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1. A SEEHREERER ITHF%, LaiE:

()it EERER [ AR OASTLHAKGERN RS T;

(b)) 5 BB ELATR I;

5 CORTEOG THLEERTY I BFAKT, BREXK;

(P T (c) dyEke pH A% 102 0. 2;

(e) L& F 3 (d) KR

O)FFFEE)HERGPE A 6.25£0.2; #

@4 EHFHREGHIEERETR I,

10 2. BEHHHHEAN, ROAAXFTHREERTE 1T %
BLHEEHN, L FBRBAEARKNGESRE.

3. RAIZR 2GRN EHHN, KLEed hAKILE, IHK
Rt iif. R E IR, BAd LT fRBREH LA IK
SRE R A .

15 4. BAZRLIHBREZHHHHAN, LAEH LY 2. 5ng B 200
mg F&IFFTERER II,

5. BABR ANREZHGHHFN, LEHF 2 2. 5ng. % 5mg.
%IOM‘%uhmiﬁlwmg%ﬁ%ﬁgkiﬂlh

6. REGHBHN, AESAREFHREEALTA II, i

20 EARER I AMAHEALRAEK R EHAYF —FH Xy ER,

7. RABR 6B GEHHN, LPAREFNEL D T4 T4
.

8. RAIZR T HREHEHHFAN, A TAAEFHNEY 40CTHSY
15% A2 R E K T A

25 9. RAIBR 6 HRBRZHEBHN, HAFPHEEBERATH I AEES
S THANARAELEAEY A EHAFLERLRTR I,

100 RAIZRINREZGHDHAN, PR ShagdefBAE
BRIl EHAHEEREY I,

11, A ER 6 IRZGHHFN, AP BERERITRE S

30 LEMIBEERRERNII u&@%ﬁéﬂam&kii I #j3B R ER
II,

12, RAZR 11 GREGHEHHN, AFRBEEREN 1T &4
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#0.534 2% w/w) B ERTR I,
13. RAIZRK 6 IR Z N B 4R, L P ERTH IT LA 100
PEFIRT 200 A ESH.
14, BAZR I3 HBREZHHHHN, R PEESAZ 100 %5k
5 A&F100p.
15, MAIZR 4R EZHHEHHAN, AFEELHAZ 100 WF 4
KT 50,
16. HeFegdedi gk TR 11,
17 MAZR 16 @ GLEEGEERETR 11, LA ERGR
10 Z#HZHE,
18. MAIZER 1T HEHLENFEEERER 11, L AKX LRI H
KAETH.
19. RAIZR 18 FLEWNILEERRER 11, A#—FHHEL
TREBEHAFHTHAEZY IAAKHRRZAEY.
15 200 RAZK 18 A ENHEEERERN 1[I, LAMPBKEH
X.
21 AR 18 S EME B EREA I, AP SeEics
EAZR I XK ERME R EHAHIERRER I,
22 BAZR 21 BHLENEEERER II, A+ Red 10%
20 HHAENIIEERTR [ITMEEEHI BTN I,
23 RAIER 1T HLEHLBEERRER I, I —F WAL
FTHEA 100 $BALKT 200 R A
24, RAIZR IIGH[HLEYGHIERATR I, £} —FHHas
FTHEA 100 WHEKT L00u G ELH.
25 25. RAIZR 4 g F[L B EERER I, A —FHHiEL
FHEH 100 $BHEAKT SOuEELH.
26 REAFNEZR I QG FHAEFPHZUENIIEERLEARN 11,
27. RAIZR 26 A FHLE NPT ERETR 1L, ARILEERGE
EH 5 RE,
30 28. RAZRLT HGAENFEIEERETR I, FRA A EXRHNR
REFTH.
29. RAZR I8 F[AENEEERER I, AT oiHiEh
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FRERAZFTRAE Y INMAGHRRAZY.
30. MAIEK 28 ¥ GHebE I ERETA 11, AAmBEREYH
E.
31. RAIZR B FHeENHEEATH I, Ed i
5 ERXBITRAARERHMER EHALIEERLTR I,
32. RAER 31 G EHFHBEERETR 11, ZP R8T 10%
A ENEEERREN TN EH AR RTR I,
33. RAIZR 2 S ENHEERTR 11, Lt —F ek
TFTHEA 100 BEKT 2009 E 0 H.
10 3. RAIZR N FULENHIEERRERN I, 2 —Feiiiek
FHEAE 100 %K TF 100 p A ELH.
35 RAIRR MM G ERER I, £ —F &L
FHER 100 $FEKTF SOutiBEaHw.

