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L — PRI A A 2 AR o I RO 2L 54, S P B AR B BT B BT BOR: 4 HAT /T B

HT 2 WORHTRIAE
2. MRIEBOFER 1 Frik AL G40, Ferp S BRI (0 Pk BOR A LA/ T B35 1 13
KRR

3. MEAUMER 1 802 Frid A &, 2 D& 20— FhRmRdsE ) 220 — PRy
FUIRL/ B> —FEEY, HorpREA BT 1 ik UKL HAT /N T 88 T 2 oK RREAR

4. WRYEBUFIZR 3 Prik FI4La), Horp JA BT B P i ORI A /N T e85 T 1 5k
KHPRLAE

5. MRIEBURER 3 8 4 Prid (K4 G4, Horh Pir i 2 i AU 2 R v R o

6. MRIFBANER 5 Frik A &4, Forb Brid R s P2 P e AR 7 P& 7 Bl &
TR EF .

7. ARIEBOR K 5 86 BTk AL G4, b Brid S g P77 28 I AR s 5+ ekt
frt R O RESER IR AN 5 I RERE — AR AAL I s 2 PR MR 5+ /N pidt = P AR IRAL L (CTABD 5
RORFER RA O W ABERERT ;- 225 N, N- A TBesb g -N- 4 s N
ek = FHLRAL R & % 10 JTRERERE . BEEE 7 IH T sl A SR IH IR B B R Bl 5 2R 4R &
M EERRI 5 EEEWY L AL IR BN R RUEY RIR s / B SRR R /R 0
IR LR / B e R AR IR H / WR sRBAIR L / BR s AGEaiR £ / MR SRR EL / FRR i
PR s pesbhi 1R 2k / W8 B R AL AR il B SO IR I s Bl MR AL Be W B 5 e 2B, T IE Y &
FIEACYI R IRD) s LEIEACKIARITRE 585 LMK RIR M 23R £ I Bs s Bt /K L Al e
Mgl LR IEALRT YD I BRI B R IR BN 5 Se e N2 &) 5 2848 0 IR s PR B
s Z e IS BOE R B LGB I N, N, N, N- IR & 2% 52— ek —1-F2 4
B —2— DRIEORR sN= BFI -3 SIL AR BN £ sN- ARl -3- WE AL IR A ER sN- R
B -n— 3L 09—+ \BER A EAL L sn- BRhiL Z3k —n- R LR H AR L  BUE TN
HEY.

8. MRIABANER 5.6 84 7 Prik 2 &9, Forp prik e m s 2 2 FERR AT / st —
L R o

9. MRAEBCHER 3 2 8 PAE— TR AL &1, Horb ik R R 2 SURE TR S H
B /KRS I 22 2 BEDRS s SCE N IRTR G

10. ARIGBOMER 9 Frik iI4] &40, Forp B il HERG 72 T o

L1 ARG ESR 3 2 10 e TTIR A &1, P Tk B G W RN A LT YE 5
PR AT AE 20 RN M AT Y 20 s MR AT S R G W) e SRR AT YR30 TR AL AT 4 i
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HMEEY

AR G
[0001] AR K — Mt S HUR 2525 &, — P Tl 23X B0 25 A S 0 J7
%, KL TS R ia 7 A/ BB o

BEREAR

[0002] i FEA LI R I — > T BT R 2 259 (R /KBS 1 22 o R il 25 2 ) R
[RIRZ 40% [FI¥EAE 259 AE K A IS Ik 22, X AROR U BELRS: 7 0l R FH o R /K A PR 1)
TIX LI A )R AR

[0003]  FE & B (Rifaximin) &—F P& MNP R, B T RILARIN T4 22 R 5
=2 I R PR AR R T )P B 2 ) B R A A R S R B T T ) A R ) R OB L TR
(RNA) & REEVEH « FIREE AL dr 4 0 [(2S, 167, 18E, 208, 21S, 22R, 23R, 24R, 258, 268,
27S, 28E) -5, 6, 21, 23, 25— H A5 —27- 4 IE -2, 4, 11, 16, 20, 22, 24, 26— J\FIL -2, 7 (¥
AR TpE s [0, 11, 13] = W25t ) 2R IFMRIR IF (4, 5-e] MERE I [1, 2, —a]- A FF K
I —1, 15 (2H) - —fid , 25— ZB&RME 1([(2S, 167, 18E, 20S, 218, 22R, 23R, 24R, 258, 26S, 275, 28
E)-5, 6, 21, 23, 25—pentahydroxy—27-methoxy-2, 4, 11, 16, 20, 22, 24, 26—octamethyl1-2, 7 (e
poxypentad eca—[1, 11, 13]tri enimino)benzofuro[4, 5—e]lpyridol[l, 2—a]-benzimida-zo
lel, 15 (2H) —dione, 25-acetate] ). Fl4EE 8] BAG UL FL2a.

[0004]

[0005] L3 A4 B A T8 97 BRI AT B AR R AR SRR IR % (traveler) K]
IG5, K Bt — A Re &I B W (GD RR A, IR FR 5 B iR AR B, A
A B LE TR AT Ik 2 B IV T 2 A A R, HoA B I B PR R R R B A 2= i
PR AR o

[0006] &AL AERAE B A T LR R G YT, LR RR 7 se 4 B T3 S A o 55
S JR G A 2 G P PR A 22 U I M 1, R IR SR B DO B I TE T A E ) e e 2 S
AT R VS F /N 45 1 9 A8 B W T AR G AORE R T ARIUBT AT 5 LA R R R
MAEVRTT AR A5 (coad jutant ),

[0007] A48 B2 — MK 22 A0 /N (0. 4% ) BT 254), A AR SMIRHTE T 1E i I
R I B 22 I P W . [Gerard L et al., Rifaximin, a non—absorbable rifamycin

antibiotic for use in nonsystemic gastrointestinal infections.Expert Review of
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Anti-infective therapy, 3(2),201-211, (2005) ],

[0008] b4 CL4RIE T H1 - AL 7 AT A BRI, AR S B LLRT W i 4 B W O
fit, [Descombe J J et al.,Pharmacokinetic study of rifaximin after oral
administration in healthy volunteers. International Journal of Clinical
Pharmacology Research, 14(2), 51-56, (1994) ],

[0000] LA T FI AR & B B A LT RIAE I M U 0 M [Venturini AL P. and
Marchi E., Chemiotherapia, 5(4), 257-256, (1986) 1. 4R, H:AE FHHLH A [ T F) 48 F,
B, VRS T )5 AR ik 42 5 32 42 [Venturini A P., Chemotherapy, 29, 1-3, (1983)
and Cellai L.et al.,Chemiotherapia, 3, (6),373-377, (1984)], iX & H T % b &
Y S T, AR B 18 Wik [Marchi E.et al., Journal of Medicinal
Chemistry., 28, 960-963, (1985) ].

