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1. —#F S EEBFHFA, @i

@—EFWRE, E¥ad: OERME, EAFEBRFRLTH
A, ()5 KR AR AR T AR Ao/ RS A/ B M8 KRR
a8, (H)FERBEHRT, Fo@v)R, LR ERETERERSY
HEFXEBUEHRHETIH 10:1-0.5:1; F= 3

b)—EREEREE, AF¥0&—FREL HRMEEKREBRNT
FYRE Ao | R BB o | BB ARG F MY, FRHRWR, FtEH,

2. BRI ER 1 EER, IREMEPEKERSY S EIR

M RGEFTRA T:1-1: 1,

3. mBAIRR 1R 285580, XPAasuErtRaedii
bEREEELN 5%-65%.

4. BAER 13 L—08FER, £PrHasdeERuBR ii)
EEREEFY 5%-55%.

5. mBAER14Z—WEER, AV TOSHMG)EERE
FEF4 10%-40%.

6. WRAZRISZ—WEER X VEREFERDAGLH

Fiv)ds EF % 0.003:1-3:1.

7. R E—BABRGZER, RPHR—ERESAHESG
WMTFHEREG—ARXIAELBER)L.

8. WA RAE—RAERNS ER, b REE TR/ XA
FolRBREGFREREDEEBEH ARG ET IS 2:1-3.5:1,

9. wWRE—BRANBRGSER, XAPHOL8ERMFEGHERE
HEEFN 0.05%-50%.

10. oA 2R 9 HEER, AVAadey z%'ri%/ﬁ(n)é;ra'ti}z
T4 0.05%-20%.

11. o BE—BRAZRGEER, FTREXKRROBEOETH
R R AR F/ R AR EREAR, L OEXBEGR THRER
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B, 4-F¥% 100,000-4,000,000 492 AT EF, RTEHREH, &
FREH, PTEAARBRT-—CHEARXLARYD, £ FFH 2,000 F
4,000,000 ¢4 2 R/ A FRFRE, £FFH 200-15,000 R =8, &
TE 514 20,000,000 ¢4 RETH, RTHERSY, AL BERKT
W-RAAWXRY), ROHBE, glucane(H K1E), A XEK,

scleroglucane(scleroglucan), HE X, FIHLHFERE, F 28K,

FRIRK, BERFIZALNTEY, REEAH, TAHR/DRBE
ERY, RFERLEEF/RALITEY, TASSE, FTAHALE,

REr, RBATAEY, oa. bRy IR/ RMMEITEY.

12, SRR AE—AA|E KRG E BN, VAR FRE MR L3EmT .
KB, TTRHATERNSEATI, H4, RE A, B,
Z-REBRRAH I ER, HokaR RS RRARAR B ES, Hh LT BB, —H B
FRBARARBRBE, RO —BIRRASBREE, RO —BIAR R MARARIBR B, HibAd
PSR — AR AR BRBY, ARAEBRSRIEBE, KT —BRARJRMUAREBLEY, #-R—-
i LA, R CELAMBIEIRITEE, SR8, MASEL, 10
Fo R RA0F 08 BB R C M EAATEY, F/IRENERRD,

13, e RAE—RANERKGZ ER, - FHRA FH 2 1000-5000
Kg/em® &) TAE & J) )8 R S R4 ® 113 4.

14, iR E—RAZRGZER, LA PEREPHEREDR
k8 SAC KR At i L AR B

15. e BRAZR 1483 ER, EPUFTERFHBAHATH, FE
REFBRLTHMESA T &L 12.0mg.

16, mBRABR 148 EER, RYUFERTFBHAEH, FE
RFBRFELTHMESATH 0.75-12.0mg.

17. oW R E—RHNERXKNSZER, AP EBREHRASG) ~ (V)T
WA, RV ERMR EERET TN 0.05%-20%, HH EiEH
EEEH 5%50%, FAERETFRKEREDEFBEDRYES
A 7:1-1: 1,

18. WA BRE—BRFERNGSER, AP FRUERSHOEST
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A 2,000-4,000,000 49 2 AXFTEL 8 F. BT EAHF B EHIATR
HRE4.

19, W E—RANZRKGEER, VOO ERBFT R
RF EFWEEEN 0.05%-20%, (i) FRKEESHWOLEALTRY
BE.BATRAABETHIRTELRES, (DENRBREWROEELE
B R oE LA ERBR, Fe(iv)AT St B SR EEF 8 5%-50%,
BEMREFFERUREGHEFERBEDRGETILY 7:1-1: 1,

20, W RE—RANBRKNEER, AFPEHELAR Ldhuy
B~ (AVFTER, RV ERIREEREE TN 0.05%-20%,
A EERET TN 5%-50%, FAEKUESHEEREMENHE
FibH 7:1-1: 1.

21. BRAIZR 120 —RA—FREN S EH S &LFH 0L
FANEH Y ALK,

22, R AZR 21 AR, AP RFER 120 2 — 2 L) —F
EMEERETHER—KRLH.

23. R A RR A GAE, AP B OIEETHER KA G
FBRI1-2Z—-ZANHE—FEH,

24. B A ER 120X —KEER, AYH—ERESRRE:

OB TFEREH—ARANMNERBERL,

LA R 11 45 ARH R AR AR T I IR Fo/ R R 8 Ao/
RERYFRERSYS, H

- FREMR.

25. BRAIZR 120 2492 ER, APH—ERESRRE.

AT ERES—AXBIANMEABERL,

-8 5 KM R AR AR BT T M I o/ BB B e B AR ) KM R A
M, feERBEMR,

-2 0 REBNKERAF RK)ZE 1 DR, ARERERR
—EBERESFREOCHMHAENEABBEREERDRK.

26. AAIZR 120 R 24-25X—W3EH, RV ABEGRT
EREHAAMARBER)L.
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FARME/ ERERESH T RMNE

AEARTE—FHABXAN, ATFeHEFRAESEFREASGR
HSFR, ZEREEN —FRESBFEERMNNEMN/ L H P esBi
Bk, ERHLLHRTY, 43HEATALTFERHRY
BEERH ROV TEEDNEVGART, CRETALGRHK., X
HUAN RS/ XA TR EEG A ETEAHUEZRE G (XFH
PR BEREOEZIFZHERARE, P/AA—FRETEGR
BEEAXEEENR, X TAIETH WIP" KBl # L.

FAAEERIHFT, AR (FERAFRKLIRN) L s K
BB AR, RERTEB SR, REMN. FEMf/RERELD
R E SN ECE -

HEXNAFSFTERETTAELG A FHEAERN (FRY
FYGBEHAE, AGRBEARAAR# S, BEAEZLHDABA ARG E
BEHRTA—HELEELETENONEAER B R, B4, T
ATaG2EX ZAWLAGHGHEHL

M./M,=Kt"

EFHYBEAIHEMM)EFTE KRETERTRETHT K EZE) RE
e, mFEHK n RETHKE (front) FPES WA GBS B ikiE
B. BEAEHMNBAHK S 74, #de S. Dinitriuk S BALAEH TH
KA ”M. Dekker, #2% 1996 FR & &G/ H.

K3 F5ERBHERAFETATAALHER(E o, 2H. W
BEAR)LEHGHNE, TR ORLGBGESHATEEA, $HFE
BRI E G HEBKERS K, #l4e US4, 160, 020 £ #5 OROS % 4.
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US4, 839, 177 #» US5,422,123( 4 #) st & T EP0226884A #
EP0432607A) A e Ao AR Sz B R TH - FHARE, &
EEHBRTTRERDRAA-—FREIGEARE(FELD I F,
EX VS n=0)BAG o RGEHMNE, AN, TEIKHRET
BHEAANNE, ZEAAVRENXWASHDPETRHAGFEK
WERHAR, CITARBHERE(HFEES )BT,

THEERDREEBAGHRAS R TRELGFIREREESY,
BHBAOWE AP/ ARREAABERBSSBEK, BRT EED K&
Fickian 3 h Z ¥ H i E.

t ik US4, 839, 177 #= US5, 422, 123 X 1857 2 %, HA¥EAET
R ERG—FHRRERFENEZ (B US4, 839,177 KAKR
BAUESWEFKENR, RFEAIEHN(THELEHEAME) AR
THRF/ B HRAVENF), EHRARZAEARENR, #/
XBLETEETASYEWATRZAHTRNARNEY £ B PHERE £
(AR USH,422,123). IHAHEGERR, RETEERR AR ALEE
WAL ERMEGEABE, RABKFRETRAARGERD R
BAE., wEREHARMNEZELEMBAYG, ZEAAORHELTHE
HHMNBEFRRATHEDRBFTAAL B INBEARE (ZLAHERZS
1 F).

E S LR FHERMTESHHMNBX, X&hrMHMNTAR
Bl 8 8k R84 —F R E $ 54 (W094/06416) . 5 — % & B (phased)
BB R R A R B M Ok 32 4 25 M 69 K (US5, 487, 901), B E K
A AW BB A A 6 K (US6, 027, 748), XA XA E AR B E
H M T 3% MM HE (EPOT88T90A). %4, AR S ENBEAKKH
hir, IHERS5FAEYEER, ERTAFTAGHFEHRA
(EP07953244).

Kin, EHSEHFFER, RERTREEAREFTGELLAK
BAERGY, FEANELEEBI LGN EFEYE, 41 HERA
BARESKAAEDHHNE. R AP ARAGEFRBRZKE, Jf
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BaERESA S EMHE, FEL, AEHRAFEFT LR, ZEANLR
AFPOLEAFRL, BHEGHAZELEAGLENPHAIELREEN
HBABAEBME. P, CBEHREBPSREYAT Y, LIRR
BREFHCERAALRGHNE, AR ERENRERAH LT
FROGARIHA AL,

Bt s REFED, FZRHT L FHOLFRAZTERIR
BB (AN TERAMNEGAERL), XAMNDEARBRAE G
RERBRADIFERLEY, nEHAENERBRELX.

ﬁ#buﬁﬂa%m&##ﬁxnﬂgﬁﬂn%%ﬁ%%ﬁ&
AERBR IV EEZGAARARBT I E. @7, XENBLIEY
Y1 6 B Fo 2 W WY SR m AR

YELR, ARAHSENARGKIHANFHHHNE (Kkasd—
HEZE), TAAMKARGEEELERED R ELEERTR T
ERB RO BTN A).

ETaGFERT, BRTEHHEFEAGHEST P A BEZIL,
ZREF T #HF RGOSt —F &,

O ARREAFTOARBIER, BARRARSEEBAN, K
et

(a) FHE, E¥44F: ()&FBEBA, (1) EKRKERKEBN TEIK
Fo/ BRI F Ao/ RBERBEGFRRERSY, Q1D FREHR, F(iv)
A, AP REREFTERBRESYE ERBEWRGEZTRY
10:1-0.5:1; #=

(b) —ERFESERBE, ZEOLES—FRESHKEREKERN
T I K

Fo/ R B o/ REBGFERBEREY. FREDRFHHA.

SEERFNNGERDRETCSARTGHRAEESD R, X
ARRENSERARRUEAARAIRE RRAHNG)BEZDAF. AXH
B ANOAERIAETHRA-FTEHNGT XABEARXTHAENE
W R, HKEETEEHNZFEHEIWE (dose dumping), FHRBAT

7
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B2 ERWRA R BB E XK.

AXPRHBGEERTURRERS . ZEXRE S EHGAN (A
FEmR). AVEV—EVOALABMR A THERGERIR, F 5
V—EBEREWHRESFREER L& (support) E. $ BRI THME
B 1-9 i®. AAGHEDERAALZAEY, LTALWHEBHD
ARETERELCHILABRFAR AL, TALTEIRE (REHBX
MAMBKR, TAEBGRE, SERTHERAH S THOHS
(arrangement).

ERERBOLSERMWRNE, XXRAAMNTTASAHS T —#
HERR. FREXINERBFTRAERCLERD RN E.