AN\
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CAPERRERNITHRZHHHN

HMEPFHIIXELF
5 A¥HEAT200152A21 B RLQUSEF $3509/789, 42483 4
gy, FAZBIARIHEARS.

X_BH AR 3R,
AXAEW T RICEEK (torsemide) B H B A, FEARY
10 ROSEERTHIINETH B4 A .

XAHE
WA FTEAXETH 1-FRE-3-[(4-H FRAEE -3z i) -
ABELXIRFIALESS LD EELSNIAE, F474H DEMADEI®,
15 DEMADEX®UE AR LA FAAGoEfS A0l h KRG, FiR. R
HERXGKRM., ZBRECSHARGRTIEMARSY “torasenide” , {214
USAN 3o dgiZiLa e @M & HieE k., L2 EANIEEELRRH 5]
AR TAAREERBAALKGFHF LS.

N

O o
[’)\SOI-NH—PJ—NHCH(CH;),

NH

Q.

3

Ci6H20N405S
20

US 4] 30,633 BETHEEKRNGESR. RATALILEERTI
HEEZYV AR G, ActaCryst., 1978, 2659-2662 T = Acta
Cryst., 1978, 1304-1310 W, A+ E LT HH P2./c XL HE
AX ¥4 4% % Dupont Form 1, BETMH P2/ n XL RAERLT

25 4% % Dupont Form 2.
FHAEHUSEIREF 34,6728 US 4] 4,822, 807 RHET 5
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ERGAFRY, FLATR I RER I, AL PEAHREERE
BT AHRIEAE 165 X-H R RKAT4 wh K eddeEK, /&£ Dr. Fritz
Topfineier F 1987 % 12 A 30 B X 4537 C. F. R. §1. 132 ##94
¥, Bk ZRAE US 4] 4,822,807 (“Topimeier Declaration”) &)X
5 HBEkF.RXFRAHHILERTR 1 H4FEHE 2 6 X-H L8 K47
HLKeIeEER, A A Topimeier Declaration ¥. US HIR L #)
30,633; US4,822, 807. US BrR&#) 34,672, US 4,822,807 A%k
P& Dr. Fritz Topfineier F 1987 %12 A 30 832 X&) 37C. F. R.
§1. 132 #¥4; Acta Cryst., 1978, 2659-2662 J; #= Acta Cryst.,
10 1978, 1304-1310 RARKIIARI AL F.

US ¥ 4] 4,822, 807 MR T HHPEATR 1 ARMAY
BAAETHBRAM T, AEHRAHLEEREVT, £X 1, SHA
MIANB R, FHHFEHEEERREAT. BhEE I HHA
R ERKIE, FAHYTTERRLE, KTHAZRREEHE5.

15 ARGRFBERZOLSFHELERTR I HHBHAN, L Pk
ARERIT A EHAXLBEERETY | FREFLIGE LR E,

KB
AZAGENARBOSHEERERN IIHATHERHA, &
200 ERAFHTHAN, HEERERN ITRAARAEREHAFLERRER
I XEMEEHXNGIBEER, DRRBBIHEHHN, LEERT
EARZGERZRFEFRTGE R,
AEAHF —NMAHRBEBCOARFGIHEERER [I i F
THERZOBE NGRS EZDHN, A TREBEHNEF KSR E.
25 AXREHF—ANBHRARBFUEGHEERER 11, A KE
FoRrEeHANLEER, AARB/EFHFEGEEQILEERLTR
IT &7 %,
AEXANF—NEHRREZEENILEERETR 11, AR S
FHTHEMANEARERAME N EHALCH AN EL.
30 AERRBEFZLENHEERERN II K F%, R8I %
A
(a) et E AR TR [ AR 0L THEKGEHN RS F;
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(b) 5 Hie P ERER I;
CFFHO) PR ERTR I BFARF, BREER;
(AP FE ()& pl A5 10 0. 2;
(e) it & F 3R (d) 89K,
5 O)FAFTRE)HGERERY L A 6.2520.2; o
()& HshEHIeEEATA 11,
AEPALRBEFJHLEENLIEEREIN IT ¥ FE, L dELR
BRI AFAALTROFRES, WESTH 11 s F2 H4E
IEEATR I, RPHFH0ENTEAD (1) HFaSiEERET
10 R IIEHRL, RE (2)8iTUS A P#H 09/638,106 4548,
FE G EMIEEERTA I, 7R US T4 3 09/638, 106 F 2000
8 A 11 BRI, AAFHIARIEY AL,