[0010] PRI, B T 7K 1M 22 22 A, AR B BCA 4 B WG, 37 AR 7 R )5 ) ) 4
I 500 PR Bk o

[0011] [ Fi A4 BRI A Fr 791 RUkE 0 FH T 1 IR VR A8 0 A0 300 57, £ R AT 56 [ A B

VrZ e EFE T . Bt B AT/E Xinfaxan® Bbs 44 B R LL 200mg 7 & 116 1 A ik

VS 1) 7 7)o

[0012]  W02007/047253 /2 FF T A A SRS T 4 25 FRORIAS B8 0 ho 52 v ek P s A FE () ¥
[0013]  W02010/067072 2~ JF T FI4EEF B & W HIH 4 X Bl 2S5V T

[0014]  EP0858804 2+ JF T M Ik At & WA & WH T 7 >k B Bl v R K
(cryptosporidiosis)IIEYE . 1% T A 2 TR B 500 LLR 50 e B35 B8 A< 571 3
RS EORE N E XH T O RS T o

[0015]  US5352679 2 FF & il -h 48t Fl R4 & BH A T30 77 bH i [ T8 B RS 1 B v A A
R 1ZE R 2 IR R B IR CL R 700 I S50 OB A 3] Sk ) slob i n i e AR T
CRZE T o

[0016] LSRR A T JLA SR M )51 2F 5 HRe e s ik ek R0 22 (1) 4 S RO PR BRAR OV
DA HERE, i IRIRE 26 259 45 & 2 IR B 8 AL 259 1) ek UL AT 3 BH 4
e A AR PR PRI L ) AL T DTSR 25 W R RS T BT AR s AR SR 1 o

[0017]  PRlutk, 38R A7 A0 T R FIBLHI A48 B & I8 A G 7742, DL IRFEIRA Hi R
rp TR B[R 1n)

RZIAAE

[o018]  REHHEIW

[0019] AR BT B 1) PR A — T LA 1 0 iy 2 1R R At M ) 9 oK R i B ) 2 P 2

“We

[0020] AR I3 — A B e fe it — b il & 10 B g K R4 I 29 45 71

[0021]  AKREHEI X —A B K2t —Fayr 1/ sy 45 W om0 77 1% %07 B 4

B 5 AR AR E I A5 o

[0022]  JREHARIA

[0023] R4 A A B I — A7 1, PR AR T — BRI B Bl 2 B s SRIA ) AT R
5
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VORGP AR Z AR T2y R G SR S AL 5

[0024] MR AS A W0 g — 7 1T, SR T — i 5 R A A B O 25 H R R T 2R
VoK E YD IEWAR 2 AR AT 25 G SR G W 2y AL &4, JerpoRIAE & B 9K
NG T

[0025]  MRHE A B IR SC—ANT7 I, $RAE T — bl 2 A 5 MR 1 Y L 2 SR
D IKED AR Z AR BT 25 60 SRS M WA -G TTE, Hrh A
H HILELRIEH A o

[0026]  HR¥EA K B k2D (W U5 T, S 17— A A 35 M o D s 2 T 2 IR AE )
AT KRG TR Z AR T2y B a0 SR G A S ia /Bl &5
MBI i 7 i, Feh AE & B GRE FE

BIAKHEAN

[0027] A& E B2 —MOKVEMEZE R 259, 230 0 B NBOBRE o T AL = R0 3R M, )4
I ART 200 )4 B WRBOA R AIE , BRI HE DA DU ] 5 36 FR) ) T X TR A

[0028] AN WA LA IR, T8 ek M)A B A oK AL A iy T A B W FRDES AR S DA T 22 3] 82
UFR R BRI BOR, Bl e Ei g .

[0020] i 7K P BOME IS M 2590 IO A0 K AL — R Bl i Ak A DilE CH R T R BOARD 8 i
(disintegration) (H Bl FEEAD =25 @K ik, W LU AN R 77 15080 i 7K
KB ZE R Ri42 . [Huabing Chen et al.,discusses the various methods to
develop nanoformulations in “Nanonization strategies for poorly water—soluble
drugs, ”Drug Discovery Today, Volume00, Number00, March2010]

[0030]  ZMKAL AT A A8 5 BRIURL R 4 AR 5 il B0 085 I, S04 5 Adtod 42 1 0 o

[0031]  [Rlt, AR 5 1 A0 3 s & I I 25 AL &) Feh AAE I AE DR TE N
[0032]  ARGE“HIARE 7S AT I, ARG ARG E AR 5, e iE L2 H R 25
RSN 25 - KG9 2 R gk 2 AT AR 2 Rl 2 Te AR S T 25 T 65
[0033] A% W R A oK R0kE ] DAE ik AR AFT 75 V304, s AHASPRT, B o) e A Bt
[0034] AR B 25 A G A 46 B 0k 4236 [/ T 2000nm, PLik /) T 1000nm #5145
.