—FAEGREN HWB 1w, EFesEEBRGE(E L)
B—EARFEE(HR)FO#. 20 —FERE 2 /7T,
EPHARBEOEREERVREABANMEREGM A G, AWE 3 ¥,
¥ -BEEOLKEEREA—AMEAGRAMNEG. EHAB 4 Y, FE
ESRKBASLEERYS. EWE S b, THECHRKABRECESG 2
A FE PR B AR,

WA 6 e Eh el BAARENHLMEAaRIMNGYEE
E3), BAMABYEORAPLMNBGREESNEREQR), BAREY
THEBRIMEGE S —FREQ), EYEREEQ) BEERE(2)M
A, MEMREQ)XEFREQAE. BAERETTLERARNE
ARRXARGERLE. WRTL2EMB 6 752680 —HRFFT X,
EPERBREG)ZARTHRBEG R —FRIREM T. HE
BRAEMZERNTER, AFREE@ATLLEERDRHBAE
(9) #= (7) Z1q.

F—FZERCMEE)OHERRE 9 T, IEAMNER 2 A
SFREBE (10, 12) AT LR GREZ G ERBFE(11).

EXRBERNERT, FEEFLTAQGAERDR, ZHERE
RE—FEBHURENFRE, RRAOSLRZQLERIRGBE. k£
BREL®FEP, RERBERETLTLL AR ZHARERI R,

8
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R ERETHERD R —BRARTREETHERDR.

REERBEREGRAESA £ G, EHANMNSELAS AP/
REWREME, TRARTOENFTE (WAKXWEEH), HHHR
B EREY RAE RO RBEREKITF I FREBHEHR.

HEMETRAAMABXORGEREED R THRALBAGH A
HX. EFRYRBRRBAELFRAEGH R (W), WEBWFLOFEF
BRERESHE, Pl THALB G5B,

ERYRELAATRHABRER, Hlr, HHHEATOLEEZA,
HOHERFYH, SN, LEHKY, HEEMN, LGhEYH, 4
o P A ARG RE LR ERDARERATIIHRMA REGH
R, Bmh, MATRF-TERELZANBR, LahkfffLk
F B A, & Parkinson %% %, FEMA% ST Alzheiner FHH 9,
RBAKR/ IR AR

BEBBABEFHAGERD AT OHE: ERER, HHER,
ek R, FIERYF (ropinirole), %%, FKEH (spirapril);
AR, £%5ER, 5%9W, ¥£4%RZ(noxonidina), MEER, &
F5% & (nadoxolol), A# % &, £4&£&E R, EHER, E—AMFKHHKL
ey R R, EHMRG)LEIATERY, ALTHAL

FERFTHUUFEMN. #HlE&ETEPEFTERN, THL
EP0113964A (H W 52364 2) . EP0299602A. EP0300614A. ¥091/16306.
W092/00735 #= W093/23035 T ##ek, AAFARIAKAILE. £
HELH FERAF OFEATHRAE, ZHEkL, AAFHANT
BRFARLEHREMX. B A T%SF Parkinson G T EEE R A
PHF R Y 2R HCL 3 (AW EP0299602A) . T4 W091/16306 ¥ 4%
R FEERFTFERT.

EAERGERFETY, THOROERXATERY, FERY
BETHRAGAFT HE 12.0mg, 4££ A4 0. 75mg-12. Omg (& F IE R,
FTHOGEHFE, FOEBRFELATFENRY ARG E). BTER
FROEHF, B 10ng FRETTRERFRAATHALSNAZT S
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% 12.0mg, #3434 0. 75mg-12. Omg. AR TF & &g L34] 13-18.

BRUROERFTRT: §ELXHMN, ThHFELARAN, F#EHK
3 X A (NSAIDs) . 4AH B JH T A R 3k & 4k 48 XA (NSAID), 44 TBEK
WMEE, KB, BXR, &G, ZLE4, XL 44, flubiprofen,
Mk, BMEF, TR, —AFR, —RAEXEXLERHAH
(diclofenac sodium), 4&k3ItE B, B%E (ketorolac), R THA A
Fo/RETEDRRSY.

IRETHERDREOELRRT: MAHREARAA oL
(alfentanil), A FE, MEFE, MRAZL, Fo3, XHEAH,
T REHE, A, SRR, TFE, R4EF, x5, 55
Bk, ¥t ¥F (dezocine), B A, NATHHE, XNADH, Wi
Wk, ERE, —VET, BEXTE, BERR, RIAEEF, Kk
B, CPET, CE5S4, RERE, FKA, HEH, 4TH,
S5, BRBER, FEYW, WIAR, A&k, A9, £
3 "k #% (levophenacylmorphan) , %3 KX R, % %Hw, £ E48
(meptazinol), £4e4:F, £V, £48, S, £ T, HH54,
RAEE, B T94, FWAH#E, XFEI8, A5, £ 759,
WERE, M, LT, 2548, i 25 (papaveretum), {4
HeF, KDERE, Fik, FEREF, FRAK, TRE, RER
¥, £F k%, —TRBER, ARAL, ARZ, RAF, HFELAR
(sufentanil); WL A, BARFTHRALEM/XETEDRZELY.

RahEd b mREE, WERR, LEER, Kk E,
MeEik B (FAT), A % A%, naphthydrofuryl oxalate, & k&
v % % # (perhexeline maleate), EBRERXAFR. klkP/ IR
ArmBiais: REE, HERL, FRIIRE

BEHEHERLT, RS BETERERHROTR, LAY
HAEAMANBERD I EERARREGERD R,

AEXRAMNTMABOERDREKRTEAEFRAGEMRER
SE, #l4= 0.01 mg/L £ 3000 g/L, # 4L 10 mg/L £ 1000 g/L (4

10
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o, FERRFHEMEH 133 g/L), & A 0.01mg/L £ 100 g/L.
oS ERp AL EEFREE SN 0.05%50% FHEH
0. 05%—40%, 0.05%-30%, 0.05%-10%, 0.05%—20%.

AHMERF/ IEDGBERRPTHARXRERES ARG F KRR
BoY, TRARNEMEERE, ZLERESWH I BRLHRERR
AEREXENH R LHRARE B4, 2-FFH 30,000-400, 000),
%-F 24 100,000-4,000,000 9 AL E, BFEALGEETH F
IE XS, FlkBegH-FE4 90,000-700,000), RFELEH, ¥
AABEB-—CHERXERY, 5 T4 2,000-4, 000,000 #§ & &L
Wik %k, KikHF2H 200-15,000(F %A 1000-15000) &5 8
LB A4 -F & 5% 20,000, 000 (£ 4% 400, 000-7, 000, 000) 65 & £,
L, BUHRERRAGY, A B RALH-RARKFEERY), RT
% B , glucanes( #H X # ) , A X X K ,
scleroglucanes (scleroglucan), H&EE#, FHLHEERE, T8
J& (gellan), ¥ BEK, HBEBPITEY (P ERAXNERS, R
EBRE), FERABR B UKR), PRALUGR/LARNLED, BT
A dhirdsy B, RFAGEES), LEAGS%E, TAHS
E, ARPEDITEY, o, B Ry FHH, PHHTEYD (BlBH).
R FRREREDTEXALEERESDIAAREREZCRAAGR
&4,

AT EAMNERD RO ELERE, FHETHEKUREDERL
ROE—FHRESHATHR: 4FEH 100, 000-4, 000, 000 &2 &
g%k, 2F2H 2,000-4,000,000(F k%A 10, 000-1, 500, 000,
F 4R A 20, 000-500, 000, FALEL A 250,000) G EAAPTEG %
Z(HPMC), ZAHGEXTFAG%E. BERRSHRMER HPMC.

TR/ BESHR B~ (cage-Torming) 41485 F K
RoY (Bl B TR R TR/ RBTRAEES), ETHASIwE
HENEEE S, RREREFOLSXLEHENESY, BAECNA
IR NE28 " XA (FEOR L IHZEERTRES —2 5

11



01809116. 4 oo P 5E8/491

T ERERYRPI T ERTAERETEFH S £, & T EXEE,
EREPTHERBEREDRACERTRESG R EH, BVYREFHEEX
MEW BB TELEES), 4 FEH 100, 000-4, 000, 000 # £ K
H4%h%E, BRUHEERASY, AXER, RRK, HEBRIKTEYD P
ERAXRERS, A-NERER), CRAS%EE, FTES%E, Bt
Fo/REF BB, AP RAEZBETELSEEH (NaCMC) (4] 4 3k X B
8, Bldef® 5 FEH 90,000-700,000). AXBLTERLETH
RN/ R RER AL GRFRED.

ERETHERREAWER RO LA ARG RSO ML
BELAEFERESY. B, FHETHERREESDLLORE:

@) —#XESTHHAE: 4F 24 100, 000-4, 000, 000 & £ & 4
®E, 45-F%4 2, 000-4,000,000 6 & FE TR %HFE (HPMC), TH
H%RFXFPEALSE L P

DBRFELAEEN, BTERFGELTITEY (PR TAS %%
45), 2-F%H 100,000-4,000,000 4 R AHF %%, BLHEEARELY,
AXEEK, BRI, HHEBIITEY P ERARERSY, A8 E
BB, THhRU%E, FTHUE%E, P/ LT BHH.

XA, EAMRY1IHZE, £TEHBKP/XIKERSHY
BEFEASY () Flie HPMC, THRABHBEES THERERA R (FrF
ERF)NEHRETERGEFNKLS, ANBEHEHEELSY (D) HlB T
AU %% 4 (NaCMC) 2 B AR E B A BB, RA B ST
WHTIR, &-FH 3544 NaCMC &L T4 5 # & & (44 HPMC B9 %
AR)MEAER, AarR4EE T HPMC Bk of ikt k, 42T F
KB = .

XA, AARSFBRYREAKGKEMRE (Hld 10 ng/L-1000
g/L, HlimFREF)N, FRHETHRAEFAKBERESHEL O (K
FA)IMPC o BT RS %54,

FARERAS WS HLB AL E T H 10(%% A. Gennaro #= J.
Remington, Remington 4% %, % 18 J&, Mack # 54k, Easton, 304

12
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T (1990) #= W. C. Griffin, J. Soc. Cosmetic Chemists, % 1, 311 R
(1949) P A X HLB AR KR 5 E355) . EERKRES D EERE
E26 1%-75%, 1224 kA 5%-65%/3 30-75%, FIEikH 43-75%%
43-6T%3, 43-65%. &P E P65 HPMC k4 & E B EF 265 40-63 %.
WRAETLALEHBURESY Pl eBTRESFEEH), WAL EHX
& EWNEEE 20% FH%E (LK NaCMC) & &b E & 249 3-20%.
5-20%. 7-15%% % A 10%.
HALAREGHHTESREARRAGLTF. 2. BREFK
BHMERSARRAGER., AR, TRARAXA>TFELTFEH
1,000-4, 000,000, 4 #% # 2,000-4,000,000, % 4 & 34
10, 000-1, 500, 000, ¥ 4k3%&# 20, 000-500, 000, A& L & 250, 000)
PRARABRREGEHZAEFTRAGEEER. HREBGEREATRE
HEFORNFHREIZLETAESRERKER), IRETERZRES
ReWa P BRAE(D.S.). THEKREAAL HPMC (44 Methocel K &)
s 4% HPMC (#l4» Methocel ER) T, RL_BHPEALHE LA
BAFERE: FXLE FRANSTENEARRG TR REHR B
ReVHSTELERGDY 2%FBEABERX( ATAANORY
METHOCELT™ZK M £ 47, 12 W, The Dow Chemical 2 4] ¥ #&, www. dow.
com, METHOCEL™ 2 The Dow Chemical A3 #%47), L+ B oM
FE R LA 20T BFR] 69 2% K P& 6 E (U mPa. s £7). # B
PR FA& (B RE44) Kb (c. g s. B42)4F, £+ 1 2E=10" Pa. s.
vA METHOCEL™ K100M A4, K4 T4 %4 246, 000-2F & T 3 2%# &
A 100, 000 mPa. s (VA-F 3545 & 80,000-120, 000 mPa.s. A KAL) ;
METHOCEL™ K4M #54-F ¥4 % 86,000-3 5 T X 2% #E A 4,000
mPa. s; #» MEI1IOCEL™ K 100LV #94F €44 27,000-3 5 T X4 2%
FEH 100 mPa.s. BT LERE, BAoVW(PlwB R AVTELG4% R
S Rk T EUELT AR Z L.
ERZAHAEAREATEARLEFRAD G AL ELER
50-150, 000 mPa.s, i %iA 80, 000-120, 000 mPa. s (Fl4=, FEik

13
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#) 13-21 $5E W EF BB E T AT A& KIOOM). X sti&E & (L& i#
B)RFE/ XL (TEFFRG)HER.