B ik
15 BlATHEEIIEERTRN 1T BN X-HEDRMTH B E.
B2AFTHESLEGIRBEERERN 1T 6 X-HERRITHB LK.
B 3RATERAMNEMNG X-HENKTHBE, HhHRETFas
100 mg LA AILIERER IT AR,

20 KL
SRR TR I
AEARBFLEENILEEATA 11, A+ HEdieiigR T
B Il BRAAARTGRARANGELE, EFEAREZH S APV EE
X, BF, AEARERTHMWRALEH, Aot >XHbEaiciiEkEt
25 RII, Kikdh, SLENHREERRAER I RXRA LRI R E3HE
FAREH I R EY 105695 ERER 11 THAFLBEERER
I).
AEARBFHPEERETRN [T HRIGBEDRANGE TR, Kk
W, RLEHHRBEERER I AMBK. KAV SLEEHRIEER
30 R IIThAmaH. FRENLEERALTR II TREF#—FH
REAE, PP L00%BUAART 200 p 9 B A, HKikdh, BEHHRXH
@, 100%BALKT 100 . Ehiki, BELSHZ XY, 100%HA
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KT S0p. BEARTPHEESANEIAL AN SLREYGHBEERLLR 1
W om AR B it AR Ot E B ABFE, 4o, RAKREN. 5
LS. 1AK% B. X Pharmaceutical Dosage Forms: Tablets,
Vol. 2, % —J&, Lieberman % A, Marcel Dekker, Inc, New York,

5 (1990)107-200 RPAFHHLECESNFE, ARG A THEIIN
A AHEFE,

AAFTREL, SHEERTR IIEZASLEHHLEERE
BRI, EAREGHIEERTN [ F4A, SLE0LEERETR II
ERNEHTREEY 3ARBARAZTY., HILZIT, CLRTY

10 PEERTER IHNEEERERITASHERHTHAZ Y INAAHH
B ARE. CARENILEERTRY [ HEERER I A A4
FTAEMARE A EHALEERETY I,
AXTRAHREZ—FHEHEGE, 7, BEHF—FHE HE
HE, WP EREY I/ABEEREZR TG w/wiAH 0.58%2F
15 Fh, RXFRENXGEFFHIREATH, LRTY 15%9—H 3 HA
FHAEMEECH TR S BEXFERS, THATA S HEGHLEXK
RGAEAT EHE, Kk, AT 104G SeBE G EEALATR 11 4
ENCER R E R L € W
FTEWNR, OCBEXNE4CE TS %O BETRAE IAAN,
20 HAE, IBMEZTHERSYHLENXIEREINITHZ HALER
ZHRAETEENETHEARR S S YRR, Kk, 7L 10
N SHLALENIEBEERTAIT AR MNIKBRERRSNHAZETH
AXRE S BN RR, FHRGWN, T8 U HLEEMHIEELR
ER I STHARRANE RE., SRk, TR8T 2% S A HIEE
25 RERAIIEHATANEHE, fRALR, HFLEHIEERTR
Il AABRRERGN S SMLIERTR 11,

AR, RAAGFHLENEEEREIVIIAREHE KA EHE
HIEERER 1. THRA X-HEBRITHBEARAFHESSGLLE N
BEEREIAN IR SZLEEGHBEERARRITGA A P ohe iR RER]

30 #ATAR, Wid XA KB RATA R T AR R AL oY 3 B 41 H A
AAYBEERRSWOGLEENILEERTRITRARLLEAAS REKR
x.
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FRETFTHER, AASZEENLERRTE [T T REAVAMAR
HERFERTIFER[HBARFEHGAHGB TR, THIHX
XRPRAEHTBZHHREERTR [l a4 REHHRIERER T,
AAERBHEERTR IT EHALERALTR I. CHAXHKRIE