[0035] R4 A< BT — A St 77 =X, B Ik A A A BRIORE 3 BT VR 23 B I
o, Hrp AR S RIS T2, BE S AR A DA A I DL &, PR I ke A2 2
CHERNESEVE DI TR SR

[0036] MR A & W A g — AN St 77 2, DUy il R vb S ik 254 it A4 ) Az A ARG, T ik
SEan 2 G R AR R AR RO . AR LR B R T, 25450 1 o DU MR R S A I
LI AL, 0P AR | DY SRR N- B3k -2- LS e, LSS 250 B B (seed) BE
B o AR JE AR AR E ), AR S R AL T, S I LR G4 2 SO8s 5 (antisolvent),
WK, TE GV AR AR o IR E 77 ) e FERITR 5 1 A A2 15 1 25 A oK il AR B RS
MFEEMERIRBERI R

[0037] MR A I 55— A S 7 =X, BBk R F A i s (500-2000 B2, A f 44
)4 1 B R AS R SR ) VR VR ok 3 R 28 I e 2% o 1% ) = AR B K IR )5 /=7 Al 4 R
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BY U], S AR RIURE 73 i 4 K ROR

[0038] AR HE A B B S — NSt 77 2 v s 38 B A ok R A A5 A5 R o B TR T (B
KA BN AR A B 1D, e AR AR M R T T A A8 A AR i B 2 52 2 AU B il AR
Ji A PR VR 8 2252 v FR 38 oAk, LA LR I 25 25 wom BB /N 35 B8 G2 BT, 1K 7 A R I
V. 1R R3S AL A I TR IS JE ) B, AR VA PR 2R VI IR T B AR K R 2R i 15t
(implosive collapse)).

[0039]  HRHiE A A B 19 X — AN Sl 7 2, WE A R T L FE O R A KR A 1 B Ak 2 4
AR R GO B S VA 740 & SRR BRI W 55 =5 o 7RV [l 40 5 , il T4
BR227K

[0040] R A< S BH AR S — A S 7 2, B Il SR I A B AR R0 B A B i SRR — AL ik
o, 2 BRI A I R B2 45 45 o

[0041] AR A I 53— ALt 77 2K, BUFL /B0 28 R B il &l / 7K Co/w)
FLIE, b fe il 28 A B 2 Al o I A S FLAHRI Bk, SR SRR B UL RS
MU LI FIRA AU T2 FLB . AU RSV B I i K, SR E 280K, T
A A AEE HE (rifaximin-loaded) ZE-GHA Kk

[0042]  HRHE AR BRI E— 5 St 77 23, PRINT CGIEWEVR BRI A ik v K )
FH BB =70 1 20 He B2 AR R T BE SR S A5 L, RAI 48 25 Al AILRITKE « PRINT AT LUK A48
I FRPRLAE Y FEDRS A A2 1 A AN 20nm 22K T+ 100nm.

[0043] MR A K B Y — ik — 20 ) S 7 =X, e S R A B A0 I (RS
], aerosol) KAERE (CAG) LLHIAIAE EF BIVE ™ A ek FE SRR W AOK RO IR
[0044] MR A B SC— A — B I St 7 =X, i 7 A B AR B A RIORE & BT TE
AL A N R R 7, JHL 7 A AN R R A R R B 6 RS 38—

[0045]  HIHIE A IR Iy — AN S 7 20, W 55 T P B A0 3 T (b4 BB VRO T 258
LA T WY S 75 Y AL R AR S A o SRS AR E B N A A TR R TR A S
RTTRL A AR G B 27K 43 AT TR M4 B R 308

[0046] MR A< A IE 1) St 77 2, 0 oK B ofl R s T LI o s o) 5 e b — Rk
A, 2 /b—FiERE (viscosity building agent) Fl & /b— iAW B
YK BB IR ERAT -

[0047] BRI, A S B BRI T — T 5 M)A B AR RIORE 500 1T 25 P 205 ) L rh M B A
RGP, B0k B 2 /D — AR I ASUE ) 22 b — PRGN b — M B S L SR
R WIART 2 0 e 2 FH #iA

[0048]  HRHiE A< B, 2R IAC A2 12 45 Re M e g 4K B il 24540 () 38 m v 2 i P A FRY 1 95
P A B 2540 T LA 356 T8 KPR 1 3RS L BH B R B & 3R s PR
[0049] AR A K W, 2R h G MR W] LA E — AP el 2 A, (HANBR T+, 28 (L 24 iR L - e ik
Bt Rl OH R FERRBR AP « H RERE — AL AL I L 2 PR RN L o et = AR IR AL B2 (CTABD
B CAEERE RAE O W BRI L S R e N, N- 3 e ig -N- S e, o5k
FEPERRACER VR O T 10 R R T (A LT, R O e FE RS, Brij) . JH
V2R O AETH B2 B0 TH R D « 58 480 &0 BE PR - 25y LA A0 IO RIRS LR B i AR R R
A GEAPIETR A . REE /B IR / Be A iR 2 / B ot 25 A f e 21
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/ BEZRAEEmIR L / BRI IR B / MR SE AR ER 2 / MR A R ER /R B ER AL AR YH R
He IR PR S A B AL BE R IE % (Sulphated alkanolamide) . e FEly . L5 IEAY IR R AL
(sulphated). ZEIEAL K BT (Ethoxylated aliphatic alcohol) B LGREHIE
PEFIRIR S 5 & B8 Wi 7K 1L L1 6 0 A A AT AR IR W R & B IR PR PR It
[ BT NG A ) B AR L G 0T R It M 2= 6\ g 5 R R 240 (Linkage ) FE 4 LM
PIE AR ERIZ . N, N, N, N= PUBRAR & % 2 e dik —1- 32 &3k —2— wRmgembk . N— Ffoih —3- %
FENR / AEE N- 2R -3 W ZE N IR Ak N- R L —n— I -9 /U AR
5% (N-carboxymethyl n dimethyl n—-9octadecenyl ammonium hydroxide) n—Hip iz 2
3 n- BREHAEIEL (n—cocoamidethyl n—-hydroxyethylglycine sodium salt)B{'E
TR G

[0050] MR TR B b G It 1S I il 0 (kG RS 2 AR oRURE , AT 97 1 A KSR AR
(IR E 2 T P EAE BLAE IR TE )

[0051]  HR#E A W, HEAG ), AT LA HE — R el 2 M, (BASER T, BEIIRT A4, an Uk sl
IKIERIVERT (G2 ZEBEIRD e R &Y.