BEHA—REFTET, ATERBKRGBARE, THER/XFHE
EvTERETRAGHEERA PG ETLE TLH 50-25, 000 nPa. s (&
1 Methocels K4M, K15M, KI1OOLV). EEZ E#FE P, Kk LR &
3 HPMC B &¥ &4 E 4 1000-25, 000 mPa. s (€L3 Methocels K4M &
K15M, 12 % €,3& K100LV &% K100M). £ 4kit3k, ¥ ER A B E T HPMC
A% (4 1000-25, 000 mPa. s) & &M E X 5B EF 36 5-50%.
Bk, 5HEETA 45 wth K10OM HPMC & 34 13-18 #» 19-21
M, BEEYLSMNAA 10%F 40 wt % HPMC K4M 69 4 22 F= 23
ERSGEAREREGBERBEX, FRIRFALTERT TERLT T
BB E., ik, EWESFEET A4 6484 B HPMC 3 4 (3 & 50
%< 1000 mPa. s, 4% Methocel K100LV) 4K T A7 E& 65 30%, 4+
o L) 22 85 B P A A 20 wt %45 3X FF HPMC (K100LV) A& 10 wt %
65 KAM HPMC., # W B3 B ES A &k 30%65484: B HPMC, T3 mK
BB A TREL, KT EEREFEREREE, 22
FREZEHENLEREGH.

EREXPHH—FERFTE, BETHEILGRA, LFEBRE
YOS ERAZREEK/ R o/ RE A/ BB RED.

AZMAMNG—ARAKEET: HTREACLERYRGER
FEEMHF, HTEAEREDR, HEEREDRAB X RER
(BF. K&, TTXRLLXFLTEMNEE, ¥, RATKLSGH%
M, —. Zfe ZBOK 6 H B, W RS B AR AR B B, L AT ERES (W
W= BB B CoHi3C0s, #Hi4e Compritrol 888, R ¥ h4rdk=—+—
B C,H.COOH), —HMAEKMEEMBRE, RL_BEK&EE, BT
ZERHEBRRIEERE, RL_BRBRAAMRE, HihRER—4F4H
BRES, SREBET NS, R-RT-HHLARE (PR E LR
WA RE), GHRCAAUEHERGKEE, SR, HER,
48, A0 3, 40 4 g By BR R AR 89 B4 AT AW, SRR B P FRED K.
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EXRRGEERAEZEFTEY, ERED KL L EAERS 0
H b AR R

Bk, RSM R4S HLB MAAKTF 10, EHRAKT 5.

Kiksb, FREHR & EREEEH 1%-70% 2R K% 4 5%55%,
F K3k 5-35%.

BOLSERMENET, EXARRAS P EREDGESTY
10:1-0.5:1, EH54A 10:1-1: 1, ER2FHET:1-1: 1.

BRTHAGFRUREDPERBEB RIS, ANPTEART
FHRUER/ZHFTHRDR: B2 TRAREAERLS T4
100~10,000 RZ =B 4 F PECO) RA X FREESLY, Rioff/ R4
MR R(ZAMNED B X)) REALFREFS. KA PEC 5T X
CRUCER SUE TN SRS T by TGN P M
¥obEmuaiagik. RAZFE TRIALARAREEZKE
MiLad, MR FK-F NP4 (HLB) TN XA EAM. TEA HLB
A 129 =Hh =K. HLBIEHN 2 # 3 Hiv —8. HLB{AH 3 # 4
Y B HhEs. HLBMAA 6 #» 15 % PEC —&. A A HLBAA# 10 F= 17
# PEG 8. F% L, ¥mHLBASHEMEAN, HFRAERE. B
B, KXPARAXLHEREREY.

AXPTRAMNBGEARATAGHA, B, HBEHN, BN, A
mH, BiAMNMIERESR, Flie, i, HEH, LB, LEE,
AR, BAah, B8, XVRA, HBE8RE, BAh=ZE, £FEH
H, PAEBRBARAANCod) LT A.

ATRBAEZBS T Ko/ I AKRAKRGEE, THAFREHB
M, BledEa. LB FRARRGRE. LEASKXKER, X2 h
FARTABERABEABSHBERSH AP/ REF TE B K F K%
HEGWR.

B, TEHERBTHFEAMETHAGHERN. BN, BHE
M., GAMN. FHUEBR. BANFEBHN, ARBETAHANREF £
EREGH AR,

15
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HAmARAEEMEEREETEE 5%50% HikH 10%-40%X
20-50 %X 20%-35%. FHEFTERBR(G) EHAAS>(GHEZIR
#0.001:1-4:1, #E 434 0.003:1-3:1.

ATFHERBREARSGWE AR —RTRME—HFE(ESH
k), ZHREE-—RHRANTETH ARG ERD REFREY,
A kEL R ETHAGAR, PlTELDEEY 20-24 )
HXERGEBRATR, EXHFAT, E—ZHEA Fde, TR/
BANKERAT 1L IEE), AAEREABFBEZN AN AGEX
BERES K., FEWR B L. £k, o/ EAKERK
BFldeK)F 1 IHERARAEREABRGFEEREZG AN OBERLE
PR

ATREFEENAEXEERRGRERE, TRAR M H4H
BERARR oG EHETRBRTRIE., R, AXEXXBFTAER
ERENHBEAAZERYRAFRORGFAMNA LA, L aRy
o B % R (Wl 4o, “Budragit”), REAAHH (b, H#), IHE
K FEARALAEREEZGEAEARAE. K5, #AKbEH XS, X
PAALESHNEENERERRE. EESET, SHARELARY R
EXMFRFBERDRMZERARBEERDREIFREESESE XN,
BT i R A W RLE (A FRERGWAFRAGHN L), AFHL
Ry ApEEY RS A GRTAFTROR, REHFEEAE. &
AMBAWEENEERORAAMREIHAREFNARCRA A TH
A B ) &

o LR, FRETHETAMNEREEG—ARESLHELRGZI L,
BE, FRETHEA - AGROEEREN—ARNESMEBHE. £
AZXRHLETHRFTEF, IRBGIFAFOE-NIRLESHEE,
A FEETOREREES—ARIABALBRERAR. Hib, X4
HIIRBEGRZ _ERZEAR.

ATHEFREANLERGORFRBRESH TR AR THEEH
EWMH. ERAH EAMEEEEH 5-90% 12Z4EEA 25%-85%.
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A REDTERIBREER, FE5EREBRRS, PTE—
EHRAAMSTETHRABGERDREFRER, HRAGKERE T
MAHGEAR, FldeTELNHEYS 20-24 PEEERGEEA L.

ATHERBEEGERED R TR AN THEEREAHH. A
RFEREDRE L EEEW 5%-70% {2RHEH 5%-55%.

BEEYHEKEEE/ K FE N/ REREREDE F B R
EERA1:1-7.5:1, £ HHH 1.5:1-4:1, F4ikH 2:1-3.5:1.

TRAEHERNBTREEAHO0.1-45m W FBEE. EHRAREE
BREVTHERTER, ¥, REERATEHEXREEHE, &5
#ATEH, KB THE DA 1000-5000 Kg/cm’.

B, TRAABERFERN, BETHREVWERBER, 2
REBZEAWRINRH D BENRXAGIRLZEFRZAL. KALERFS
B BREHHERK, THREZILER,

HERFBABET I RERBEGESE. FEGBGET:

1. R EB R BASWAT M,

2. Brab 4R B K6 B AT (B E3HaH),

3. R ETEM,

L. EBRRKBEHEE, /3

5. KEBBZ/HBR/FRMEHHE.

AXPBRAMNTRATERNEANRT. TEHBEIRAETESE
(slugging) KRR EH EH M AN E T k. XIAAEZ —-#HRFEE
#%.

TREABEDAABEEREA —REZ/BERABYARK
N T k. RE, GRBIAMBEREER BRI ERE/ B GHE.

#&JEi#¥ X Chilsonating A RIAA 2AMERH (TRARFEHEIRFT Y
) RGER, BHRARGVEERA KW T X, BEHOEH NS
PR EREDIRAGRE, BTERANIFMF. RE, 2HB R
BRHIRHESED (FRAZFRDIFRY) HBERIERRZ/EE OB
#.

17
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FTEHEMAGHEALEZEHNESHASARE. #ldo, THH
BERAAAE KD (BREHNEFTAH), nhRRALLOLLEHL
B RETHAE (#l4e, Fast-Flo lactose, Seppic, Paris, & H).

R, AXPAMNKARAZBENEHNE., EEHEAREAY
FEBR, EFaEqaR KReD T AMNEBER/INK, EHXKER
Fo/BWEGBE. TRARKEREMNAES (Bl FHEN A L)
HATBEHNE, T HABREATHENR/TH FIBRGRE. EHE
EHRASEZEAE:

BESHHN, (HFHXGHHWH (Fielder))

BEKT M, (HHXKFTHATENREGE))

RERTMHEE, (ARAIARAEBZBEGEARSGETRE)

HE, (FREADFEEIHER)

mEIXFEN, (EEBHEEXEZHTHEBHE. FAL)

ERUETRFRE, X

wETFRAE.

FEENHALLERAHEN, R THEEKE A oG FRHH,
TRAARMNELRFERE(ERS), XLHPF el BERE, KR, &
B, Waeh. RVERE. R, RL /XK,

%o, WEMN. BEN. EEERBANB R LR A RH
HEEAMEHRRENHEEBRLTEYEEY). AAETHHS
BRASERVRANERZCHWR, ¥l aitsk GEE& ALE).

AL, BTRAAURT Ffo/RARBEARAR oo ATy 335 AT
R &R A R, T4 A RMFH 4 “ OPADRY 0Y-S-28876 WHITE .
OPADRY 0Y-S-28876 WHITE A 63% HPMC 2910 6cP. 7% PEG 400. 30%
TiO,. A ThmALE /4 (0. 01-0. 25%) F+/ X 3k & (0. 1-1. 5%) & & H
(£.4L4%k), HPMC B ¥4 61-66%. H — T AFEG K & 0 KA A 31-32%
HPMC 2910 3cP. 31-32%HPMC 2910 5cP. 8% PEG400, 23-24% TiO,.
1%F L L8, Ao 4-5%0 B & L HRE.

&R M ELTO#REEERR T BRHE (gastroresistant)

18
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EBRBERRESY, IHNERANRXI T —_Ism-HiEBFTHER

G, e—HEBEEDEZETENARFNSNERENEE (LK)
BAEUIRGIAN., ATRAERTRYE, TRAXAG> FEHE

S BB R, LBABA % E. X NTEH %% (cellulose

trimellitate) . R4 P ABREVTAAGR LR Y, X EHHGE

MERETREGpHMA. BEXAFAEORT X, RALEAMENRK

HESBAEAFTHER, ZRFRNANERE, THEAEMF KT RL

HHABECGERERFBE). HERFTRBEFBERMHLTER
HESWIA.