5 REFRPREIHNREERERN IRAFITELETR IIHMMAEER
AER I, Ho5, AX#kCs, EABASREPHEMEKEAGR, B, &
AFmAENGEARET, AFEMASREEE, B, EAAR
EF, SEAXEARE, REER(REXAPHE RV EHEE) L
R, BEAMNGRATY, AERRFHEFTELEM, XAHLK

10 FREIGARI G EBeie-ER TR 1T FTHhiedE AT I R4
T 5 — M TATERE.

A& 2w A
AEXRALTROSHAENHEERTY [T @ BA i feia
15 ZHBHHHH, AP REAPVOBRIGHHIN LA LAARTORA R
HRE, FATERBR - FCEEXTY [I-AREREHAHLEELR
ERH T R ShFEIERETR I EHAHBEELAER D, A
MERFAL ARG EHFANTH TREERETH I HLE. KK
Regs sl M R BERG O R EAEAME, BF, 4EH KA.
20 AAIF T, TR QAN GRS BTG AN 6258 & M
TAREZEA II.

AL PAERBFHGREZGHDH AN, LOSFRFTHHBEERE
RITAHEZTRIOEBN, ATRBMNBEAKSEE. Kk,
EREZHHHHAN CQIEBRHEANAKILE. XBERLHERLEER. BT

25 HHLeRLLER . a k. M, AMARAAKSES. &
FAo R R AR WARRREFTRAGRY A LA EKE KGR
F, RAFFEARARTHIAG LA RKSKEABREA, AXKEL
AR EZ DR ELEGHERR IV IIRBTAARTGRAE
Rl R ZAER .

30 AEXPANREZNZHHFMNSARTOR A HGHE, ATEX
AERITRARERENEEHY S —FHXeddeigR. HHmmEEH
B A —FHXGEER, BEMAEAFBERTRN I 2 H7H
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FBEERSTF, LOEERBRT, e BRER I, B3 ER 1T H,
FABRRI YR EN S REREERAPERBLEEKRK,
A, REAEGRZGHHHMETEREHFLEERTR 11
REat w5 —F R Kegde i B R THRHEA AIGKIE, BPRAZH A
5 FHREERRER I, FRIEEHAFHTRERE=ZAAN, B 40
T, T5%AR*TBE.
BEA-NERFTEF, RLPRBE-FEHGSIL, FRAIEBR
I ERETH T, FdbRGIeERRERN T 4GB,
AP BERER IS mRERGE. 550, ALXPRBBTHEY
10 #A, ArHEEREY IT LA 100 % FEKT 200 p 9B 5 H .
KL, BENSAHZXAFAL, 100%4TMaIkT 100u. F4hER, &
BaA R XA, 100%BMAKT 50u.
EF—ARAEFTEF, AEAPRBEABZHE L FHGEEER
AER II REHHHHH. %83 U.S.P. £k 50-90 RPM A
15 900l K RERINFERERN, RAPGLBERETR 1T HRBLY
HHFAAE 30 4 ERKEY 80% (BEFH)MNIEEATR
IT. B35, REAARBEFEHGREFANLER, PR|EARERE
H&EHI 40T, TSR BEMGEHTRAN, REELRERIIY
REVBHHFMNGAESERFRFAREIENRAAT. LE2E4E
20 b, RAPAHIREERARY IIKNABAZHEHANEL ) THREEY 3
SRR GAESNE R RR R AR R BRE.
AXALRBAEFHBEERTN IIWARIHGHHNANOFTE, £
CHIAEEARERN II, 4R FHLERRERN I, EAHALAHN. AELW
HFHEERER IT FAEdRERERNIEEATA [T 5aEAK
25 $L¥E NF. XBER THw A5 NF. B o558 USP (PVP K-30).
Fefk dh 6 48 % NF(Avicel PH112) 9K H A 40424414 . 445 8 95%
USP lmANB|EERXER I BB GHRRBLHT. RE, KRS
HTRABNAERERRMGEARGRIBGAETA T, ik, T2
Ro#mB 0.5 -LSKHARE. REXRFLLR, FO2IHEHR
30 BTN, RAHEERTAN 1. BRE N EREREHHE
SHEFREEAMLEERAA. &2 1 A TFERRSFBRHANGELSY
CE(FZ%)ARELPHARZGEHF A GKhLT.