[0052]  MRAE AR, AR EWIREY, v LA —MEZ KRS, HAR
T YR ED, WRENEARR BT EAER BANEFEAE R FEAERES
MR CEAY R AT REARERN RE DV TFEMNRFEROEAYE R sNGIRE, N
TR A B, LG oK R I 2R 50 S BT R AR b 2« 2 78 I S TR S I« TR 2P 5 B3 o A A
Q[N N 7 S A N Ao L 4= N 5 N e = PR U5 8 Y N 2 ol i 2 L7 S TE N 2
B e R AT AR AL R B VR A

[0053]  {E—ANSEili 7 A, AR IR CsTurry ) mhis R i i B 6 0 B LA 5% 21 60%w/
Wo

[0054] A< % BH (1) 49 oK UKL ) A & BH 20 A 4 T CLE i A ) 5 B T VA 4G T 2 iR A
AR HA R T, DR B W IR Py 3E i oy g o, &K PSS LA P, B0 TR ik Y
Cintracisternally)BH3E Py IR Y R () dn, #0300 8 B, B O IS @ e
[0055]  7E5 it 77 X, MR A< BH IR A BH AL S AN A2 B ) o

[0056] 75t 77 2, MR R AR S BH R A B AL S AN 2 B A w5

[0057] Uk Ak, A< BH B 4K 0k 48 & BH 416490 mT DL sl AT T A 18 R e X, B dE,
(SR LE 3 R R i i1 31101 N 1 7 = 1| NS = TN o1 N7 e e 1 N 1| N
T SEAR TR FR ke TR RHR A i 7 RIRE JRORH 423 R w37

[0058] A KUk ¥ R4 5 BH 4G4 nT ARC i) T =B i e P v 59 (gl s, Ak s S ILIAT Y
5572 NI N i R NN NN e 729 = W 35 K 7 1| QS B =N 7D N S BE NI=0i 7N S S N =i
5 G 3R 3B FBERRD ~ R vt Y IR Py BUR i h 2, S5 5% .

[0059] 1 FH T-AF i P v 5 1) 4 K ORE R A BH 2 T DA 36 A2 R DG i 2 K B lE
TRKE T 73 B T VR B LR, 0 P 3 0 T ] e T ] 3 S Y v B BSOS TR R o
[0060] & () & 7K BUAEK B4 FR B ) ), BURTE R (vehicle) HSE AL HE, HARR
T K CEE 2 ool (N R & T Hh, 5555, MG & KRS W, AV i A R] v 55
AHLEEZE .

[0061] 2l KUk R 48 5 BH 415 4 id n] CAASFE W A, wn B 65 5] e 55 FLAL TR, R4 8

8
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o T LAIE b % b4t B AT B R, AR R IIR S L SUT Ry LI AR, SRS, B ORI 1k
WA AR BT DU A & B ), bl a5

[0062] AT k&S T 1) AR BB 458 , (HANFR T, BR300 3l s AL R 351, FORIORLR) o 7
IXRPE PR B, W PR LT % S0P i 2 b — R G < Ca) — el 22 i 1 T ) (BRE
5 (o) BHA RIS EF) 5 (O RiG 7 (D PRI 5 Ced RN 5 (£ WIRZERER) 5 () )
BEAZ IS 5 ChO WV 5 (1O WP T 70 CGO Mg T AT BCEEFR 3l AL, 808w A
R LI

[0063] R A BH, ZRAT 194 K B ) FOORE TR, W] LA b2 7 s 3 v s s ) iy R 8RR LA
PAZEF] (sachet) $AHk sl 2 HI T 58 B ) Dk 72 it

[0064] A A BH , th m] DAR] 16 RE [ A4 84 o SR, 0550 R DARE 25 A A< I 30k
— B EAK .

[0065] R AR 2 BH (1) — AN S 75 5K, 78 B RIAR B I O I A AR 25 B LA
T B AC AL HE — il 2 i 24 R 3R W R0 245 PR T T o 12225 A R s A 1) B FH A3
TP (base), JEK T A% 0o AT ER M 4% A1 AR 7 » 308 Ik A /M R 0 I 2D RN 85 /2 9 1)
Wi 58 -G ) TRV AH B A FH 5 38 G40 0 B e e, £ 8 T A e M 5 9 Bt g iy T 25 a ol 2
FRIASE TR 2 BYRACH T ThRE 2 A WU, I B 1248 i A 178 75 38 JF ek o kA%
Lo B RREFEFIAEFEES | AL /N BE 5 (thin spot)o

[ooe6]  HRHE A W], B P A0 A E0 8 BRBEE S RL, W0, AHANKR T, R B AL AT YRR 2
RBELT Y 25 38 SR ML BE i PR AT YR 22 R R B AT 4 32 R TA PR AT 4 35 (BT R B
F DA 2 0 A R A PR B

[0067] A< B 1) o — A Sl 75 X WV A AE T3 B AR b I AR BRE LT M
BE, 14, B AR T, s IR IR BR AL 28 ), fr, EUDRAGITL30D-55, EUDRAGIT L100-55.
EUDRAGIT S100.EASTACRYL30D.KOLLICOAT MAE30DP.KOLLICOAT MAE100P ;4152 — H £/
LTYER RN L T ALLT YRR AN R — PRI A5 .

[0068]  HRHE A< A BH , AR BH P Jo s 0, A mT AAED, 68 10 988 5] 3 T 7 UL B R 7 3
7] Copacifying agent)F5 (a5 55, W H T B ACHS B BB TE MK 4% o

[0069] A% BH it T R3S 50) w] DAL S, SR £ e 28 R =T BRI SR H i L H v
LR H I TR IR 4828 — BRI « BRR VAT« (L ARE R 2R (L R fn e 7K Lo BLRE I o H TR
1 (Span20) Bt 7K L ZLBH T SR AT R 15 00 7K L ZR0H e S haf i R IS  JBE 7K L B e B S il g
FRIG A7 R PRGBS0, Wik IR = BB AT IR AR 2K — RN s TN 1 H R & 1
A G FED B IR TR B R =T AR AR T AR AR R T &
HE B B R i R H i s A VR S

[0070] A<k B o BT FH B ARG SR RT AL AE S AT L (B IR IR B« 5510 — LA R it A — A AR
A E AR R R G

[0071]  RT 48, 42K J25 T 1 97 22 A o] PR A e ol A7) 2

[0072] AT RS T IV A A0 KRR A 15 BH 500 200 60,455 24 FH L0080  VRLE SR B
T, FUR T o BRAFAR £ BH 2 A, AT 20 R DL 458 AR AU i I AR R 1, K B e v
I BV R FLALH .

