0l B AT SR R R T i MR RE TR B I U2 A I T AR, L S b B
B A AL

[0007]  H.'& 22 SCHR 0 O3 K v6 7 I 0K B 45 1 1) 2 A o 3X 8 2 2 SOk B 95 55 [ & A
Nos.5,686,106 (Kelm%§) .5,914,132 (Kelm%%) 4,910,021 (Davis%s) <4,432,966 (Zeitoun
25) 5,654,004 (OkayamaZ¥) .5,900,252 (Calcanchi®¥) .5,482,718 (Shah%§) .5,316,772
(Jurgens%) .5,401,512 (RhodesZ¥) EP 225,189 (Davies,%¥) .EP 1315481 (LutolfZE) #
Khan%§ Drug Development and Industrial Pharmacy,26 (5) ,549-554 (2000) .

[0008]  SE[E % FINo.6,893,662 (Dittmards) T 1 AT 1 IRgs 24 110 [ Ak Ao 7 B, A
LA 2 1) 52 i B AN TR FH B /MG 5 G2 0T 35K B A = g A 7 2

[0009]  SE¥bHrige vy S H e 2R AL ) 2 i BE A i TE 1) 0] L & iR #E Sinha et al.
Pract.Gastroenterol.,27,56-69 (2003) ,Safdi,Am.]J.Gasteroenterol.,S159 (2005) ,
Ibekwa et al.,]J.Pharm.Sci.,308,52-60(2006) ,and Ibekwa et al.,Pharm.Res.,25,
1828-1835 (2008) ' .McConnel1%5,Intl.J.Pharms.,364,213-226 (2008) & & KILH T A
5 N2 181 8 M I8 i A BE 22 AR A, HH T AE R 52 4 3 A R I 21 H b pHER R A KB 8] 2 4% 5
4 pH— 5 A A T oA T 38 A48 P 2 UL o T o A 2 WL 5 | RS 56 VD h R 24 W AH & W 1) 3df %
BANE

[0010]  [RIuth, V59K 75 EE SR Vb hi Mg 25 M0 A0 &40, L3 ek A o A 2k I e /A T il 2 3 3K AR A
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P

(00111 A BEAfEAR

[0012] A B B B AT I8/ 33 35 AR A M 1) FH T4 55 VD B e 356 326 38 &5 I 1 S VD B e 2459
HEW R HEaTE (1) 20— E—FIERTT, OF 8RR R EMNE— 7
KA (1) BAA—ANE FIREHIC, WA RV RIEFIR A AR, R iR s —
VEASTEG . 4226 . 81T pHI K VE B IR R 2 P R T ¥, H ELAT IR 28 — i AR TE =y T 38 — i AKX
0. 2% 1 B A7 i pHA 7K P o R 6 22 b R AP ] ¥ o S AS S A AT, 24468 FH R A 353 100 pm i 22
BB 604 AP 2 G, TR A AR N 22 /D70 % Ak b 5 /185 96 1 35 Vb b s L 2B (U
HE) B DU 5 A TR 7K T B I R G2 v T pH N 2 PR 1Y o T AT B e R TR SR VD R
DB J IS A AT 0 B2 o o M, B 56— AN STt 7 v, “FEpH T AE 7K PR IR Sh 22 il ™ s
AV B LT BT A M 5 R R AR D A B 5 R JE AT B A A B 5 R S
100rpm K20 G405 % 10 INERER2/N) , #3235 7E 2238 100rpm R &% T-pH 6. OB IR Eh % f
W L/NET