10
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BRARBE TFTHES, BEAARIGEALAYHHF N FHieEXE
AER IIARLIFLENRREERETR IDHEFEHGHETIHE
TAREAGHBHAMNER, LA TFHFLEERTR I EHIHHEEE

REMI,
5
k1
ekl WAR% (w/w) | Haram% (w/w) | Shed
FPEARTR L, &K 2.5-25% 5% E RS
EAREFEAR | ek
KER 1
F.7K$UHE NF 25.5-65% 45.5% i
XA THevieb 0 8A NF 10-15% 12.0% AR
B THorB 1% 87 USP 1-3% 1.5% FoAF)
(PVP K-30)
AR Y& NF 25-45% 35.0% SR A A )
(Avicel PH 112)
2B 95% USP* - - Hld T LA
RSB 4R NF 0.5-2.5% 1.0% 7 A
C ARAEREILERN (FRER0.5-1.5% 2R E)

FEPERBE T HLEGHREERTR I HRTHEHFAY
Tk, MEFMARA. SLUENEEERETRN I A HETHEBRR
P HEEHFEERLTR 1] 5@FALKILE NF. XBER THSR
10 & NF. R THo% 58 USP (PVP K-30) . Fef&k b4 4% NF (Avicel PH
112) YR A BERESHE. OFLEHREEREN I BB
WRBEHFRANTE 95% USP, RERSH TRAZNARARITRA
ARG RSAGATEF. Kk, THRREOHI L 0.5F4 1.5%
MAEREZE. RERBLELR, HOZLIMBHBLE P A4,
15 RANHSHLENIIELATA [I. BB A AR L8405 0W kst
JE R A EEBA .
RLETEREVEDHMNGEFRRSFRB AL LR (EE
%) Fe ik ik & .

11
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10

15

20

£ 2

A W% (w/w) | RABR% (w/w) | SHEE

B A eF IR R TR 1T | 2.5-25% 5% EHERL
FR LB NF 25.5~65% 45.5% HF

RILIR LIS L08R NF 10-15% 12.0% AR

R LHeoeB 53 BR USP 1-3% 1.5% FoH

(PVP K-30)

s 44 NF 25-45% 35.0% JEHA A
(Avicel PH 112)

CBE95% USP” -~ - FE L T IEA
B G B4R NF 0.5-2.5% 1. 0% 7 )

T RAERE I LEN (FRAE 0.5-1. 5% 4928 F)

AAFIREEZNR, EAACLHLERIEERETR 1T @4
HARAEAHREGHHANAEKTFABBRNEFTRTOELRERK
EREERHRE. CLER, FEXAGHAMNE 40CH 75%405 8 E
WA 6 B, B R R R HAETERG KT . FRERELU.S.P.
¥ 37C, 90 RPM. 0. 01M KH.PO:.. pH 4.5; #= U.S.P. £ 37C,
50 RPM. A4k a .

EAOEAEPHRZAEHHNN TRAGKEERETRIIOKE
EMIEEERTER [1, 2R THHREERRERN I i ERER
II. SEENXERRER I oaid. PO REGIREERER I
HIEEERETR Il mdk, wEAE, WA PZLH, RELHEL
FEATA IR ERRAIINS 0.5F]Y 2 TN E FHEERK
ERI/HEERER IT G w/w %,

AERAERB/ATAZHLENILEERATR [T F%, X+dE
HAAB O B AL TR R AL HALER 11k b Sk
BB ERER I, AFHB 5 TRy (DFADEEE
AT I EH%k, RE Q)AL 200058 A 11 BRXEH US +4)
35 09/638,106 697 kL AT FHLEEGHEERRETE 11, FIEXL
RO ERIARIMEARE, ASiEEATH [T THIT KRR
stk 41&, o US HREH] 30,633 A4,

12
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B KEAN T, AABREERER I HE&EH4ENEEE
AER I, B ERER I, AFHEEREZR ] RASHERRE
B 4 EHLEERTR [ F# 11 HRGY. 28 CHEAKGENR
S aREERATR 1 E4 R4, REKRRBEF KT 45 547,