[0073] [ 73X it MM BE SR A1, 20 A3 mT DA BT i Vo) LA ) A E ) L il

9
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SN S| B sl P

[0074]  BRAAE B2 A0, WA TR 20 AT DAL 5 I P A R 711, an /K s B i ), GV B E
T FLACTH S FH R PR BRI D5 75 pH Y15 700 7 )

[0075] AR A I B, W] LI A 38 ) ) B ) o5 A ) 28

[0076]  FLALGHI AT LLALHE — ekl 2, (HAR T, S A BE IR IR GG SR LR 2R
B 2 PR R PRSI VT L L, 3= T S S TR 2, G R AR AR T ORI
B2 EMEEING o I =77 el e BN = I NSV 31N et N NS 0 i =
HIRED.

[0077]  &VFHIT LLAFE—FPEZ Bl (HARR T, FELT YR R NE PR AR R ET
MR PR TEFRERARR R CEFEAYR R CERLEARR R OREA YRR ENEL
YEFR R MR YER W R e s e ARG .

[0078]  HRHE AR B, H T4 A BH 1 2590 206 W 1 24 FH 28 A e 88 ) G 78 571 Pl DAL % —
Fhal 2 M, (AR T, FUBE (54, e 35 TR FLBE . o« — FUBE. B - FLBID, Bk ok Tablettose
[RIFLBE, FIAR 4 Pharmatose 4R i FLBE sl 3L & B T AR FLBE  FUAE T RERE L (LAY
B B H 0 T 5 B 45 5 R (dextrates)RIAS 4 TERE 22 2R BOBTRG  SCHOR R 41 4
F AR AT 4R 2R (I, B AR A Avicel HIBERAT4EZO R ZELT iR L- RN g R
RO R TN 2 B BE 41 4 32 (HPMO) AR 2R A1 4 22 28 674 (ut, T, Methocel AL Methocel
A4C.Methocel A15C.Methocel AAM)FELFEAYER RFRLAHRY RE T FE RFR
R CHEET YR ML E A YE R AT, TR st Ve b CRLEE AR EE R L FOKTER s KA R
TER AR VER) KRG -

[0079] R4 A K W, A W B 25 20 & Wyt w] LA 2 Bt 7R A 3 500, L] LA 5 —
B2 P, AELAN PR T, Bl i 8 R G 24 ) 26 B s ), T T 6 | ol IR TR S o T T I L TR
BB BB RIR £ 1A VS (AN, S0t D AU H IR R BT i PEG R (silica
acid) BUIHATAEMEER o), iR 3k A AR R A RE RIS G4 A8 SR A W TR
BB/ BURERR B IR U IR 1) R 15 LA i (9, Sk B KD BRILIR G
[0080] MR AR B, 7EAS i I 25 W) 20 5 ) b i W] DAAF A5 608 RS 550, o mT DL G —
Rl 2 B, AHANBR T, 58 LI b g e 1 CHRLRR oAy 28 A WD) B8 & T S BT AP A 8 s 8 TR B
e R PSR EV N R AR FREAR R RN EAR R RN EF LA %
B R AT YEZ AN HIRS WIS BT AP B S JRO/R S50 o B S W R Rl , s VR 5 ) R
AT B S R Ao

[0081] MR AR W, L8 A S I 25 W) 20 5 ) 3 W] DAAT A 65 3 KD A A1), G0, % — ik
Z R EAR T, RAFEE YR (HPC) K35 B2 HPC . H2 R 4T 4 28 (CMC) L CMC £l OMC 45 AT B¢
T MAELLT YEZRN A0 L 78 50 R S0 mh 2 28 FRTE g LA SR TR VE K B2 I BE Ve B« DOV H
GEARETYE R AR CTRITRY B 48 BEIR B R, il R sl L AR ) S LIRS -

[0082] 5 4b, AR Ak BRI 220 -5 Wy m] LARE— 20 A0 48 22 /Db — B 5 SIS T 7 o
[0083] 5 A1 MR AT LAE B AHAFR T, — B sl 2 Mol 50, 2R [ i (9 4 g Joi 28
B AP AE 2R U T DU R ) B R, BB A o

[0084] &l FHTA R ALHE, (HAPR T, 24BN U8 2= VBT B 2 ke kRl vk
R R APE AL AR SO 2 R FE P B AR 2 VL PR AR BRI RN E B

10
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F WA TFEE (dicl oxacillin) HACOPHM ATFE 2 (picloxacillin) Mgt FHAK ., 4
PO ZERVIMR E R R W R UM R WHEER b oM m R R R GER R
R HlECER M ER BER OCHER NN E SR HEER VS A BH
HR ERALAIR K EHER FER T MO 2= AL R (pyrroinitrin) | T
HWER REZER BIRER AT HE R MR PAVIR RN EHE R ZRE
=M E.