[0013]  FEEE— NSt 7 SEH , BT IA 7515 BRI 1 W i A T s e P A AR A i B i 3 4 )
SE I AT B e 2 VP B T R, e 100rpm T, MG 2 R T0. INERR2
/NI, R ARSI 100rpm N 255 TpH 6. OBEER SR G2 il /NI, R0 5 76 R I Ak ) &
BTN ZAT0% Rk 2 85 % 1 S Vb Rk L& B pH o IR Ik, S 1V A D e 1 B
(1), TEA R B I — AN S it 7 S Hp , 2H G 0 R AR B B G, B an 38— A B Oe AR — A
B0, 43 AT RS, RO AE 2 52 T-0. INSRER AIpH 6. OB IR Eh &% vt 2 )5 , 18 A AN [F] pHI
AN IR R 22 PP - TR %S it 7 b, R B4 =AM BL, RIO. IN HCLpH 6. O iR £5 2% pf
YOI 22 B P pHRR 12 56 22 i (191060, pH6 . 4.6.6.6.8.7.0.7. 2887 . 4)  FEA K BHIRIATSSR 5B
— AN 7 S, i LG — H PUANE SRR B R ZE R #2 T°0. IN HCL (2/hE)) 6. OpHg I
RGO (L/NIT) 38— R 5 %) pHIBE IR 25 22 1l (L/NT) ISR - R GE BE 1 pH IR 2R 5% ik
(LZNISE)  SEZI%6F B A 770 B B e g AT k3 >R I e VA A P2 o 5 — R B IR Eh 22 vl — LR
A E B — IR FEpHEE P T = B pH, 14043 50l JypH 7. 2F0pH 6.6 o 7E—MILIZE ) SE Tt 7 58
H, LT EpHZ6 . 6 T FEK PR IR Sh 22 il SR Vb hi e BT (22075 %) , T E 56— iR AKX =&
ALV, 9F B2 T pHA 7 2 N FE KPR G P b SE VD R BRI (22 /075 %) € B — i AKX
FE AT .

[0014]  FEZ5—ANShti 7 220, Al A AT 228 100rpmif) 2225 B 2, /EpHZ16.6 1 , 7E K LR IR
P, 2605 8, B AD— AN —FIE TR BV RIE N =R TR A SR Y
PR I 230 % 22 2160 % i, A F B AG 3 3 100rpmf) 32055 B 2, 70K MR IR 2h 22 Pl
FEPHAIT. 2R, 26050 B, /b — N5 B B uRIEE Vb h R 1 B2 ik H &b 360+
e 22 /D 2940 % B L470% H i Pk 22 /0 55— A 5B o B i is AR, B 58— A A —
AR AN AT o AR R A8 A A AT LR AR R AR B2 JE BEAN A, A4S 58 pH N $E (AN A R
TR ], B AP A AT LA AR B AS[R]V Ad FE (9, A 225 100 rpm I 22 25 B 2, 7545 %€ pH
N, TEAK B TR 1 22 il 70 %6 BETBUR B T8)) BOAS R PSS 540

[0015] A BH (1) 28 AN S it )7 G20 S 2 A i/ 38 38 AR A0 14 1) 4 S v b R i ds 22 25
W £V RIS A IR S aHE () B0 ADNFE—FIEH T, B 5E —EhiE
FIEFNE— A, f (1) 20— IS0, & 5 3R VDR R 2 A28 s A<,
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Hrh TR S — I ARAES . 9Z /N T6 . AR pHAY K VW 2 R 22 ph il bl v, I HLAiR 55— i v
KRAE T3 — A0 228 1. 3FAAL (1) pHIE) K PE B IR 31 22 il b Rl o an AR STfdt Y, 24 i
FEA ZE100rpmy AR E 2, 7E60 73 B 2 J5 , Frid I AR N 22 /b 70 %6 fLid b 52 2185 %6 11
VORI LRI H) B, U i A 70 A M B 1R 6 2% i ) pH R A2 ATV 1R o 22 T T
FTURE TR B S VDB , DB I A B T A S o R I, PR 38 AN St B9, “FEpH F FE/K
PR IR SR 58 1B 1o s A T A8 P 1 B A D #8 2 CE W0 A B8 07 R 2 S AT B 2028 ik
HET7 S8 R AE 2 100rpm W H A W5 55 170 INERIR2/INN , H2 35 72 22 100rpm T 2
#TpH 5.5 R TR MR LN o