AR UL EOHELET: AABRNEAGLEF L THA
FANEBXBEYVOEFESG, CHERRAZZEET T RALKRFGE >,

AEXRARAANG AL LETEQIENEGRN, FREPHEHR
ERs ()~ (Gv)as, A FPERMNEEREEESH 0.05%20%
HEEREE TN %50% FERARESDEEREDRGEERS
7:1-1: 1.

REEREERERAS G) ~ (V) FTEKR, B FPERMEERE
T2 0.05%20% HALEERETEN %-50% FEREESYS
FREDRGEZRAT:1-1: 1.

EX LB ELAFTEY, FABESDTOREELSTEH
2,000-4,000,000 #9 A A FTRL %5, EFTAHGLEETRABTEAYS
k4.

BEERRATERTGERFTETY, AAGKELET: 6% 1)
GEREES 0.05%20% F LY, () FRKBREGBAERRAT
A% E. BYRFGREFRARBTRGEES, (i) EREDRA A
OB R R WL A RE, fo(iv) & EEEE S 5%-50% MH, 1o
FARERGOEFRBEDRGEETRA 7T:1-1: 1.

AEXPELTRRNERTERANGET T . AXBH—F @R
BTEAEREGT I, B EOREERERNLTAREFEZNHE
FIA, B—AKBLERFEP, HEFHERBE Parkinson %, K F
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ERMRORIERTERTREH ARG RLEY. EREF &,
THE-ABF-AXRESHEEN RARTFERF)LTAMESRE
ZHA. ETEGFERTFEZE(R MMM, KARHFERT E
BREAAMN, BAZEBRRTE 24 MHARKFEABEZ fo/XEAK
A GRE/CL I REZFIRAARKERXIREAFERY, @
B T#EE#&M IRFERTFHTHEAGELIAMER. AL TEARLTE
BT ERY L 13-18 I+ EY 24 D ARSI T 654 5
X JU-F % ¥ T% 7 Parkinson 5.

AL RERBERZL G R MNEHEEIT Parkinson mHHH
b AE, EFPERBROERERATERY. ARAERBRBER
F % J7 Parkinson % & st#F 1 5.

AEARF SO ERA LMY EXF—FTBHET £
ZHBA.

AETHLAAFPKRE, BHAXAERE—F#HE, HELEH
FREEEAREALR, FRFEXAFETRA.

WE 1 ARER DG, ATHEEATHEE BiiFed
EHE R E.

ME2A=ZEERWE, HEZERGE L THREEMTOE
M E.

WE 3 AREXGHEWG, KL FEEE— /R & f 2 0854
B &P e

WE4AREY HE, ETABEZRRKELEEFRS.

WE S ARBE 4 FAMNSHE, L FERLSH 2 ARG ER
JEH AR,

WE 6 A=EhotmE, ATEREEQG) AFREQ)#H LA,
mEREQEERE(YLER.

WE 7 AZE/RGHEDE, A TF—EHREG) e THAREE®S)
o EWE(4)Z 0.

WE 8 A=ZEAtiHaE, A THFBEGANTEREO) #(T)

20
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Z_a].

RE I A =ZEIKEGTEE. MNABMZAE, LVERYR
EQDATRREEN0,12)ZR; ARE XX HEaHEnaHE.

WE 10 A5 dZbs B, 0. 75mg FER T (k&% 5 #t
)M 8, FEORIBHGYA, X¥ O KERM
POOK39E. “ ” & £ B # POOK40E. “A & % ¥ # POOK41E, ®
KEKXH C511. @ " RKENKFC519# “4 " K &K #H C529. &%
A R R (D) 698 9 SRR (%) A .

WE 11 AEEMEIER, long FTERY (AKX HEBITE)
BHEER, FET aRAHFEHGY A, L F O K&K H POOK4SE,
“> ” K & K 7 POOKA6E. “A "4 % K # POOKATE. ‘W " KKKk
C530. @~ &K # C531 # A RAEHN # C532.

BE 12 AEEHERIEER, & 12ng FERY (A X5 5 #iT
FI)IGMNEETE, FETORIFEXGZA, X+ D KREAAHA
POOK42E. “O ” 4% & K #] POOK43E. “A ” & % ¥ # POOK44E. ‘W~
REVMC512. @"RKEANHC534 # AR &N H C535.

ME 13 A dZ KB, 0. 75ng. 6ng # 12ng FER Y (&
ARHBERITHF)IGHNEZETE, ZETAHEXNEAGIH, LRAH AN
e (e sgdsR®EF. XF “ "KE&4 0.75mg ¥
TR F&EH C511. C519 #C529, “---"Kik4L 6ng FERY
8} 7 C530. C531 #2532, o “—————"KES 120 FERFHA
# C512. C534 F» C535.

TP 1: HE—REHR 4.0mg BIRER) U EZL

BEEH 1P, F—EAL4ngBRRER(ER); FEW B
R~ B4 K.
l(QHERATHALL 4.0 ng BB RERHGENB L
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@y A% (mg)
| R & R 4. Omg
H#%£ 8 (C. Erba, Milan, I) 921. Omg

/AL PR %% (HPMC) Methocel® K 100 M, Colorcon, 63.0 mg (48 wt%)
Orpington, UK)

B3 Ly 4 8% & (Compritol 888 Gattefossé, St.Priest: F) 35. Omg
B L% 58 (PVP) (Plasdone®; K29-32,1.S.P.) 5. 6mg (4. 2%)
B R 845 (C. Erba, Milan, I) 1. 4mg
M5 (Syloid 244, Grace GmbH, Worms, D) 1. 4mg
%t 131. 4mg

EHERECS52.2 wt ¥ TRE., B/ ELRERES
% (PVP + HPMC).

BREVRER, HER., ZAHXKERHHLERE, A 20%
RUHmshMAREERER. & 256 B, AALKLEATRE
(Aeromatic mod. Strea) TR EE €, IR BGH. ABFFH
ks, £ turbula $R4 10 54. ZEHBFEEEEE 1)) E
ARIFAARDE(slide) o TER, BTEAHE, FHRERTESH.

1(b) #H&R THRTE = E(FRE)HBE

P A% (mg)
2REPEH%HE Methocel®K 100 M, Colorcon, Orpington, UK) 45.00 %
H L 4B & (Compritol 888 Gattefossé, St.Priest; F) 25.00%
L — KL 23. 30%
¥ LiHwei 5% (PVP) (Plasdone®; K29-32,1.S.P.) 5.00%
# & 8448 FCF 42 &% (Colorcon, Orpington, UK) 0.18%
MAiga -k K4 E X 20%(Colorcon, Orpington, UK) 0.12%
A Jig 8 4% (USP 474, C.Erba, Milan, I) 1. 00%
B4k (Syloid 244, Grace GmbH, Worms, D) 0.40%

BAEFEAERTESSE, WO LARERLE, ook,
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HAS%BELHEREKAARMEERER. X 25 8%, £AEH )+ 30
CF®RY 2 8. AIMEABNRK. AFFBRET A KK
B 4E, & turbula ¥4 15 94, B ABHBEE(EE LOD) LA
BRI A (slide) o TEM., BT HEHHHE, FHEHTES.

IO =9-3 % A0:X 1))

RARAARERBAAR QI ik, A EHNBHHEmIELL
2 ENX W33 X E R M (#ld Manesty Layer—-Press, #|¥iF, UK) &
Aot b BRI, BAW L) R MENBEZIASE — T T
¥ 1@ FHEGBEFAL A+ F. EAMEA 9 mn AER
W & .

REAMEFT_EZ%, A4 R 100ng BEFEFGGA
EFREYHE AL T 4.0 ng HR&R)H 131.4 mg H—E4AK. BER
W, MARENNYEA 231408, HFREL 4.0ng FRBR. K1
AR ERD RN EHP 18R F B EBHE.

2 HE—REN (£ 8. Ong Bl RER)ARGEL

EEEH 2T, F—E (G5 088 ng WEER FoEWSR
B B 4L K. |

BEES 164G 1@FIMENESRE, E—OERZERB RN
AREME FEGFR)EL&EE 1 1O)FrERRAFRELE
H8. # 1@)F5HERE, AHFOXER IRMWE 100 ng &
BEREGRE)ROLSEREWR (AL T 8.0 ng %% R)# 135.4 ng
B EWA. B REKWBEHA 235.4 ng, 4 64 8.0 ng FH
M. 21 RHEEERDRNERG 281 F T BAG LB HIE.

%3P 3 HE—RNEN (4 16.0mg BIRER) AR ELK
EEHH 3P, BEHEH 12 9B EHNELFE4L 16.0 ng %l
RERRER 2%.
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RS 18 1@FSENETLE, - XHZ 5K 16 ng
EWYR, XA 143.4 ng BETEL4L16.0 ng%&R. FER
B)5%&E6 18 1OFRFTEBEAPAZTLRF K. HEF5 1M
HBE, T BORER HEME 100ng BEF B 0L ERY R (A
%F16.0 mg BRE&R)H 143. 4 ng A —EHR. IBERENGHE
H243. 4 mg, HHE A4 16.0ng FHVR. A1 RAXRERDRENE
) 3 W AP BN L RRIE.

4 HE—REH (& 24ng IR ER) ARG EZ 5

EEHA 4P, BEhb 12 aRRPELTEL 240 ng v
R RRER RY%.

BegAs 165 1) HyAEHEBE, E— 0 EAE K 24 ng
EWWR, XA 151.4 ng BET 4 24.0 ng BIR&ER. F=EG
)5 54p 168 10)F2ARERPAELEF K. & 10C)F4H
HIEH, TR EGRER SR 100 ng BEF B a4 EHbh R (48
% F 24.0mg B|R&R)# 151. 4ng F — BBk, FIARERGHEHR
251. 4mg, HF 6.4 24.0ng EWWHIR. £ 1 A X EWW TN L&A
4 05 R R P BEAN EREEE.

L) 5: HE—NEH (£ 32. Ong BIEER)BRMEZL

HEE#Hp 5P, I 142 GHEHEHL T 4L 32.0 ng 4l
R RNENR R%.

BEAEs 168 1) FoMAMNEEE, B— L2 R K 32.0ng
EW K, XK 159. 4ng BHEF 6.4 32. Ong Bl %R%& R Bt Hh 43wt
%65 T AR B 65 . B/ R AR E K E S (PVP + HPMC) 3, 40 wt
%(EAEHAH 39.5 wt¥) &5 HPMC.

PGB 5E#kH 168 10)FSERRFAEZERE — .
B 1C)HRoHERE, MHAEHRNER BRMEY 100 ng BEABER
QA ER R (AL T 32.0mg BIR&R)HG 159. 4ng 5 —EHAKR. Ff
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BRER WY EH 259.4ng, HFH 045 32.0 ng EHWR. £ 1 2A
K EBHFANFEES 5 60 F 7R ZRHE.