[0085] i BT EL W FIALHE, (HASIR T, i P U A 2 25 55 287 25, WKWk SIS QIR 2 7 e
A R UG AL L GOK IR M SR e | o 2 M e e | SRR A L S e | R M S R
P 5 A oy U A KRR e | B S A | i S B R A | < R A Tt A S A, — ARSI
TSI WA Y R s | S e A | R SR A, R LR T Y E B | ] 55 S5 L B2 JE AN L VR AT S
J T S TR A  SUAS H K BRI ) | U  RHIAIE 25 N oRE L Hing e | — S S0 Ik
RN TR BRI IE | A R At e 0= S TS SR AR IR« AR Pz R LB L T BRI L N IR R
N RE Bt B KA B 2 i &7 20 T R Je e H i LR SRR R E R LT8R B IR TR -
[0086]  HLEBHIIL T LLEHE, ZMIA GV MR T b R R IR = . JER
ERER HEOER T ER BER OCHER LA SR SRR VIS L.
HWHR BERALAR KEER FER. T R &= IS R = T IGRE R RS
B R IR, WRIZSS WA IR, 29855, RIS an B2 Rk A e 508 22 R L&
KT A | SRR WA | o s i SR A SRR A S5 R L G e | S R A A S A L v R A | I
JRRE WA | B 55 R e | i T B SR A < it A L s A R S e, — AR S R A g R e | B
W RRE M R A WY E B B S 55 B2 JE IR VR AN U I T S | TR AT UK H TBE
IR =) L SO  RIA R 25 P et e S S S AR VDRI SR E | I R A XX
SIE TR AR FURNR AR WAL R | TR IS TN IR R JR L e s 1 7K A W e 2R T
Bk Je e H i SRR R E R SR BT TRIGTR .

[0087] L& ¥ 7 7 T DA 4%, 8 [ B B AE 28 B B v 8 50 AR IS A BV R ), A 4,
{HAS PR T, B] =) DT AR AT 3 25 XU S5 R 28 8% A6 20000 25 T EL & 25 AR v I 25 AT
4% (flubufen). M ¥ 25 M| W38 25 BE 3% 25 (piroprofen). R i 45 B yb 3 28 L 4 fr 3% 5%
(pramoprofen). K ¥ 25 (muroprofen). fii 2% ¥ 35 (trioxaprofen). &F & 25« &% 25 EVE
SFIR - TIE A5 AT EBR W SE 2 BF AR IR VFESEVT M L TR VI P IR L 55 2 3 (B A MR,
zidometacin). [ P 36 3 SF WEMEIR  BR SUEfiR « oxpinac, B KR FH SUK IR KT - JE R
K FE KR e (diflurisal )\ 2R VPR b 2 FE . sudoxicarn. Fp & BEEEZ ;7K
R AT L4 AL HE R =) DT AR KA BR A — /K A% R MR AR B  BUK A% i « — S JE Ml K 57K
1% KR RL L E , F olsalazin ;X2 FEMY (para—aminophennol) 744, BN LMk E %
My AIAEASTEYT saIRRFNET SR, BRI 3L 25 L RF AR IR K FC IR 2% 05 28 O 1R, B HE 4G 3R
VTSR IR RIS R 5 4B 2d Jk 48 A IR CRIRBESS), A5 F KR, R UK IR s I eI , 45
H RS Coxicams) (L 27 H7 B B 8 B9 , ATtk Mg — W CRJEE T % . oxyphenthartazone);
GRS, 04625 T 36 il Ao H 25 H 36 IR G

[0088] & & (1) Bz Jox 2 ] I A 4%, (B AN PR T, &AL mT 42, B, 11-17-21- = 52 5L 42
S —4- M5 -3, 20— M R TR B2 I LR TR B IR S A T AR VAL T BIAR 21— BRIEAIR
B EATTIIAR BT FE SR I B2 5T\ 5 J i £ B I8 PT FRIAR SR AT AR AT AR 21B- B

11
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PEAE TR RIS 1] FORA B ER IS « T 40 2 A LTRIE IR Hb 8 K AR R IR JE4iAl - TN Rt
KA SERAMAS BRI I o

[0089] AUk BH I 2540 & i vl LA FE TR 77 LA S R4 5 B, B0, (BANFR T+, KB
Bl KB KB L I 22 2R T IR AT B A VN R S AP 2 M ) 2 3R 2. Y
B 2% R EE 2 L M IE R S AT T ] oy A1 RS R LSRG e K AEHH SRR R AR R R
OREEW 3R D RAF R L RWE R R &5 SRR SR T AR A
AR LR TP b L B S5 L 52 P I e A L 22 Y BE (m-AMSAD LR T A BRI (L- K
I T4 KFEIA T, FI T35 a—2a A 2b,

[0090] AR B I 25 41 -G 438 T LIASFE B 7550 DL AR AR B B, I AR P 2550 AL 4,
{HANBR T, B S &5 W BE I 2 B TF = F A% £ RS HE 1 o

[0091]  FEiE— st 77 2, iR Ak BH B 25 AL -6 W mT LR 11897 40 B g g, 44,
SRR 18 B I ER B RAT A RS /N5 v B TR P 18 i R 4% L TR Dl B
AN Gl A I HUAE R ARSI R, B/ BOE N

[0092] A BHIE— D9 K —Fiyr 0/ BCPIBT &5 W s 0 75 125, S T 1AL RR 4G TR B I
()52 1R A AR R AR B, A R AR AR GRTE A .

[0093] A BHIE— R T —Fi T & A -G ITi%, &7 150 -

[0094]  (a) MYBALAIAEE B | 2 BREh R0 - HPMC ¥ 70 B

[0095] (b)) ZKEEHIDER (a) H AT 134 AL IR 70 B

[0096] (o) FEFUME SRIK G4 Tl i 41 44 22 TN AS SR A W] ()98 6 ) W B 20 B8 (b) 343 19 4
KB Tl BRI 5 LA SRR 571 o

[0097]  HRHE A K WK 2 A5 W i — A St 77 5K, ] BLE I BUR J7 v, 4G (ad 1E
Al K, TEREFEAAE T il FIAR 1 B S 2 R IRRN . HPMC. e S50 R B AR R0 1) 20 Ui
(b) AL B Ca) 1 3 B 40 K B 33 A 1) 23 B 5 (o) Tl AE AL R IE ML 51 52
K P I R 2R T UM R KA 0 I AT A 3 R AT SR YR VR S ) b W A K B I 2
V) s (D FHRIFREAF BIIPOR) 5 Ced WM ORI 55 Ja He il e 7 5 (F) 25 B0 78 3R 15
(R 71, AR Ja AR A

[0098]  HRHiE A BH il 4 Py 44 K B2 i (1) A o BH 27 HE 00T IR A it 28, S8R OGP R
FARMA ARG, W 1 PR, X0 LLgk— 2 8i SIA ARSI A G, KK
B IS TR AR R B