[0016]  FEEE ANt 7 ZEH , BT I 7515 BRI 1 W 5 A T ¥ e P A AR A i B i 3 4 T 3
SE I AT LT B e 2 AP B T R, e R 100rpm T A G 2R T0. INERR2
/NEF, R ARSI 100rpm N 255 TpH 5. 5BERR SR G2 il /NI, R0 76 R I A ) &
HLIGN 2 /70% LIk %2 /085 % (1) 32 Vb hi i L 4 B TR pHo 7512 58 AN St 77 =, “7E
pH I 75 7K VB 2 8 G2 i i P W 5 A V5 At FEE P i A6 U 5 R & AE D20 A 3 7 R 2 S gt AT 1
G AT R R 100rpm F KA SRR T 0. INSLER 2/, B2 7 0E
100rpm N %55 TpH 5. SBEER Eh 22 i b LN o DR Bk, R 7 ¥ A S 0 5 1) H B4, 78 AR R B )
— ANt 7 S AR RN R BT, B A 5 — R OGN EE RO, o BT
R, BIAE R R T0. INSRR AIpH 5. 5B R Eh 22 il 2 Ja » 18 FH B A AN [ pHIv) AN [B] i iR 26 2%
PR AR S St 7 S WIS B HE = ANET B BP0 IN HCL . pH5 . 1 IR £h 22 i A BT ide 4%
() pHAE 2 2h 22 il (141, pH 6.0.6.1.6.2886.3) o ZEAS & BB 98 3 — AN st 7 22, mf
DAL —2H DA IE SR W B BN E S22 52 T°0. IN HCL (2/NE) 5. SpHE IR $h 22 i (1/NIF)
B — U BRI pHB IR Eh 22 Pl (171N 128 IR Ik 3 1Y) o IR R 52 il (L/INI) 5 SEZI% B
A 7B B G HEAT R SR I VAR P o B O BRI B IR Sh e P — LR A L B — IRk ¥ pH
ZZ R B = O pH , 3 04 B ApH 7. 0FIpH 6.0 7E— Mk I S 77 R, BT 7EpHZ16.0
N TEIK IR 2 22 PR SE VDRI BRI (22 /075 %) WiE 38— Ve A e R I, IF HIE T
pHZ16. 6N , TE /K SR il Hh SV e (R BRI (82275 %) Hff 8 5 I AX A& ATV 1) o 7R 26 —
AL St 7 S H , 2E T EpHZ6 . 0 F , PE/K PR R IR 2h 2% il S Vb hi s BTl (/075 %)
T 5E 55— VA AR R TV, DL R B2 T pHAIT . OF 28 7K 1t 22 i v 26 v 7 16 11 R i (& 20>
75%) W E 5B IR AE FTEI o

[0017] 755 ANt 7 &b, Al A A 28 100rpmif) 2225 B 2, /EpHZI6 . 0 F , 7E /K PERE R
B, 260508, TR B/ — N E— R ITRBEED IR &2 TR H A+ %
IR 2130 % 22960 % H &, A A R A 223 100rpmf) 248 B 2, 7E7K PR IR #h 22 ik
H, fEpHZI6.6 T , 460535, BT ik 28 /b — /N 38 - F & BT EE VD Rk 1 B2 BT iR 464
HSE VDRI 1 2 /D 2940 % B 2970 % B i o (R %58 AN 7 B9, “TEpH R IE/K IR 3h 2%
PR s A VS R FE T BT A I e A AR A S WD AR B T R SR AT 0 B S AR R
100rpm K40 -G 05 % 10 INERER2/N) , #3235 7E 2208 100rpm R &% T-pH 5. 5HEIR Eh gz f
T /NI o TR 22/ 55— RN S B SR T I AR , B an 5 — RS i AR R A FEI . A
] 2 18 s AC T A AR R AR (B2 JE FEANIA] , FLAELG 78 pH I $2 B A [ RE st [a] , B ¥
KA LA H A AR AR (51, 46 P28 100rpm Ry 2255 B 2, R4 B pH T, 287K PE MR 25 22
MR 70 % BRI [RD) (AN R i 450 o
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[0018]  FEA S B — st 7 S, 35 i A AT IR pHEE 28— B A nT ¥ 1 pH =i 0. 4
0.8 AEA K I T3 — ANkt 7 S, 5 A AT A pHEL 26— I A AT A pH =i 0.5
0.6 FEA KM AIVIIR 73— ST S 2 A AT 1 pHEL 55— B A TR IR pH sy
0.9%&1.1,4tik1.0,