EHAH 1-5 A A E L XS

£ 100 r.p.m F, ¥2 37C900 mL 0. IM B AE B&, LANE
2. ¥ (USP XXITI BR), MRZEMB RN EHp] 1-5 HFERNER FHB
AR, RE, xR HFfeF %%, A HPLC A 227 nn A X £

KO ERBR. FRHZRER R 1T,

%1
B ChE) | A (%)
g 1 A 2 L#p 3 LA 4 %34 5

1 22. 2 19. 4 22. 4 23. 3 23.8
2 34.0 32.2 33.2 34.2 34.5
4 50. 2 48. 7 49.7 52. 2 51.7
6 63. 5 61.5 63. 0 64. 1 64. 0
8 72.17 72. 1 73.4 74.9 74.2
10 82. 8 81.6 81.9 83.5 82.9
12 88. 7 87. 4 88. 2 90. 7 89. 8
16 96. 3 95.0 95. 9 96. 6 97. 1
20 100. 3 99. 2 98.9 100. 8 100. 1

EEidat, GHANLEANF R TORARESLEN LS
HBEARAE 20 Do, FIN ARFEMSERFGEED R GHER
HAFHEARLEA TR, XFRHEZ AL G,

LA 6: HE=BEH (8 4ng B S 9) WA 2%

BEEZ#APFT 6, HIBZERAGEF—EH80ng“RRB"EHK, F=
E(BHE)6LA 4 ngB%W; £=E£% 100 ng HEE A,
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6(HEATHEELL 4.0 ng EHDERHNENTE

‘ Wy A% (mg)
EEL) 4. 00mg
H % & (C. Erba, Milan, I) 5.00mg

ZAE TR %4 Methocel®K 100 M, Colorcon, Orpington, | 60. 00 mg (63wt%)
UK)

4l L 48 8 (Compritol 888 Gattefossé, St.Priest; F) 20. 00mg
R CHwog 5L ® (PVP) (Plasdone®; K29-32,1.S.P.) 3. 7T0mg
B Rg 8 4% (USP 474, C.Erba, Milan, I) 1. 00mg
B4 5 (Syloid 244, Grace GmbH, Worms, D) 1.63mg

2t 95. 33mg

EREXE6466.8wt %(FF 67 wth) Th &6, WK/ RE
£hbE KR4S (PVP + HPMC).

REDEW. HER, ARAEF A EHLARE, FA 20982
Wb KR ZRER. T 25 B, EAMLEATEZR (Aeromatic
mod. Strea) T} £ ¥, BFIMEABHH. mABEFMNfoAhst, £
F B RRA 45 24, REMABEIBREFFRS 16 54, &%
FRAGBEEBE 6Q) BARFHADHE (slide) o TERE. BTH
Rk, FBmEiTES.

6 (b) #] & # R B &6 Bt

Wy A %Z (mg)
BREFHES %% Methocel®K 100 M, Colorcon, Orpington, UK) 39. 88%
H iy 45 B (Compritol 888 Gattefossé, St.Priest; F) 13.50%
L — K 39. 88%
¥ LHmbvs 58 (Plasdone®; K29-32,1.S.P.) 5. 00%
% & f.4L4k FCF(Sicovit Gelb 10-BASF Koln D) 0. 24%
B f5# 4% (USP 454, C.Erba, Milan, I) 1. 00%
B4R # (Syloid 244, Grace GmbH, Worms, D) 0.50%

it 100%
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ROZPAATRASSEE. HHLARBERPAE, oy,
F R SRR LRSS AARERBA. L2258 %, XA T30 T
F®Y 2, FAMEABNHE. TREE., AFBRETRARK
Hfomd s B4E, & turbula P4 16 204F. ZEHFWEE (@E6(0D))
AAREHARDIBRATER. HETEGHE, FERERTEHN.

JOEEX:T NEY-F ¥

ERAASABEARAARCEF &, FALHFOREEMAELE P
% E R etk X JE K WL () 4= Manesty Layer—Press LP 39, #|4i#,
UK) 89t d. B4k3E3, A% 6 RS MEGBEEANS — /o
H3d:, B6Q@FLOMEBABEEANSE A3 . ERAMNEA 8mn
Rz AR

REAWMAEFZER%, ZAG%HEME 80.0 ng BMEAERE. &
AERWR (AL T 4.0 ng 5 %99) 6 95.33 mg F = EAK 100.0 mg
BEGEE=ZEHAR. BRERAWN, MR=ZERWHHEA 275 33 ng,
HFHROL A4 0ng FRWR. R 2RAXEBRMEMNEES 6 651 F &
BN EBRIE.

THHT: HE—W=ZFEh (A 8ug L) URNGELE

EEEATT, F—EH80ng“RFR"EAR, F_EER)as
8 mgh$Y; FZEW 100 ng BB KL,

B3 665 6@)FHSMAFNERE, XA FTRDI RN
RBEEMmE, BHAOBBEURTZERNGE . F—ENREZEG
)L %abl 66560 FLERAFRELRERF . EANEF 8
RPN AR

RMEAMEF=ZERY%, 2% 0mmWe 80.0 ng BESKE., &
LEEMR (ST 8.0 ng B %)% 99. 33mg F =& AR 100.0 mg
BEFEEZEHR. RERWN, HIR=ZENWHEA 279.33 ng,
HFRHOL80ng FRBR. R2RAXREBRIRKERS THRMNT
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AN KB,

E£#p] 8 WE—WB=ZEHR (4216 ng B W) ARG E%

BEEFTS, F—EW80ng“RFRBEAR, F_E (&%) 0s
16 mg B 3$9; F=FEW 100 mg“ABE"ELR. H%EEH 686 (a)f
SR EBE, XML ERBRGAEENE, IHEGEE
HMRTZERGEE.

F—EFFZEGBE) LA eO) R ERAPATLEE
¥—% BEAWEAS m AERRBYUGY. AEANAETZEZR%,
ZEAGHEMN 80.0 ng BE/FE., ALERH R (AL T 16.0ng B
%89) 65 107.33ng F=EWMAEZ 100.0ng BEFEE = EAK. BH4F
W, FiIR=ZEXKWMHEH 287.33 ng, &5 4 16.0 ng EBRMIK.
R 2RAKREVRYRNEHH 8 6 R F FHEXG ELERKIE.

£#H 9 ME—W=ZER (220 ng BRI ARG EL
EF#EA 9P, F—Ed 80 mg“RB"EAR, F_EEHF)a
4 20mg B EW; HZEW 100 ng“SBYEHR. HEHEH 6656()
HROMRFEBE, F—O LR ERD RN AR TG, XHGH
BEMRTZEROE—E. F—ERFZEGRE) 5 E%EH 6456 (b)
HRHoERRARELER %, EAMNES S mn AARHBUG+.
RERMAEFZEZY%, Z2% 9579 80.0 ng BEEE. &
AEEHR (AL T 20.0mg 5 %) 57.2 wt TG, BEKEF
/ R EARMEE K E A% (PVP + HPMC) & 54 wt% HPMC # 111. 33ng % =
E. & 100.0ng BEABEF = EHR. BERW, MBZEHHY
F4291.33 mg, BB A4 20.0ng FHRBR. A2 RAXRERDK
L] 9 6 R b B LRI,

E3b] 6-9 K A gE ke
A£100 r.p.m F, ¥237C900 mL AMAKAEHER, KANE 2.
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# (USP XXIII Mg), RMZEMBAM LS 6-9 HB= 2P b HEk

. BB, RABHRBEMILEESE, AUV S ALEH A 311nn &)
RBRXGERWR. RO ERERb R 2 i+ .
* 2

gfiE (JhB) B (%)

LA 6 F A 7 FH#Hp 8 P9
1 12.3 11.4 11.9 12.6
2 19.6 20.7 18. 8 21.2
4 32.7 33.8 31.5 33.0
6 41.5 43.0 42.5 43.1
8 52.8 54.2 53.0 54.5
10 64.0 . 66. 5 65. 3 63.6
12 74. 7 76. 4 75. 2 77.0
16 88.4 89. 6 96. 8 89.8
20 96. 5 98.0 95.9 96. 6
24 100. 3 102. 3 99. 4 101.8

EHRENE, HGUNLEHNFLAATHEREFBEAGY
ERKAE 20 1. A5, AAFTHEMTEEREGERD R GBEK
HAFHRAREEAFTH, IHFREIALZBGENE.

F3p] 10: HE—W=ZER(£0.1 ng ZEZRZ)URNEE
TS 10 F, F—EWE 100 ng“FE"EARK, F B (EH)
0401 mgEERZE;, F=EW 100 ng“FfRE» E4HK.

10()FEATHEES0.1 g BBIRRAHENTE
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@y A £ (mg)

_ﬁ?ﬁi 0. 10mg

L4 — KL 29. 90mg

FHEPES %4 Methocel®K 100 M, Colorcon, Orpington,
UK)

50. 00mg (52wt%)

il L 48 8 (Compritol 888 Gattefossé, St.Priest: F) 10. 00mg
R L% 58 (PVP) (Plasdone®; K29-32,1.S.P.) 5. 00mg
A B 84k (USP 474, C.Erba, Milan, I) 1. 00mg
B4k sk (Syloid 244, Grace GmbH, Worms, D) 1. 00mg

it 97. 00mg

EWMERZLAA56.7T wt $TREN., B/ ESBEELRE

4% (PVP + HPMC).

BREXERE. LB, EAGEEFPEHLARE, FR 20%K T
WA KRR EBE. 25 B, EAALETFEE (Aeronatic mod.
Strea) TR EBE, AUMEABNH. MAKARE, EFHREGER
B4 54, REMARISBREFHRA 15 04, ZEHENEE (B
#10@) ARG AGIHATEE. BTEHOME, BBELFE

.

10 HEMRAEERE
KA E#H 6 (b) FTE e Rk ik

1 A Z (mg)
FRETIELG %% Methocel®K 100 M, Colorcon, Orpington, UK) 39. 88%
H il 58 & (Compritol 888 Gattefossé, St.Priest; F) 13.50%
LB — KA 39. 88%
¥ LUHvbes b &) (Plasdone®; K29-32,1.S.P.) 5.00%
#® & f.1L4 FCF(Sicovit Gelb 10-BASF Koln; D) 0.24%
B RE 84 (USP 474, C.Erba, Milan, I) 1. 00%
B # (Syloid 244, Grace GmbH, Worms, D) 0.50%

&t 100. 00%
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ROPAATESSE. i LEREFAE, SorkEH.
HASRBELHWERFAKEERER. L 25 8%, EFHGF)F 30
CFHR% 2 K. AERABNH. TREE. ANFEETRAR
et fod g8 4, £ turbula P4 15 54, ZEXHBHEE (FE
10)) BEARHH ARG TERE. B TEHMAHE, BEELTES.
10(c) (BHD)HE=EZ%

ARAAEBBEARAAR Gk, FHEHNFORERINETE
ZEK e X E R AL (442 Manesty Layer—Press LP 39, #|¥i,
UK) &9 Aot . B4k, B8 10b)FoMBEGFEEENSE — M
HFd: 10 FIFHEGHEEASE b+ &, EXHEA 9mn
ERRHBYUGSY. REANEF=ZEE%, Z A% WERWHE 100.0 ng
BEAE, CLERDRFRET0.10ng S5 MW)H97.00ng $ =5
AE 100.0mg BEHFBEFZEAR. BERWN, IFZEROHEH
297.00 mg, K 84 0.1 ng FRHE. £ 3 AHLERYAMNLR
Bl 10 89 1 Al FHH N LB HIE.

a4 11: HE—W=FE/ (£ 0.30ng Z2RZ) BRNHEL%

AEHEL 11 %, F—EW 100 ng“FE”EHK, 97.00 ng B F
—EEGR)OALERYRE AL T 0.30 ng EERZ); F=EW 100
mg“ 5 B 7 & 4K,

11 HERTFHEOLL0.3 ng EBELREZHENEE

94 A% (mg)
XERE 0. 30mg
L — KA 29. 70mg
REFTEA %% Methocel®K 100 M, Colorcon, Orpington, UK) 50. 00mg
i .l 4B 85 (Compritol 888 Gattefossé, St.Priest; F) 10. 00mg
R UIHEIR® (Plasdone®; K29-32,1.S.P.) 5.00mg
B 5 % 4% (USP 474, C.Erba, Milan, I) 1. 00mg
B4k (Syloid 244, Grace GmbH, Worms, D) 1. 00mg

%t 97. 00mg
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B EES 10 69 10a) RSMAFNETE, B ELZHHK 34
EHERYDR, ZHGBEABRTZEANE —E.

F—ERFZEBRB)EELAMAH60ML)FLERAfASEE
H—H. EAMEAR 9.0m ARFHYEE. REANLE T ZERA,
FZALNERMEN 100.0 mg BEFRE, 05 EED A (AL T 0.3ng £
ERZ)MIT.00ng F—EVE 100.0ng BEFBS = EaK. B4
F#, MEZEP&3EEH297.00 ng, HF 6,4 0.3 ng EBW .
A 3RAXFERDRMERD 11 655 M P HH0 TR HE.