[0099] T~y SE A5 A3 FH T Uk BH AR S B, AN DA 7 PR i) A i BRI [

[0100]  SEjEfH) 1

[0101]
I | % HE mg/ Fr 7
R AV
L. A4 £ B 200. 00
[0102]

12
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CN 103221032 A

2. Z JEERRRh TP 2. 00

3. RN EE L AT 42 3eps TP 40. 00

4. T AR IR A 1P 5. 50

5. RERE TP 69. 00

6. 4K 1P PNy
FHRIBEA

7. FLBE B A (200 FL) TP 200. 00

8. AR ET4EZE TP (Avicel PH101) 200. 00

9. AT B Y TP 25. 00
e

10. AT B Y TP 30. 00

11. BEARMREE 1P 03. 50
Bt 775. 00
HEAK

12. FRNEE A A4 3eps 1P 15. 00

13. FENEE IP EE

14. 5 H %% BP PNy
it 790. 00
[

15. Fudragit L (30% 73#0) 26. 00

16. WA 13.00

17. PR — LB 13. 00

18. K L=y
Bt 842. 00

13
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[0103] JDIE .

[0104] 1 fEHiFESAT T, R4 K ih i) & AAE 1 5 22 EBRAN  HPMC. -+ B 2h At FR AN A
B ) 23 B

[0105] 2. 34 J5idk Bl 73 BUpA, 2R 4 oK B il o

[0106] 3. i 7R AL PRIE ML, 58 55 75 FLRE 57K G 40 Dl i 4T 4 22 00 A8 58 4 i iR VR 5
V)b WP 4 K B Tl R 2 R 2

[0107] 4. 5ZR HRAT FIRURL K /N FEIE T o

[0108] 5. e 2 I MIURE s i B 37l o

[0100] 6. & EBMHUEE BRI, ARG B7E .

[o110]  SEjEfs] 2

[0111]

FF9 5% i mg/
R TR

L. A ] 200. 00

2. Z PEMRGN TP 2. 00

3. PR LA 42 3eps 1P 40. 00

4. + TR AN 1P 5. 50

5. BERE TP 69. 00

6. 4K 1P A
F:RE

7. FLURE IR A4 (200 FIFLD 1P 200. 00

8. WO ETYEZ TP (Avicel PHIOL) 200. 00

9. AR YRR TP 25. 00
T

10. 2B YR TP 30. 00

11. BEARMREE 1P 03. 50
st 775. 00

PR

14
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i M B

12/19 1T

12. FRNIE R 42 3eps TP 15. 00
13. 7+ N IP EE
14. — S 5 BP i
mt 790. 00
v Ak
15. PR FE R IR AT e 3R AR — IR IR 26. 00
16. H i SRS 13. 00
17. SN TP EE
18. S e BP e
it 818. 60

[0112]
[o113]  JDIR .

01141 1 fESEFFAAE I, LK P il A B 55 2 PEBEHA . HPMC. - ot SE A IR A T IEE

BB HLAR

[01158] 2. Mk iR oA, SR Jm 9K B ol o
[o116] 3. il FERALIRIE KEHL A, 8 55 75 FLRE B KA 40 Il il 41 4l S A SR YE R & 4
s R B A K ) 2540

[0117] 4 U RIFHIRURL K /N FFIE M o

[0118] 5 5 LN Vi RO s ol B A 371) o
[o119] 6. 2B RN I, AR5 s E .

[0120]  SEZJEMH) 3
[0121]

] %y HE mg/ Fr 7
R R

L. A £ B 200. 00

2. Z PRGN 1P 2.00

3. PRI I AT 2 Scps 1P 40. 00

4. T TR R A 1P 5. 50

15
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5. HERE TP 69. 00
6. a7k 1P &
FRIRE
7. FLBEELK A4 (200 AL 1P 200. 00
8. ARAF4EZ TP (Avicel PH101) 200. 00
9 AT EEAEH TP 25. 00
e
10. AT HEAEH TP 30. 00
11. BEARMREE 1P 03. 50
587y 775. 00
FEAAK
12. FRNFE IR YE R 3cps 1P 15. 00
13. FENEE 1P EE
14. TS H B BP EE
Bt 790. 00
FarE e A
15. BRI —HR LR A5 26. 00
16. H il SRS 2. 60
17. FRNEE IP EaE
18. TS Bt BP EE
Et 818. 60
[0122] DR .
[0123] 1 FEHFESAT T, AESEK b il & A AR B 5 22 EBE RN . HPMC., e BEb 19 B A TR B

1953 B
[0124] 2.3 JAb bl 73 BUIK, SR 5 oK B Al

[0125] 3. HILAERALIAIE R B, Wi 555 FUBE K & 40 S0dh £ T st MRS 4R 54 L

16
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14/19 1T

W B 20 2K 25 ol T 285 00 9 o

[0126] 4. TSCAR3RAT YRR K /S IFIEE

[0127] 5. s A URIE M IR Hs il e 31l o
[0128] 6. &MU BN H, R aE.
[0129]  Sjffs] 4

[0130]

75 % & ng/ F
& R

L. R ER= 200. 00

2. Z RN 1P 2. 00

3. RN FE R4 3cps TP 40. 00

4. T ISR R AN 1P 5. 50

5. HEWE TP 69. 00

6. 47K 1P L=y
FRIRE

7. FLBE IR A9 (200 PFLD TP 200. 00

8. PR ET4EE TP (Avicel PHIO1) 200. 00

9. A B Y TP 25. 00
T

10. AT B Yk i TP 30. 00

11. i iR MR e 1P 03. 50
587 775. 00
EHAK

12. PRI AL AF 2 38 3eps TP 15. 00

13. A TP EE

14. S F gt BP =y

17



CON 103221032 A OB B 15/19 B

587 790. 00
i AR
15. Eudragit S100 26. 00
16. WA 13. 00
17. PR — LB 13. 00
18. 7K PNy
587 842. 00

[0131]

[0132]  JDEE .