5 EREAUZAFTEY, QLTLHHGENREMAHTHFAK, 1
dARAY 1:15 2 Y 15: L. RATH S RG] AL 5: 1. ik,
BREETRTHRHFINRALETR. REMHZARTEDL IR AEEER.
BT RSBIEERERN I F TR IEAYH ICRYTRNEAR
B A AT,

10 EREVFTHEHEATERTY, REXSBHHEEEREH 1 £
g, MEALXAGHLAENREERRALR II. B REXAGT*®, &
HlepEHEEERER IAZNRTSEFIARLEZHRL T H-F4
FiieiZ AT [I, REAL 20%8 £ ANAAE R AT E&H pl
B)#510.2£0.2, RELBERFAY 66nL & 1:1 ) T8 KERA

15 FEA&Gpl 2% 6.25+0.2, HEHERREIFAKQ x 50 ol) %,
HEZATHRABATELYSOCTFIRS 6 IEF. R 93.2% kR 5 EHF
B) 165 n4tRAEH II,

RERALA, REXANGEHEHNTAT AT ERE L M-S
AREB., BR. IFAAXGKE. BRARXARBEARAARSERE,

20 FEWRBEEE. EFHFR. ALACBHERIR, AFTALAY
FAABERLG 23] H200ng FHRLSGBFHNELHE, KEHF XY S5 ng
25100 ng. £ FEERATHERLE KN, KAFLEENP LY
5 mg %5100 mg.

B, REAARBER S 2.5 ng 3% 200 mg THIPEERE

25 R ITHABRZHHBHA. Kk, KELARBEER SHIERER 1T
HEAHY 2.5 0g. 45 ng. ¥ 10 mg. £ 20 mg. K% 100 mg 8948
R E A .

5% .41

30 RAKRAELTERGITHR—FHPEREA. R, REAARLH
FR41 .

13



03807826. 0 oW B E/17i
%3
BEAXRPDR R MR GLENHEERERNIINS LA
2F (HE$HT5851700100)
HESGEEGREERETRIING S | #AHR
mE4e4E
A F
55C 40C, 75%RH
HRE G /Y (IRID) t=20
I1 1A
I1 I1 2 A
11 II 14~A
I1 I1 2/H
I1 I1 3IANA
I1 I 4 AR
CCT” AFRBEEAERI; “IT” AHiePEERER II

&4

BT XRPDA R MFE LA EERETRII(ID) w3 A4
FT/RFHRIERERT GERT851700200)

R R 4 45 B 18]
A ES

IT>>>T1(=~0.3%" t=0
II> >T(=0.4%) 1 A
I+11 IT> >T1(=0.5%) 2 A
I+11 IT>>I1(=~1%) 1/~ HA
I+11 IT>>1(=6%) 2AA
I>11 I+11 3ANH
I+11 I+11 4 A
CI” ABEEARERI, I HIEPEEAETR II

14
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g
ATRRANFZEFRNZICEERATR [I PoOFEERTR I & X-
£t £ ¥ K474+ (XRPD) # i

1. AEAAYLELEA TN ERNEARN FHREERTH I OF

B, AFEBRSAGEENHEERRER II. RELAQYILERAT

BRFZ FRNEZRESEENICIELRTR I PR ER I,

HEHLENHREERZR I RAMLEMNPHERRSY. AXAGF

10 FATHIEERTA [ 6JB8e X-HERRITH B L, BF, H4E4E 2

05.7£0.2° &S AAERTHLENIBERETR II ST H
ERPEERERNI,

2. X%
15 2.1 L% Philips X—£+ & K474+, RABA 5 PV 1050/ 70
MAE, AL EHESR.
2.2 HBEZE: ANRTALEN U 201540, 3 an HiFA4EH &
&,
3.IEATAHK
20 BRHEE:20=4° B F ) 22°
Tt 0.05°
T EFFEE: 0.5
4. Hou4l&ids2
4.1 EBHMET AT RERME Y EH B K.,
25 4.2 ABRAAHSE T E LGEN UM,