L 12: HE—NZEN (2 1.2 ng ZERR)ARMESL
HEE#ES 12 %, F—EH 100 ng“FB7EHR, F_BE(EH)
4 1.2 ngEZRRZ; F=ZEH 100 ng“HFRE” EHK.

12QWHAERTHECLS 1.2 ng GBI EREZVWENTE

.2 A ¥ (mg)
EERE 1. 20mg
g — KA 28. 80mg
PRARATPRA S %% Methocel®K 100M, Colorcon, Orpington, UK) | 50. 00mg (52wt%)
H i Ly 41 8 8% (Compritol 888 Gattefossé, St.Priest; F) 10. 00mg
R UHRE LA (Plasdone®; K29-32,1.S.P.) 5.00mg
B Mg 8 4% (USP 474, C.Erba, Milan, 1) 1. 00mg
J ks (Syloid 244, Grace GmbH, Worms, D) 1. 00mg
%t 97. 00mg

EHERELXOA56.7 wt $TKEY., BKER/XRESEEFKR
4% (PVP + HPMC).
B 116 11()F,MERNETE, TR 44
EHAERDRY, AHEAFEARTZENNE K.
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2 -EREZEBRB)ELAAH 6D RIARRFATER
H—%. EAMER 9I.Om ABFHBUGNF. AEAMEFZEER,
AL O EWE 100.0 ng BEHFE. ALFEREHR (AL T 1.20 ng
BHRZ)H 7. 00mg HF—EVLE 100.0 ng BEABEE - EHK. B
KR, FBZEXWGYEH 297.00 ng, X 4 1.20 ng F48H
. R 3RAEERBIFNEHES 12 65 5 M F B G LB HIE.

Fapl 10-12 1 H 65 8 XB

#£100 r.p.m F, ¥A37C900 mL MK AE Bk, EAME 2.
£ (USP XXIII p&), REZEHBAMERES 10-12 FF=ZEX THH
AHH., RE, RARAHBEEINERNEN AZ Hewlett—Packard
%, A HPLC £ 230nn KB R EX G ERBR. MBGERLERP A
Fi % 3.

X 3
B E (B Fx (%)
%34 10 . FE4 11 EAH] 12
1 12.4 12.7 14. 7
2 20. 1 21.8 23. 1
4 35.3 35.9 37.8
6 50.0 52.1 54.3
8 62.6 63. 8 64. 7
10 75.8 77. 1 78.0
12 85. 8 87. 4 88. 6
16 98.7 99. 1 98. 9
20 100. 3 101. 2 99. 4

EEEEHR, AUNERHFRETHRARETLEN D
BERKRYE 20 Do, Hok, PR A FERB MG ESE TN 120
%, ABEAHAFELELAEERATN, EHFEILARA G4,
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b 13: HE—K=EHL(0.75ng FERFTAR)BELE
ELaEs 13 F, F—E8 130 ng“ AR EAKR, F_E(ER)
04 0.86ng FEREF HCI(AHE T 0. 75 mg #&); % =EW 120 ng“k
57 B 4 X,

13)HE&H FTHE6.4 0.8 ng FERLFT HC(HaL T 0.75 ng &) 4
SBRIERENBE

Wy A % (ng)
AMEFO0.75 mg BMEHFERY HCL 0. 86mg
H LR Y % 4% (HPMC) (Methocel®K 100 M, Colorcon, |61.50mg(41wt%h)

Orpington, UK)

% 73 4 %41 (NaCMC) (Blanose 9 M31XF) 15. 00mg (10wt%)
* ¥ #HH NF(Lycatab DSH) 7. 50mg (5wt%)
#L#% (C. Erba, Milan, I) 47, T4mg
S4LE #k i (Cutina HR-Henkel, D) 15. 00mg (10wt%)
B f5 & 4% (C.Erba, Milan, I) 1.50mg (1wt%)
s (Syloid 244, Grace GmbH, Worms, D) 0.90mg
¥t 150. 00mg

EMEREOA 5] wt $TEREN. BRER/RERBEEKRS
# (HPMC + NaCMC), 3 56 wt%# kX ¥ ##145.

EiEAEGREASZEREM Niro-Fielder PMAER) F, RF R F L
OB RL 2054, MARBATAG%E:. BVEAEEH. A
18 Ik i i%‘*%*@i#‘ﬁv%—* L, FR4E4 10 24, AXKBHE#E
FRAERETH 30%. IEBREETRAALKTRE (Niro-Fielder

TSG 2 &) ‘Fﬂsﬁﬁiba.f i¥ 0.800 mn B B FHENKG HEM.
AN, FEFHBRAEBRTRAS 2004, REMAEKEBESHE
BA 10 04, ZREHFHEEEE 13R)LARFHAIUFTE
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W, BTaRGHE, BEERFESH.

13(b) HMEMRFEEEGBE
Py A% (mg)
rHETEASSE 44. 76 (K 44. 75%)
(Methocel®K 100 M, Colorcon, Orpington, UK)
H# % 8 (C. Erba) 23. 60%
Hi% ., 4+ 8 B (Compritol 888 Gattefossé, St.Priest; F) 25. 00%
£ L4 5% (PVP) (Plasdone®; K29-32,1.S.P.) 5. 00%
% & #.4sk FCF(Sicovit Gelb 10-BASF Koln; D) 0. 24% (X 0. 25%)
58 4% (USP 474, C.Erba, Milan, I) 1. 00%
B # (Syloid 244, Grace GmbH, Worms, D) 0. 40%
&3t 100. 00%

BAEBATAS S L. HH LB EREES, o EEHR.
F A SRBLHERBR KA RER. 25 B, EHEHA )T 30
CFHY 2., FXARABHE. TREEZ. AMFBRETRAK
Kk Fo B is Bk 4E, & turbula P3R4 15 04F. ZEHAHEE(EE
13(Mb) EARFHASDBATEN, BTEAOME, FBELTEH.

13C)H&E(EF)=ZEEZ%
MARBBRAR G &, FHEHNROBRENEETE F =
B ¥ 65 36 X E ) L (4 4= Manesty Layer-Press LP 39, #4:4, UK)
B A, Bk, HAEE 1SO)HRIMEGBEEANE—FF
ZhBdd; ¥ 13Q@)FRTMEGBERIAR M+ . ERME
ARV 9 nn AR W &EAf.
REXSMAEFZER%, ZHAGHRMG 130.0ng BELKE. &
AERBF (AL T 0.75 mg #%%5 0.86 mg ¥ I R F HCL) #5 150 mg #
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ZEAE120.0ng BMERABE L8R, BHERN, FME=_EE 84
¥4 400.00mg, H#H 04 0.86ng FEREFHCL. A4 2 HEENY
JAM LA 13 851 M P& T HIE.

4] 13A: £HP) 13 9k BF %

LA 1BHH—ERFEP, wTHETATERE13Q@) Y
Bb:

BEHHRA B4 EM(Niro Fielder PMA #) F, 3% HPMC. ¥
ERY. L#. NaCMC. S ERaF X FHEME RS 6 24. AKE
BALHARAFREETY 30%). HITRAELETRANLEATERE (Niro
Fielder TSG 2 #)F £4K$H 1-4.5%. A4EHEFTH 1.57 mn B
M. mARKE, FEAFHREGBETRS 2004, REMNEKBHE
IFHRA 2 4.

BERAFREETETY, 2THETATARE 13(b) HEE:

EEAGRESB-HEMN( Niro Fielder PMAR) F, JHE 8.
A, HibLAERE. HPMC = PVP R4 6 24, AAXEZH (B LA
o E TN 25%). MIRBEALETRAMLKTES (Niro Fielder TSG 2
)P ELKEH 1.1-2.7%. E4EBEFHE 1.57 omn B HF. mAKK
B, HEFTHREBTRE 2004, REMANBRBEEFHRE 25
i

ETREABEFHEETE, TRATEHERS 14-23 2 —t54
S/ 8%, LR RFRBELE AT LG5,

%] 14 HE—=ZFEH (£ 1.00ng FERF)ARNEL
AE#®H 14 F, F—EW 130 ng“FRB7EAR, F-E ()
A 1.14ng FERFHCI(ABE T 1.00 mg #); F=EW 120 ng“kt
B2 B 48 A,
BEAS 136 13()FRSHEHNEGBE, TR mER
BRHRRE, FHBERBERAELS ST ZHGEEMRTZEL WY

36



01809116. 4 oM P E33/49m

FE.

142&)%‘]%’#1 THEOLL 1.14 ng FERT HC1ABE T 1.00 mg #R)
HERENBE

ny A & (mg)
AL F 1.00 mg MEM FELF HCL 1. 14mg
£REFRF %% Methocel®K 100 M, Colorcon, Orpington, UK) 61. 50mg
PR %K 4 (NaCMC) (Blanose 9 M31XF) 15. 00mg
X FH MM NF(Lycatab DSH) 7. 50mg
5L# (C. Erba, Milan, I) 47. 46mg
£ 4L ® A (Cutina HR-Henkel, D) 15. 00mg
B f5 8 4% (C. Erba, Milan, I) 1.50mg
B # (Syloid 244, Grace GmbH, Worms, D) 0. 90mg

&t 150. 00mg

FERGFZEGRB)E &M 138 130)F,AeRARASL
BE X EAWNERARUEG 9 nn AERRHY G .

RMERMAEFZERY%, ZEALAWEMNN 130.0ng BRAERE, 6
A 1.14ng FERFHCI(AAE T 1.00 mg FIEE F &) 150ng § =
BB 120.0ng BEFEEZEAKR. BERW, MEZEAWHE
% 400.00 mg, #H 04 1. 14 ng FERF HCI(AAL F 1.00 mg F It
REBR). R A RAEKLFERWIRMN LB 14 91 F P BAG LB H4E.

E#p) 15: HE—=ZEN (£3.00 ng PERF)ARNEL

BEwp 15 F, F—EW 130 ng“fFE"EAR, F_E (L)
0.4 3.42ng FERFHCI(ABSL T 3.00ng #&); F=EW 120 mg“ B
e B2 K,

Bxas 1364 13@)FSMEHERE, E— T T MmiEH
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VIR G RE, FAEARRALES S IHGBEBARTZERY

H—Ix.

15 HNERATHEES 3.42 ng FERT HCI(AE T 3.00 mg &)
HEREENBE

i B % (mg)
FIERY HCI1ARE T 3.00 mg # 3.42mg
ERAFTES %% Methocel®K 100 M, Colorcon, Orpington, 61. 50mg
UK)
#KF A4 %44 (NaCMC) (Blanose 9 M31XF) 15. 00mg
X FHB#HMH NF(Lycatab DSH) 7.50mg
#L3#% (C. Erba, Milan, I) 45. 18mg
FAL B #kH (Cutina HR-Henkel, D) 15. 00mg
A5 &4k (C.Erba, Milan, I) 1. 50mg
B EE (Syloid 244, Grace GmbH, Worms, D) 0. 90mg

&3t 150. 00mg

F—EREZEFRE)E £ 136 130)F5ERAAAEL
B, EANRASYE 9 non ARRHY G,

AEEMAEZE=ZE L%, HAAWEMN 130.0ng BEEE. 6
A 3. 42ng FERTHCI(AAE T3.00mg FER F ) H 150mg F — &
AE 120.0mg MEFREF ZEHR. BERW, MAZEAGBHES
400.00 mg, #H 0.4 3. 42ng FERF HCI(AAL T 3.00mg FERF
). RARFAEXERDRENEHRE 15 GRFNFPRAGEBHIE.

%P 160 HE—=ZEH (26.00ng FERAT)HURNGEL
AELH&H 16 F, F—EW 130 mg“BRB7EHAR, F_E(EBEH)
026.84ng FERFHCIABL T 6.00 mg #); F=EW 120 ng“f
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B B 4H ..