[0133] L\ fEHHESAE T, fEAK ih il & Rldm & 1 5 2 EBRAN  HPMC. -+ B I mt FR A A
B ) 73 U

[0134] 2. XAk B iR oy Ui, SR 5 4K B il o

[0135] 3l AEVRALIRIGRIHL AT, W 25 70 FUBE HOK G903l ik 41 4E 3= FIAS SR 4Rl VR -5 )
e WS B K B R 2540

[0136] 4.2 HRAT HIRURL K /N IR o

[0137] 5 fi 23 T VR RURSE s ol B 791 o

[0138] 6. HMEE RN H, R aiE.

[0139] St 5

[0140]

P55 D% Hw mg/
R FER

L. HAEE 9] 200. 00

2. % PETREN TP 2. 00

3. PR ST 42 Scps 1P 40. 00

4. T R AR IR AN 1P 5. 50

5. HERE 1P 69. 00

6. a7k 1P T
FRE

18
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[0141]
[0142]
[0143]

[0144]
[0145]

[0146]

7. FLBEERLIK A (200 FLD TP 200. 00
8. WERETYEZ TP (Avicel PH101) 200. 00
9. AT YERR TP 25. 00
R e
10. AT YERR TP 30. 00
11. i i MR 1P 03. 50
587 775. 00
EHAK
12. PRI AL AF 238 3eps TP 15. 00
13. SN TP EE
14. 5 4% BP L=y
587 790. 00
i A
15. Budragit L (30% 43&0 13. 00
16. Eudragit S100 13. 00
17. WA 13. 00
18. Frigis — Ll 13. 00
19. 7K EE
Mt 842. 00
W

L AESEFE A T, AEALK P i) 2 FUAE Y B 5 22 RSB . HPMC ., e BE 5 I B AT IEE
BB 73 HLAR
2. B At LRy TR, SRR AR BE o
3 H I AR RIE R AL A, W55 55 6 FUBE K 54 B0dh £F 4 5O JE Y B VR 5 1)
s W AR B T FR) 25 IR IR

4 A RAT IRURE K/ T o

19
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[0147] 5 R ZURIETE IR0k H &l Rl A 71
[0148] 6. HHBERM A H, ARG B HEE.
[0149]  SLJEfH 6

[0150]

7 % H 5 mg/ Jr |
&

L. FAgEE B 200. 00

2. Z PENREN 1P 2. 00

3. PR L I ELT4E % 3cps TP [40. 00

4. TR AR R N 1P 5. 50

5. TERE 1P 69. 00

6. 47K 1P L=y
FRIRE

7. FLHEERIKEY) 124. 50

9. AEHE A TP 73. 00
REY

10. WO ET Y% (Avicel pH102)  |50.00

11. I LR TER N (5 A 20. 00

12. WH 3. 00

13. TR F AT Y R 100. 00
T

14. BENETR . 3. 00
Hit 690. 00
T e Ak

15. Eudragit L100-55 27.5

20
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16. WA 10. 46
17. FFR = L5 5.13
18. EaR iR RAN 0.91
19. 7K &
20. FAEE E&E
- 734. 00
[0151]
[0152] JDIE .
[0153] 1 FEDLHESAT T, ZEAl7K P il 2 A4S & B 5 2 FE Bl HPMC. b S50 B2 Bl AT e
BEIR) 43 B
[0154] 2.3 Jtb il 73 B, SR S5 4Pk B A

[0155] 3. IHILAEWAL A R HILH » 105 5 £ FLE 5 /K D RN AT 28 Ak B 1R TR 50, PR 4
ENETRESEY/ S

[0156]  4.E7AR RIS 0k /N FEIETE .
[0157] 5. S 2R Uk He il 5 71l o

[0158]
[0159]

6. BRI A, ARG s s .

S 7

[0160] R AR B ()20 & W AR I He R (W 205 W) s o

(01611 R AR B, 765 RS ) 0. 5% 19 SLS B E /KA I AT H AR 5T 16 T 51 4%
P 2% (paddle method) (3E 25 L) A JFAAFR 900ml s/ LI 37°C s M 7 i e il
FE 50rpm s EUFE (&F 10 4358,

[0162]

[0163]

[0164]

*K1:
[E]f% Cmin) B Yo
gkFmEH AR | AR A
200mg 200mg
5 9 29.5
10 54 42
20 95 57
30 101 06.8
MR A W R G 08 S AR S 1) 6 45 IR AR 5 B 200mg il IR BRI

HEWE S AEE B [200mg] A S A AL — Ak L (b IR R A e I T aih s e TR FR 2T
YEZE IR ETYEES T AR AL R R SIRVE AN IE AT, A AR
PG R AR e b, Jorh Bon T Fror bl sk 1 A L B, 8 10

[0165]
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I PR Z) 54% I TR AR AL G W0 h e, IF HAE 30 2B A LT 100% 3s v, i BLA
FORBIHIFIAE 30 73BT 66% Bk . IXLEEE RUF UL U, AR A &9 A U200
TIABARA GV L.

[0166] X AU Y B AN SR 2 1T 5 WL, 6 AN Jd 15 A S B RDRS A PR A7 G0 5 T EAREAS
SR TR B AT B A G e PRI, B PR AR AR B B ALk St 77 A RAR 2
T s AU ARN 50T LU IUCASSC 22 TF R SR AT B R i AS ORI 324k, I LKAl & S5
AN N AEA S BRI N

(01671 wJ LABE S, ASCHT FH IFE R MURTE 2 0 7 3R 1) F K, M0 A SAZARAI A PR A3
AR BB 7 L, B BAT Y R AR R R i FR S I R AR R A 5
SMEIIH o

[o168]  AZtfi Y, AT AEAS UL A5 BT B BSUR ZE SR Fp AR T 0, BRSO A — 7 — i BT
BREEEERAWD, BRAR BN SCh S IR RE . A, 4, 2 M HERE ) A o HERER
LI P A s 22 b A TR (0 HETE 771 5 25 8 IR0 S i o — S sl ol sl 2 P 5 1 41

WA ragaTeN
= sF Fo
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i BB

1/1 3¢

ik (%)

AR

150
100 -
50 -

0

—— BAHER
—=— UK B

5 10 20 30
B il (min)
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