B (E135¢ BR

(00191 [ 1yl Zee AR I WK — AN St 7 S ) SR Vb 1 e 25 W20 6 WD At il 2 P
[0020] VI 2 9 fili 20 A K W) 73— A St 7 S8 1) S Vb B e 2 W21 & W IR v o ol 2 )
(00211 ST FREZR AR W B SIR T3 — >S5 SR ¥ S VD88 2 W20 5 W I ¥ L i 2 1)

P
[0022] VA9 FREZ AR W B S IR 53— >S5 SR K S VD88 24 W20 5 W) T L it 2 1)
P

[0023] R AEHVER

[0024] AU BRI — ANt 77 R I B DD 3B 18 AR A VR ) P T S8 VDb g 1 1% 22 45
PRV FIEGA G TRl EMaFER L — D E—FE R TN E D — A3 5 E R
TG WIER BB Fr ik 4 & W ml LLALHE 2 AR )5 oo, Bl = A D045, &% 3 S 5B
Fir W8 FNAS[R] () B4R, BB AE 7K MR 52 i i v H EH pHBR 22 AN [R) V8 i B2 1 I V5 4K, 78 % pH
T EARE100rpm ) 22 E 2, 7E60 70 81 N, FriR I iE AR i 22 /D70 % pL ik h & /D
85% M K VDHIGR

[0025] Frid & /b— A —FIE BT E N YT HRRA G 2R E D RIER308
T0% HE, H Hrd 2 /b— AN ZFERITEE S AR HEGYH 2HMEDRER30E
T0% HE AL — LT =, ik 20— A B A E R ITE A R A-a b ailE
IR 2150 % B &, 3 H A 20— AN IR BT &G Frid H &b 2 SE W RiR (1 £
50% H &,

[0026]  4yG597 52k W bt anisezs M 45 g 2 FTIBDAH < B I, ¥ S Vb fr g i ik R 45 i 2
REE R TR E W18 N oL, 2590 A D s AKX A RE V8, 45 AT I AN 4T
T H RS i , WNZAMEA B 2 S IE T BT iR 2 975 BT 75 1 32 Y0 R g (118 ik o A %
BH B % BN A T g sd i R LA AN BV RIS ) D A E T I H B A s
FLAR IR S VDRI 245 W02 G WD) 38 325 2 I 1) At e /M o

[0027] b Z /DA S BT, SRAS AN RV HE AR 1 1) — Mo v 2 O B TR & R G ) i
AR o IX AT DA IE I 202 B i A 1) 5 o8 B EL e A o e i B P e b e I 2 I 2H S 2 AN
[) E4) Jim s A R S o

[0028]  FEAKBAR— N7 A, EV RG24 S B FE AR R, Bl 7 B
A AR B — NS R R R T R S WL FEAR R B A& T
LEA ZAN S —m o A SE s o, W, IREW LLE B WA —FE s A A
B BT B AN — AR oA =N B R R R G A TR BT AR B — AN R E
TCIN A EAHE, REARAE 2D — N FIE R TR A] AT BTk, AR 48 75 22, AR A 2459
HAEYeT CLALHE 2 T AN AN R B 770 & B G« A% B A s 55 = B ol o A S i AR P A
Il 114 3 Y0 s W8 AT AR 28 1 R 245 B 551 o DIt 1, 3% 26 551) B B e A6 38 326 A R PR 1) 245 9)

6
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HEYR REET, BRI AT DLk & A ikt nl s T B R R & e e — i 2 /0 )
AN E B ITI