CBEAF 138G 13Q@) R, ENEBE, £ TIERER
REGART, FAERERALESL S, BHYBEHRTZELY
k.

16@QHMNERTH &L 6.84 ng FIEEF HCI1(AAE T 6.00 mg #%)
HNEBENBE

wmy A ¥ (mg)
LT 6.00 mgmEMNFERF HCL 6. 84mg
ZAREFREH %% (Methocel® K 100 M, Colorcon, Orpington, UK) 61. 50mg
# F 3 4 4 %44 (NaCMC) (Blanose 9 M31XF) 15. 00mg
ZX F ¥ NF(Lycatab DSH) 7. 50mg
5L# (C. Erba, Milan, I) 41. 76mg
S 4L E M (Cutina HR-Henkel, D) 15. 00mg
B P5 % 4% (C.Erba, Milan, I) 1. 50mg
B4k B (Syloid 244, Grace GmbH, Worms, D) 0.90mg

&t 150. 00mg

F—ERE LGB E LA 136 13O0)F5ERAFAEL
B¥—%. EANERARYY Omn AARARHBUGA. BER L=
ER%, ZAGWEMNN 130.0mg BEAE,., .4£6.84ng FERT
HC1(#A% T 6.00 mg ¥ IER ¥ #) % 150mg F = EvA K 120.0 ng B
BFEFHFZEAR. RERW, AR ERGHEA 400.00 ng, FAH
€4 6.84 g FERAFHCI(AALE T6.00 g FERFH). K424
X EWB RN LB 16 655 F P EHG B4 IE.

EwP 17: HE—=ZEH (£ 9.00ng FERF)ERBEL
EEFEFF 17, F—FEW 130 ng “BRBEHAR, F_EHBR)
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€4 10.26mg FERF HCI(AL F9.00mg &) ; £ =EW 120 mg“f
B B4 A,

BFEAEH 136 13@)FMEHEHE, B— O ELAHEMERE
R RRE, FAERERLES S, BHOEEHRTZEEY
K.

17@HANEATHE L 10.26 ng FELE T HCLUARE T 9. 00 mg &)
HEEENBE

Py A% (mg)
ST 9.00 mg MEMNFERF HCL 10. 26mg
FZREFELL %% Methocel® K 100 M, Colorcon, Orpington, UK) 61. 50mg
B PR 444 (NaCMC) (Blanose 9 M31XF) 15. 00mg
X FB#H#H NF(Lycatab DSH) 7. 50mg
#.# (C.Erba, Milan, I) 38. 34mg
SAL R #k (CutinaHR-Henkel, D) - 15.00mg
P58 4% (C. Erba, Milan, I) 1.50mg
&4 (Syloid 244, Grace GmbH, Worms, D) 0.90mg

it 150. 00mg

FEREFZEGFR) S LM 1365 130)F 2 ERRFAEL
B¥F—H. EANEA Smm AEANEUF, REANAEFZELZE,
HAGHEME 130.0 ng BEFRE. QLEEHR (AL T 9.00 ng
FERFHE) W 150ng H = EWRE 120.0 ng BEAB S = £a&k. B
KR, M= ENGYEH 400.00 ng, % 6.4 9.00 ng By
R R ARBREERDFTANEAS 17 65 5 7 F B0 LB 335,

ELap] 18 HE—W=ZFEH (£ 12.00ng FERF)ERNEL
EEEH 18 F, F—EW 130 ng“FEB EAR, F L (ER)
6,4 13.68mg FIERLF HCL( A8 % T 12. 00 mg A% ); # = B W 120 mg“ B
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A=%D

B EAES 1365 13()F ) MENEHE, E—OXNRE mER
VRHRRE, FMERERLES S, THOBEARTZERNH
F=k.

18)HERTHE&£ 64 13.68mg FEL T HC1(A8S T 12. 00 mg 5%)
HEBENBE

i 0y A & (mg)
AL T 12.00 mg mEH T ERY HCL 13. 68mg
FREFTEAH %% (Methocel® K 100 M, Colorcon, Orpington, UK) 61.50mg
PR %% 4 (NaCMC) (Blanose 9 M31XF) 15. 00mg
£ $¥BMA NF(Lycatab DSH) 7. 50mg
$L# (C. Erba, Milan, I) 34.92mg
2.4t ® Bk (Cutina HR-Henkel, D) 15. 00mg
BB £ (C. Brba, Milan, 1) 1. 50mg
B4k % (Syloid 244, Grace GmbH, Worms, D) 0. 90mg

&3t 150. 00mg

F—ERGEZEGFE)E LA 134 13G0)FLAEAFASTE
B¥F—H. EAWERA 8w ARRHBUGF. AEAMEFZEEZA,
HAGMREMN 130.0 ng BEAERE, GL2FEDR (FE T 12.00 ng
FREFH) G 150ng F A E 120.0 ng BEFBE = £4K. #
KR, FiF=ERGYEH 400.00 ng, HH €4 12.00 ng EHY
. FARAERERWFRINEHEAS 18 6915 F PBAH LB IE.

L4 13-18 R H B H XL
A 100 r.p.m F, ¥A 37C500 mL #7488 3L KP4 4 3%& (pH4. 0) &
wil&k, RAMNE 2, £ USPXXITIHR), MEZEWRH RN E#H4H] 13-18
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HARXEL PHBAER. RE, RABFHXHEMREEL, A HPLC
A 250 nm M EZBEAGERDR. FIFHERERpE 4 577,

%4
B ) FHp 13- 18 h A egHH (%)
(A B)
L) 13 | P 14 | k] 15 | £HEp) 16 | KA 17 | FLHEH 18

1 7.3 8.6 7.8 7.5 8.8 9.4
2 12.1 12.6 12.0 13. 4 13.5 14.0
4 18.9 21.0 19.5 20. 7 22. 1 23.9
6 26. 0 28. 5 27.9 28.5 29. 8 33. 1
9 38.3 39.7 39. 2 40. 3 41.2 44.9
12 49. 6 51. 4 50. 7 51.0 52. 6 56. 7
16 67.8 66. 9 64.5 66. 3 66. 4 70.0
20 82.0 81.3 78. 4 79.5 80. 3 80. 1
24 90. 4 91.3 88.9 89. 1 88. 7 91. 2

REiheR, BHNERHARZEFHBHRET LK S HEG
PHBRKRGE 24 DH.
B, RATHETLERTHOERIRABREAD N FHEIALALE
AT, ZAFHEERLAGHE.

%4 19: MEFEEY BB A MHNE

THERBABXHTERTFAMN. AACELIFERGRE
E(). BREEQ T IAHERFBEB). HPMC 2EARXFTEAA 4
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XHEQ
my udil A ¥ (ng/ k)
HPMC 2208/K 100M (100, 000 cps) FABRRREEY 58. 18
H &5 HAR, R 30. 68
Hil ol A8 B A 32. 50
RUHLER® (EEM) #6467 6. 50
R eRGE 1. 30
Ji& AR S AR By 0.52
* & A & & A 0.33
Ak HER b
%3t 130. 00
W (2)
3HNAFTTERFTHLESF A 0. 75ng. lng X 3mg/ ki (A K
MY ERY B .
A5 (i RE mg/A
0. 75mg 1 mg 3mg
¥ EEY HCI ERW R 0. 855 1.14 3. 42
SUB— KA AN, e 47.745 | 47.46 | 45.18
HPMC 2208/K 100M FABERRREY 61.50 61.50 61.50
(100, 000 cps) (41 wt%)
BPEG %55 HERT A 15.00 | 15.00 15. 00
X F BB il 7.50 7.50 7.50
SALE R RAEAESY 15. 00 15. 00 15. 00
RERE 7 A 1. 50 1. 50 1. 50
AR B AR Bh 7% 0.90 0.90 0.90
S HER b b b
%3t 150.00 | 150.00 | 150.00
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XHE®)

wy udi A% (mg/kR)
HPMC 2208/K 100M (100, 000 cps) FRBFRRED 53. 70
HEE HARM., HEH 28. 32
ERCDIE g R ‘ BACH AL AW 30. 00
XN LA S ANE X 1)) #HoH 6. 00
RS # A 1. 20
B AR e Ak B 75 0. 48
K E RS & H 0. 30
Lk # B R b

Bt 120. 00

EFRAGHA (FER) LT RAFITHD,

b 20 HEFERF MKEAMY
P THEIREBAGTFRERETAN. FHCHELIFERGE
E), FREQATIHEXFREEB), wHE 9 A& G FiFie
10, 12 REFBE, 11 REAEEE). IPMCEREAFTAG 4 EHNES.
AFHEMNTPTERTHAEHHH 1ng. 3ng. 6mg. 9mg X 12mg/ } (¥
AN T ERY BT

HE 1)
4.4 i FERFAE( mg/h)
Img 3mg | 6&X9mg| 12mg
HPMC 2208 (100, 000 cps) BAMNER 76.07 | 76.07 | 76.07 | 76.07
ReW
HE B WAR. #EH | 40.12 | 40.12 | 40.12 | 40.12
H il A8 A BAMALASY | 42.50 | 42.50 | 42.50 | 42.50
B UHSIRE ¥5 45 8. 50 8. 50 8. 50 8. 50
S B4R rER gL 1. 70 1. 70 1.70 1.70
s R B Ak B B A A 0. 68 0.68 0. 68 0.68
* & Augk & 0.43 | 0.43 | 0.43 | 0.43
4 K #HER c c c c
%t 170.00 | 170.00 | 170.00 | 170. 00
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EWE (2)
may # R FERFAE( ng/k)
1mg 3ng 6 mg 9ng | 12mg
FERY HCL EFHY R 1.14 3.42 6. 84 10.26 | 13.68
LB — KA HAM. HHEN 47. 46 45.18 | 41.76 | 38.34 | 34.92
HPMC 2208 BARFTR 61.50 | 61.50 | 61.50 | 61.50 | 61.50
(100, 000 cps) A (41wt%)
BFAHREH F6 AP M 15. 00 15.00 | 15.00 | 15.00 | 15.00
B #FAM 7.50 7.50 7. 50 7.50 | 7.50
SACE R A A S 15. 00 15.00 | 15.00 | 15.00 | 15.00
RSB LeRGRi! 1.50 1. 50 1. 50 1. 50 1. 50
AR S R s 3w A 0. 90 0. 900 0. 90 0. 90 0. 90
4K #HER c c c c c
%3t 150.00 | 150.00 | 150.00 | 150.00 | 150. 00
X #HFE(3)
oy P FERFAE(mg/h)
Img 3mg 6 & 9mg 12mg
HPMC 2208 BAMER 62.65 | 62.65 | 62.65 62. 65
(100, 000 cps) rew
LR 3 WAM., #EH | 33.04 | 33.04 | 33.04 33.04
LR A ALY | 35.00 | 35.00 | 35.00 35. 00
R U5 wod b & #5447 7.00 7.00 7.00 7.00
(K%MW)
ARS8 YERCE 1. 40 1. 40 1. 40 1.40
AR R 2 B iR 0. 56 0.56 0. 56 0.56
K EEABK HEH 0.35 | 0.35 0.35 0.35
%K EER:3 c c c c
Bt 140.00 | 140.00 | 140.00 | 140.00
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BRE R
i P 4% A FERFAE(mg/h)
Img 3mg 6 X 9mg 12mg
OPADRY 0Y-S-28876 WHITE & A 13.80 | 13.80 | 13.80 13. 80
ALK e R&E c c c c
ERE 473.80 | 473.80 | 473.80 | 473.80
(1. 2. 3 EMmBRK)

AP REG K (P EREERRE) & Rizit " c”. OPADRY
0Y-S-28876 WHITE > 63% HPMC 2910 6cP. 7% PEG 400. 30% TiO,.
AT N4 & /%4 (0. 01-0. 25%) #=/ XK 3k & (0. 1-1. 5%) & & 7 (A 4k
£), HPMC A& 4 61-66%. % — T4tk 65 % & & R4 A 31-32% HPMC
2910 3cP. 31-32% HPMC 2910 5cP. 8% PEG400. 23-24% Ti0,. 1%%
L ELES, fo 4-5%0g B & FHRE.