4100 mg ERALSHILEERL K-26058 Fv K-26683 #)A8 K
gR

30 REFFEXB 2 FEHNEHN2 100 ng HLEEHREERTA 1]

RAEEDZAH (40T, T5%B2BE) FALA. @i X-SH L0 KT8
(XRPD) B R BMA A B ELE ZX LT, REKY I-HEBK

15
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mABAARE AT,

B 1 2H4EIITERAE (BT K-26683) 45 X—5&0 K574
. B2RAUEFHEENFIIEELRTA IT(APT 851700100) &) X-$+ &
5 BAMHABE. BIZLRNAG X-HEDRITHBE, EHE T
2100 mg SLAERFEEREN II1HA, B RoIEk,
RIZ>E, (t=0) $5 % K-26683 %) 100 mg } &) XRPD Ak
S EIEERTR 1T A6 XRPD ¥, A& 40CH T5%4AxtBF T
MA=AAE, K-26683 h & XRPD AL HehEHBEEREH 11 6
10 $2Agy XRPD M, HARAIE 204 5.7 F &) XRDP &, 5k 74
BRIV T WAL, X%, MAZE (t=0), $5H K-26058 &
100 mg K &9 XRPD Rk HsbE @A TR 11 4434 ¢4 XRPD 4,
A AVCH T5%4axt BE TFTHA=ZA A, K-26058 B 6 XRPD ATtk 5
SRR EERTR 1T A0y XRPD o, HRAIME 204 5.7 F#
[5 XRDP M, g Fi i EAEY [ AL, £ 204 94748 F0 829 2
0 4 22.5 K& SR YA 410,
WMAMERAM, e 10 ng W HLbBEIERRER [T QA A 40
T, TS%AB*TBE THA 2AA, BT EA NMR B2, 5245 B A NMR
BEZAABRMNEZANGLEREERTA [T AR EREH,
20
%4 2
A it
EHRERESETY, FHRARHWILEERAENIIE L KRILENF, %
BRI LS SLRNF, R LB R BUSP, Fefk 4 £ ENFRA. A
25 BRBREBH T IMANTEISYUSP. BH L ROWARLEX THRLE A
S0OCTFFREFHRAENLOD) H0.5-2.0%. KE, B3 HisgkT
RITHFRABL0. SERBILRF, 50 B it A8 6 Bk b A5 IS B
BRNF., FRAWHGFLENIREERERIL. KA Afmb s BRENH L
M AR SEE R W EE BB L.
30
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M

o FE13/17m)

364 2A

S EHEERN (2.5ng)

8% (3% K-26056) £ 15,000 B &
5K

SR NFEEERRA I 37.5

X 7K L% NF 697.5

RIBER Tt oE 5 8 NF 150. 0

R TUHeE L& USP (PVP|37.5

K-30)

M 4% NF (Avicel PH|52.5

112)

ZB USP 500. 0

A5 B 4L NF 12.8

5% #.4] 2B

s EFEEAL (Sng)

A% (#5 K-26057) & 15,000 K &
¥

B E NI EARER I 75

X K 3L$E NF 697.5

RIKR T eg bL 57 NF 150.0

R T Hwkeks bt 8 USP (PVP|37.5

K-30)

a4 % NF (Avicel PH|52.5

112)

Z.% USP 510. 0

AR5 B 4% NF 14. 6
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wooB B EI14/17TH

T HH 2C

S EHFEERA (100mg)

AR (5 K-26058) 3,750 5 84 %,
¥

BAENEERRER II 375. 0

XK 3L¥E NF 547.0

RBER TH B 58 NF 150. 0

R U8 USP (PYP|37.5

K-30)

a4 % NF (Avicel PH| 375

112)

Z & USP 616. 0

A Ji5 B8 4% NF 15.0
5% 364 3

R EE FERU.S.P. ¥k, A37C. pH4. 5590 RPMEH T,
5 4£M0.1 M KHPO.#AT, s FikthX%, /£900 nL#gpHA4. SehBk 3k
B RPAREV.S.P. G R ER KA R . £HEHI3A. 3BRICKT=ZHA
MBI FA0CERAMTEE RE) ATSHGFH THACA G E
Bk R, PFK-26056. K-26057F0K-260584) HLb It EARIIR &)
BEHRBERHEHTRAHARY. G2 EEATRIIHRL AYE