[0029]  7EA K BAR — ALt 7 Zrp, 55— S G 55— P i A A58 5 & e sh —
Jis A ] LA #5 H Ak S oA B — i B A ) B — I i A, B an 5 (R 2R NI TR , B R T TR
Hig) 1:2 (Eudragit® S) 50 (I HGR, B FAAIRF R 1:1 (Eudragit®1) , o3
AT S A IR R S A S S E 2 AR IE R G ENH G AR R B FE sl
M EH, E—FEREICHE —GEAR T LR (FENGER, FRENGIRFN) 1:2(
Eudragit®s) f12 (F IR FER, FEABRFE) 1:1 (Eudragit® L) fRE&9%, f15
T EERIT S I IEAK T IR H R (NG, AL EIR ) 1 2Fn 5 (R IL NG TIR
R MGER FE ) 1 1 AEAR R BB — MR R SL it 5 =4, 38 A= o 238 s AN
Eudragit® S . /e K KR — NLi r Zd, B—FE R TR E —BEKN
Eudragit® s 12.5f1 Eudragit® L 12 .58 &9, I+ H 2 & R Iui 28 s
A Eudragit® S 125, fE A K BHE 5—AMMLEr Seit oy Zh, B —FIE oS —miE
K3 Eudragit® 1 1008 Eudragit®1L 12.5.78 5 —ANsgii oy &, 58— & oo

(55— I AR B R (F R NHR- IR AR 1:1 (B, Eudragit®1, 30D-555%
10055) 5 AT IA IR G ER IR LR V) 2 — L in SR (R B TR MG B — - FR R TR G R FF ) 122 (491
i, Eudragit®s 100) st (FREEKR-L-FEEHBRF A 1:1 Q1) (i,

Eudragit® [ 30D0-558(10055) (TR A B AN 8 24N 1R 2 i B 5 A 4007 DL
MY B B A BR8] o SX MR I Y i 28 & )2 MEvonik Industries®] 3RAFHY,
H HAafsin Eudragit ®1L 30D-55f1 Eudragit ® L-100-55 (% [ B ArikiE K &

TpH 5.5M HPE) , Eudragit ®L 100f1Eudragit L12.5 (% H B A FrikiE M = T pH

6.0/ H % R) » & Eudragit ® s100. Eudragit ® s12.5f1 Eudragit ® FS30D (%

HE AR IRIER = TpH 7. 0003 Vi) o AU AT —Fhal 2 Pt id -G e e g
IR B VI 2H A ] DL T 1) 5 72 A B B 75 1) A 22 pHas e ) B i A

[0030]  FEAKBAM— NS T B, BV RIE A S MBERERAFIE R, HE—
FIE S — IIE AR A BRI NI 1281 9. AR K HR — MCIERI LT B, 55—
BEHITH R — IE R IR G EEH N6:4%4:6, LS5,

[0031]  FEARKREAM —ANSLii T B, £ HE AMA S MBETE R A AR RN IGEARN 2
AR R  AEAS BRI — MR I SL it T B, R RR A S aTE R A 20
AR B G IEAR W 24 I i %

[0032]  FEAKBHR H—ANSEhitiT7 R, £ HIR MU GV AHE B A AR LR AR
ZA/N (mini tablets) IREE AEA K I — MG R ST b, FridH &V aFE A
HEDHANNFRRHIGER I Z AN (mini tablets) B2 AEA K BT 55— AL it /7
Z, TR /N BAE R EANZI2.0mmE 2110 . Omm, FEALIEZ)4 . OmmE 216 . Omm . £E 4 K AH ]

7
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T AL T e TR/ B B I B AR N 296 . 0mme F T 25 40 AR 2 0 (1) 771 52 B G 1) s 34X
B RGN B R T AR R RSE o an R, mT DL AE A T A AT SR AR R~ Oe
(Europe) < JF0E R ~FAAe ] IR HE