Ep]21: HEFTERT MREANE

W THEPEHBXGFTERT HH. b AMF LA 2, oL
IHERRBEQ). FREQFTIRERFELQG). 4#HAAT
FTERTHALEH2 A 1ng. 3mg. 6mg. 9mg K 12mg/ K (A KN T
BRTBIFE). mE#aPE L#hH 20 AF, ERIFEIFEELYT

R e®E A
XHE (1)
i i FERYAE (mg/H)
1. 3 & 6mg

HPMC 2208 (100, 000 cps) FEBATRREY 76. 50
H & 5 HANMN. HrH 40. 12
ERCEE N A B AW 42. 50
ELHBRSRR (E4EM) $54-# 8. 50
AR B4R & # 1.70
Ji R Bk Ak sd B 0.68
AT #HER d

%t 170. 00
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ERE(2)
My uFi FERFAE( mg/K)

x 1mg 3mg 6 mg Img 12mg
FERYF HCL ERW IR 1. 14 3.42 6.84 | 10.26 | 13.68
LA — KL AR, #AH | 47.46 | 45.18 | 41.76 | 38.34 | 34.92
HPMC 2208 RAKEE 61.50 | 61.50 | 61.50 | 61.50 | 61.50
(100, 000 cps) e (41wt%)

BRYRGEEFR | BERATH 15.00 | 15.00 | 15.00 | 15.00 | 15.00
X F BN F5 47 7. 50 7. 50 7.50 7. 50 7. 50
SACHE BR b BAMASH | 15.00 | 15.00 | 15.00 | 15.00 | 15.00
B g 84k A 1.50 1.50 1.50 1.50 1.50
Ji Ak fis Ak 2k Bh 5 0.90 | 0.900 | 0.90 0.90 0. 90
1K #E®& c c c c c
%3t 150. 00 | 150. 00 | 150. 00 | 150. 00 | 150. 00
X HE(3)
a5 P! FEETME (ng/k)
1. 3 X 6mg
HPMC 2208(100, 000 cps) FRERTRREY 63. 00
HEEH HAR. HBEH 33. 04
H iy AR B RS H 35. 00
RUGRESE (R4W) #54H) 7.00
-8 %3 A 1. 40
JE AR Ak 5 B A 0. 56
b 21 8 LR 2 d
B3t 140. 00
6K
5 (P! FERFAE( mg/h)
lmg 3mg 6 & 9mg 12mg
OPADRY 0Y-S-28876 WHITE &, R A 13.80 | 13.80 | 13.80 13. 80
b % &, Rk d d d d
EhE 473.80 | 473.80 | 473.80 | 473.80
(1. 2. 3 EA=@LK)

AP REG A (HERRQRR) G FBARRA".
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L 22 40 23: FIETFERFTIKREAMA

W THEMEHRXGTERT R Hl. AHMEAE®HA 20 # 21,
CHELIFEIFBEQN). FREEQPTINERXAREB). £k
Bl 22 o 2Z AR T FERF L ETHA BB LA 0. 75ng/ # (%
HC1 3% H % 0.855mg). TAEE, L4 22/ 23 GEREL EH
LA 0.7omg FIRRF 0 £44 1948F, 5 LM 19 REL: L5
BEARAAFGERTAGHPMC FRE, ALBREHERH, 0K
KTHBLAREGAS. ETUAEY, £#422 RB3GABET:
3¥4HF 10%-40 wt %85 KAM HPMC, 5 SR &4 A 45 wt% K100M HPMC
o LB 13-18 #= 19-21 Aak, £H#hp] 22 o 23 LW B B gk b5
HBX, FERFTIERRTIFREE. £#b] 22 GEBETFALA
20 wt %#9 K 100LV HPMC A& 10 wt %% KAM HPMC, BRE E A4 ix
FAKAE B (LV) 89 HPMC 238 m K B F A B TR BER, Ad¥ T
HRAEEIBART Bk £,

LHp) 22. 23 5 X HE (1)

i P2 4% A AE (ng/K)
%4 22 % #H| 23

HPMC K 4M FRETRREY 13. 00 51.84
HPMC K100LV FARUERRREY 26. 00
FL#E— KA 64. 68 51. 84
LR - B A Y 17. 56 17. 55
RUGwB 58 (R 4M) #54-H 6. 50 6. 50
BG4k ERER 1. 30 1. 30
JE AR IR AR B 7 0.64 0.63
k& ALk &R 0.32 0.32
%10 K WER c c

g3t 130. 00 130. 00
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L] 22 Fo 23 B HEHE (2)
SHIMNFTFTERFNSESHA 0.7omg/ h (EAXHFTERYT

Wit 5.

FERYAE
4 4 4% A (mg/ X )
0. 75mg
FERY HCL ERB R 0. 855
A — KA AR, WHHER 47. 745
HPMC 2208/K100M (100, 000 cps) FREFRREGY 61. 50
BYEAH%EH WA BR Y A 15. 00
XFBHH #eH 7.50
AL R AR RAKBAL S 15. 00
LR kR 1. 50
AR IR Bh %A 0. 90
4K AR c
%t 150. 00
L] 22 F= 23 49 X4 E (3)
02 % A A ¥ (mg/K)
FAH] 22 | FkH) 23
HPMC K 4M FARUERRRED 12. 00 47. 86
HPMC K100LV 24. 00
3LHE— KA 59. 70 47. 86
Hih b A8 B A 16. 20 16. 20
R bom(R4ER) #5631 6. 00 6. 00
ARG B A A 1.20 1.20
FE AR B AR 2 B iR ) 0. 60 0. 60
K e ALK & &7 0.30 0. 30
FAo Kk kX3 c c
it 120. 00 120. 00

E P REGFAK (BIERKCRR) HEFRFRTA .
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E: KIS 22 23 FEHEHTRA LR 20 f0 21 FEREN
RAE (FpadA it 4 Ing. 3mg. 6mg. 9mg F» 12mg FELET).

E AT ERY E#H] 13-18 2 19-23, T4 24ng FERF/
XegHMEAA (Blde 2512 mg AH). L TRKAELHN SH 40 4 ng/
X (Ix1 mg A= 1x3mg h M/ XK). Ao, EELH#HH 13-23 F, ERLT
OEFRREGFERY (4 0.25 ng. 0.5 mg # 2 ng), FAHAAET
HABHREARFEREGE LR,

Kaep) 24: MK EH NG HiE ki Ky —F R
T @5 @42 0. 75mg. 6ng X 12ng ¥ B R F (A &t ) 69D K
EHMNGHHERBERT TR HHL.
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M

Bl A5 ZR47/493T

FERY HCl BB MR EZEHFMLF (ng/R)

wmy
—E, A¥EDI4-4 %
HPMC 2208(100 000 cps) 76.075
H &8 40. 120
H Ly A8 8 42. 500
R4E® 8. 500
* & S8 0.425
=33 L4 1.700
J AR B A 5 0. 680
HAL K a
Xt 170. 000
—E, EFWRE 0.75 mg 6 mg 12 mg
FERY HCL 0. 855 6. 840 13. 680
Ui — KA 47. 745 41. 760 34.920
HPMC 2208(100 000 cps) 61.500 61.500 61. 500
RYHRER 15. 000 15. 000 15. 000
* FHERe 7.500 7.500 7.500
ERA N S 15. 000 15. 000 15. 000
- 35482 1.500 1.500 1. 500
BRI R 0.900 0.900 0. 900
bk a a a
ZEX 150. 000 150. 000 150. 000
ZE, iREDI4-4 %]
HPMC 2208 (100 000 cps) 62. 650
H &5 33. 040
H b A RS 35. 000
R§E 7. 000
# & f sk 0. 350
3183 1. 400
BAR AR BE 0. 560
ALK a
Bt 140. 000
BEAR
OPADRYOY-S-28876 WHITE 13. 800
Bk a
i, KA 473. 800

L

E:

=$ ST AR
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0.855mg PR F HC148E T 0.75mg ¥ &R F 5%
6.840mg FE R F HCLA8% T 6. 00mg ¥ IER ¥ 4%
13.680mg FER ¥ HC1 A8% T 12. 00mg ¥ IE R ¥ %

AAFARAMZHEHBEABLE. £RX T (BRX AL WA
B L) AR EHRRE S FRT):

aWER

# ¥, mg 075 075 0.75 6 6 6

5 C511 C519 C529 C530 C531 C532]

L - POOK41E| POOK40E| POOK39E| POOK45E| POOK46E| POOKA47E

'h €, mg 47195 47232] 472.08] 474.08] 471.50| 473.37

K € RSD, % 0.78 1.44 © 0.65 0.98 1.10 1.08

BiE (e
0.00 0.00 0.00 0.00 0.00 0.00 0.00
1.00 8.96 6.88 7.43 8.67 8.20 8.71
2.00 12.42 11.45 11.69 13.47 13.17 13.48
4.00 19.99 19.93 19.59 22.03 22.01 21.55
6.00 27.45 27.62 27.43 30210 29.65 30.17
9.00 -38.24 38.60 3834  41.68 41.46 41.81
12.00 49.78 49.58 50.00 52.07 5236| 5233
16.00 64.53 64.48 65.47 66.17 66.41 66.26
20.00 77.17 76.98 78.68 78.01 78.34 78.72
24.00 85.79] -  86.17 88.18 87.09 87.69 88.19
30.00 92.40 93.57 95.40 95.26 94.81 95.41
36.00 94.37 96.00 97.19 97.96 97.17 97.58
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AMER

¥, mg 12 12 12

w5 C512 C534 C535

ED) POOK42E| POOK43E| POOK44E

K&, mg 470.39|  473.62 474.78

hi & RSD, % . 0.93 1.28 1.02

B R (B
0.00 .0.00 0.00 0.00
1.00 9.45 10.10 9.73
2.00 14.87 15.53 15.23
4.00 24.37 24.87 24.55
6.00 33.38 33.74 33.33
9.00 45.56 46.22 45.81
12.00 56.81 57.40 56.71
16.00 69.54 70.90 69.52
20.00 80.95 81.64 79.95| |
24.00 . 89.07 89.76 88.12
30.00 95.76 96.63 94.60

'~ 36.00 97.80 99.38 9726
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Fa A

A9
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7o

o 5 0 s 20 25 30 35 40

—o—PODKISEOTSmg —o—POOKAOEOISmg —o—POUKAEDTSMg  —B—C5H0TS Mg 67, X
——C580.75mp ¢, . —s—CR9075mg €1, X

E10 EEBBILR, EARA, FE 075mg

~O

0 5 1) 5 20 25 30 35 )
Tirme (h)

—0.—POOKASES I ~ —o-—POOKASES mg  ——e&—POOKATEE Mg  ~»—CSR06mg £, K|
—+—CS316 Mg €L, . —e—C8326mg €2, R

B WL, ¥ ALK, 7
@11 2 H#A, | F 6 mg
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=0

(1] 5 k] ; 20 ) 25 30 35 40
, A 1) (o~ B)

w0 POOKA2ER g —o0—POOKAIER Mg —o—POOKS4ER g —s—C52 2mg ¢,

—— 4 R mg @1, K —w—CRERMY & %

B AR, TR KR, A F12mg

K12

0 5 0 % 20 25 30 35 40
Bt ] - 8g)
———CS110.75mg €1, K C58075mg 6, R €529 0.75mg €2, &K
———--CS06mg LR —.—.-CRIBMIELK —-—--CR26mg LR
————C2Rmg LK —— —~-CR4Rmg R ———-CRSRm R

B R hg, F ALK, M F

A13
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