[0033]  FEAK A EE — ANt 77 S, A8 A 22 100rpm ) 2238 B 2, FE/K PR IR 25 2%
M, fEpHZI6.6 &, 26070 %1, 28— flE L u B G E VD Rk B B 4308 4
60 % i 2135 % F 2955 % AL IR 140 % 2 2950 % & . i B A K 100rpm 225 E 2,
MAEK B SR P AEpHA T .27, BB R E BT B I TR A S AR BRI RiE,
BIAE LR 45t R AR 2 SR A 3 55 T Zipl 6. 67K VEBEIR 25 2 v 604 4 , 5 B 72
TZipH 7. 27K PEBEIR £h 2% T 6073 B 2 I, BT 4G ) S S VDR 1 28 /195 96 ORE I
[0034]  FEASJ BH 1) B8 — AN S 5 7, B8 i A vl I B pHER B — W A mT i ) pH i
0.4%0. 8. FEA K BHIIIIR 7— ALt 77 S+, 88 Vs A vl S ¥ pHEL 28 — i A nl 5 1
pHiE0. 520 6. fEA K BRI — MLk S it 77 R, 4 & W AFE BAA AN F IS AR AN 7
BTG, 3F A A E 100rpmf) 2525 B 2, 7E K MW 8 2h 2% v, FEpHZ16 .6 1, 55—
I BT R 2185 % 221100 % K H BT IR A I 55— LD Rr e ) &, FI7E /K M iR IR 2k 2%
MR FEpHAIT .27, 85 R B TR Z085 % F 100 % 3K [ ATk 404 Wi 4 — 2L vb s
i

[0035]  FEAKBH ) 2 ANt 77 S, A8 FH A 22 100rpm ) 2238 B 2, FE/K PEE IR 25 2%
MR, fEPHZI6. 0 ), 2604081, BB — I E GRS R RE S B 41308 4
60 % ik 2135 % 22955 % AL IR 140 % 2 2150 % & o i B A K 100rpm 225 E 2,
MAEK B RR ER G il AEpHZ6. 6, B8 A E BT R I TR A S AR BRI RiE,
BIAE LR 45t R AR 2 SR A 55 T Zipl 6. O/K VEBEIR 5 2 v 604 4 , 5 B 72
TZipH 6. 67K PEMERR £h 92 TR 607> B 2 I » BT 4G ) S S VDR 1 28 /195 96 ORE T
[0036]  FEAS I BH 1) B8 AN S 7 S, B8 i A vl I B pHEG B — W A mT i ) pH i
0.4%0. 8. FEA K ISR 75— ALt 77 S, 88 Vs A vl VS ¥ pHEL 28 — i A vl 5 1
pHiE0.5%20. 6. EA K BRI — Mk I S it 77 R, 4 & VAT BAA A F ISR AN 7
BTG, 3F A B A 100rpmff) 25258 B 2, 78 /K MW 8 25 22 v b, FEpHZ16 .0 1, 55—
I BT R 2185 % 221100 % K H BT IR A I 255 — LD Rre &, FI7E K M iR IR 2k 2%
MR, ZEpHZI6 . 6 , 55 7R B T BRI Z185 % F 100 % 3K [ ATk 404 Wi 4 — 35 vb s
i

[0037]  FEAKR AN J1— ALt )7 =, A LA 2208 100rpm ) 2248 B 2, FE/K PR IR #h 2%
M, fEpHZI6.0 R, 26070 %1, 28— flE L u B G W E VD Hik B E R 4308 4
60 % i 2135 % F 2955 % AL IR 140 % £ 2950 % & o i B A K 100rpm 225 E 2,
MAEK R SR i P AEpHA T .0, B8 A E BT B TR L & h AR B £ hiE,
BIAE LR 45t R AR 2 SR A 55 T Zipl 6. O/K VEBEIR 5 2 v 604 4 , 5 B 72
TZipH 7. 07K PEBERR 252 TR 6043 B 2 I , BT 41 G S S VDR 1) 28 /195 96 ORE I
[0038]  FEAS I BH 1) B8 AN S 7 S, B i A v B pHEG B — W A mT I ) pH i
0.9 1. 1 fEARKR ISR 7 — ALt 77 S, 88 Vs A vl Vi ¥ pHEL 28 — i A nl 5
pHE 1. 0o 7EA K B — ML 1) SE it 7 S8, 46 W A48 B AN R i 3 AR I R A 7Rl & B
JG, I HA A 2E100rpm 1) 225 B 2, 7R /K M B IR 3 2% phifi h , TEpHZI6 .0 R, 25 — &




CN 105307644 B W OB P 7/10 |

FATURETIRZ)85 % 229100 % K H BTl 2 A W01 5 — S2 Vb R 7 i, ALE K 1 B I 2R 22 bl
H, FEpHZIT .0 R, 55 57 B B e BRI 2085 % 2100 % 3K [ iR 41 & WIH 55 — £ VbR BE &
[0039]  mIDAARHRUSPYS 25 B 11, a1 H 8253 Y6 6 BV I 5 %5 Fh 36 Vb R es 25 ¥ 40 & 1)
2R TG R Bl R T DA FHUS /VIS—Aa 85 $RA5 W I (G s R i) 2 0 &) , FLAa )
25 IR 1) B R B AN IS 38 K 2 [T ) 22 57 o O 7 — S, 2038 B 2 8 1 4 FH 3R
100rpmo.

[0040] 75 N ik st 451 v %) HE R 08 1 A o R LA IR 38/ R 2R AL AN I B S AN YD
F7 100mg 1) 7y 771 4 T 21 ke o A FH R ¥ A1 52 (USP) 50 IN HCLZR ik 2/, 825 T
pHZ6. 041t 1/, Z JG FHEpHE6 . 624850 1 /NI, 5 FH mpHE 7 . 2480 1N, W R R 1A
ZINo

[0041] %1
[0042]

R B B B 1 B B2 B B3
IR 0.1N HCI pH 6.0 pH 6.6 pH 7.2
L3 500m1 900m1 900m1 900m1
IR 100rpm 100rpm 100rpm 100rpm
K 302nm 330nm 330nm 330nm

[0043] AR BEARFEAEST'C +£0.5°C . £1h.2h.2.25h.2.50h.2.75h.3h.3.25h.3.50h.,
3.75h.4h.4.25h.4.50h.5hillE VA H E . ff X T “Mesalamine Delayed-Release
Tablets” (USP29-NF24, 551355 51) HYUSP & @ SC & (1) 77 V2 , Ml € BRI B ANBT B LRI HH 2
F5 18 I A ST IR 55 E B B2 AR B3R H R

[0044]  TRLAE , 2 HET 38 St 91 K ) 3R A T B ) AR5 X8 S it T 52 o L =4 B AR 5 8 O I A 5 i 491
Fe N T IR AW, T AN B 24 DUATAr] 77 QPR i A % B B 96 B

SEHEf)

(00451 )y 7 B A 42 WD) b b R 26 0 0 T8 I 1 R P, 1 SR 4659 i
100mg /N - 7 2 , LA T AT LD TN B0 2% DR 475 0 v P o5, T LN 18 % 0
Eudragit® 1. 12,55 Eudragit® s 12 5HU85). 545 . A A2 . )2
ST AT HUPHG 22, 3 ELELIT A Bt R 38 0 1 9 A SR B2 R A B 1
9 SR 5 0 T B BA BRI IS W B RERG /KC i A pIIEL I {8 ) Eudragit® L
12. 51 Eudragit® s 1250 R & Yok 815 52 W0 51 100mg /s F (¥ il 77 1) 75 % 2-5

e,
[0046] X2
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&5 1 plCEY S k& 45
EUDRAGIT® S 12.5 6.00 mg/cm’
EUDRAGIT® L 12.5 0.19 - mg/cm’
HRAREH 27.45 REMH%

(0047] s s 13.30 REMH%
Rtk & 2.42 REMH%
AR T8 16.87 17.0 REWN%
A B/ R & BE 51:49 - )

7 B/ 5+ A B /K 49:47:5 %)
LS 3 6.78 13.01 %

[0048] %3
364 2 pICEY S 7 k&

EUDRAGIT® S 12.5 3.60 mg/cm”
EUDRAGIT® L 12.5 0.19 2.40 mg/cm’
HRAREH 27.45 et %

[0049] I ptk 4 13.30 BoMH%
FR S 2.42 REWH%
BB = T8 16.87 17.0 Rt %
A B/ ¢ A B 51:49 s %)

A BR /¢ 7 B /7K 49:47:5 X

N 3 6.78 13.01 %

[0051] %4

10
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& 3 plCEY S 7 k&

EUDRAGIT® S 12.5 3.00 mg/cm’

EUDRAGIT® L 12.5 0.19 3.00 mg/cm’

HARLH 27.45 Rt %
[0052] FAgk 4 13.30 REWH%

A F 2.42 Rt %

- S o 16.87 17.0 REWH%

A B /5% A BF 51.49 = )

A B /5% A BR /K 49:47:5 b A5

R 3 6.78 13.01 %
[0053] 5

k34 4 plCEY S 7 k&

EUDRAGIT® S 12.5 2.40 mg/cm’

EUDRAGIT® L 12.5 0.19 3.60 mg/cm’

HRAREH 27.45 R %
(0054] f Ak L 13.30 REeEMH%

R F 2.42 REWH%

. S 16.87 17.0 REWH%

A B/ A B 51:49 - b 4]

A B/ ¢ A B K 49:47:5 %)

R A 6.78 13.01 %

[0055] 4R J& , il ik oK DU AN LA 1) 92 YD HE R 100mg /I Fr 3 78 FEHPMCHR 3 (JU~F0e 1 5 R ~F0)
o ) 2 JRS FE )51 o Oy W pHAe A v 2 (B, P& R AE e 13 ) pH 1 BT pHI He P2 E £8) 3%k
FEEA AF 7 8 7 70 B s AN [R] A frk A pHAE - 22651 H 17 s ) 5% AR 22 e AT THY
fiil & pHo V5 H D5 At I8 AE EiA [0026]-[0028]1 B .

[0056] %6

11
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K&H %5 ¥ 451 iR & )
B %5
(L:S) pH
£3#4) 1_6mg/em’ 0:10 pH 7.0
+ 1
6:4 H 6.4
% 34) 4 6mg/cm? B
% #&4%) 1_6mg/cm’ 0:10 pH 7.0
[0057] ’ 5:5 pH 6.5 ?
%74 3 _6mg/cm’
% #4) 1_6mg/cm? 0:10 pH 7.0
+ 3
5:5 pH 6.5
%34 3 5mg/cm’
% #%4] 1_6mg/cm’ 0:10 pH 7.0
+ 4
. . 4:6 pH 6.6
%74 2 Smg/cm

[0058]  ZR6H Z1| H (1) il U ) 35 HA Bl 2855 il Sl AR AE B 14 o i -4 Pz, B v o R ol
LR ER TR TS BRI AE 58 — 22 R BepH 6. OFP R i1 o 72 B 1 -4 m] DLJE 28 7 21 pHik £
PERHIE B 1-4 s, FERE N R FE R, AN B B ik & pHAS 1) 770 B v 77 (St 514 6mg/
cm®SZ 53 6mg/cm® SLi513 Smg/cm® SLHEI2 Smg/cm?) o fE MR 2R 4% v pH 6.6
K H AR A A v 7R 22 /070 96 25 MR (430 H 2501 35 %) o B an i 14 v, £
A B, H AR B B m ik pHIA S5 7710 (S 1 6mg/em®) 75 B R 35 2% +hil
pH7 . 29 7 BT

[0059]  EARUN EC &S ARSI T R T A K H 2 B 2 W2, EAE B A
SCAFFRIA K B R ETR o] DLEAT V5 2 00O AS AR A o PRI, TR IR 75 v N B AU
SRS RS A RN B Y L P 8 BT X PRI B3R AR A AR AL AR S| R AT B RIS T
) e AR A Al 5] RN .

12
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HCI pH 6.0 pPH6.6 pH 7.2
110
100
k-4
0
R
R w0
K5
€ %0
.H .
% 40
30
- :
19 1
¢ 80 ] 120 150 180 U 240 210 300
Bt ia] [4-4t]
2

14



CN 105307644 B

i

1z I

3/4 71

E e %

HCI pH 6.0 pH 6.6 pH 7.2

110

100

%0

L

70

80

50

) i - e

: A

10 /

g N W — ? VSR N—_— . _

0 3 80 20 420 188 180 218 2 300

By 1) [45-4F]
13

15



N 105307644 B W OB BB 4/4 T

HCl pH 6.0 pH 6.6 pH7.2
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