10 MHBHFMNAELEABRENH TRLIABEELERRRKEEAFXE.
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w8 B I5/17TH

325645 3A
2.5 mg HEERIEREAN I Hejiad
B (4F) | e EEkR (%)
K-26056 (2.5 mg) K-26056 (2.5 mg)
& 5 Bk £ 40°C/75%RH &4+ FHEA 6
Ja )& B,
15 97 98
30 97 97
45 97 97
60 97 97
%34 3B
5 mg SHLAENHIERERII Féjizh
BE (4) | BdhgieEER (%)
K-26057 (5 mg) K-26057 (5 mg)
& B 3B R A 40CT/75%RH F A A
6 B JE X
15 98 95
30 98 96
45 97 95
60 99 95
534 3C
100 mg HLLENHEEERETR I FHEH
HE (24%) | BEhdhieEER (%)
K-26058 (100 mg) |K-26058 (100 mg)
LN -8 P P £ 40C/75%RH &4 TF
A 6 Bl R
15 87 81
30 92 84
45 93 89
60 93 89
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03807826. 0 oM P FE1e/17Tm)

5 364 4

mh xR
R EEFERUS.P. ik, A37CHS0 RPMEHK T, #AF
PR #AT, *FE SR, RIEU.S.P. 9% A£900 nLeg S 40K A
5 K6AR. EZAEMIBERT—HAREEAMNELFTBE LR XAEIOCTR
AR E RH) AT5% &4 TREINMNAER KO E LR E, T HK-
266838 HLb EHBEEREANIIAMNGERREERAFF4 TAAAR
., GAHBEERERNIIGREAGEMEHH AN ELEBBEFT

MAENABERERBERAREEAAE.
10
F B 4A
S EiEERA (100mg)
8RR ($L5 K-26683) #3,750 4 &5 %,
53

S ENEEERER II 375. 0
X K 3L NF 382.5
KB THvkeg b0 BR NF 180. 0
B THwe&s® USP (PVP|22.5
K-30)
s %% NF (Avicel PH|525
112)
Z% USP 620. 00
AR R B 4£ NF 15.0
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%24 4B
100 mg e EIeHEATR I hthE
B (44F) | EBFEBEER (%)

K-26683 (100 mg) | K-26683 (100 mg)
A FEIRPRE | A40C/IS%REELH FHA
IAA BRI

15 88 88
30 97 92
45 98 97
60 99 98

L HH] S

BAENREERRTRIISHE

5 F—FR: REERATHIGHE
MEHRE FeMRBEHERY 100 ol ZFRM T MATH: K
(5:1, 26 mL) ¥4 RA4%, FeitBFHER (LY F2209ER I TR IT,
54), £ 60CTHHE I 4. REAITERSY, HFEAHRKE
MReHm(2 x 6.5ol)%k. BEKAZAZ(3 on Hg) TASOCTT R
10 68F, 153 4.7 465 ERER I, A P@Eid IR &R X-H K RKIT4
FEEAFARND B ERTA I,
FoHR:
FIRA ARSI ZF pHiH 0 5 L ZFBMF mAK( 3,000
L) feit @A EA 1177 %) . A 20%% NaOH (#5 53mL) 83 &k &9 pH
15 410.2+£0.2 . RETEER, AL66 56 1:1 5T 8E: KERE P
FEERGPE A 6.25£0.2, LERGEREFAKQ x Sml) %k, £F
ATBBFTASOCTTFRGE DK, A 93 2% KR B HL 56
FIEERER II, 165 4%,.
ERALFTLEHAET AL AN XL BN KRREHAFTE, s F
20 ARABRBAAR, RABTHATE RKKLAH X AL Rk F K6
Ao, MABMBEARALAYEAALE. B, XL AGBRHR
TR AZR BT ERGERELFRERGEBE.

21



/30

L E
0¢
9z ¥%¢ T¢ Oz 8L 91 ¥ T oOL 8 9 ¥ (4
|ttt 0
| T+ T T J J _ |

B H M E

ARy

i

03807826. 0

" sxs)f
w
f 4 | L oos

1
N W4

ﬁﬁ Q { ~+ o001

-~ 006!

22



oo W B %2/35)

o

03807826. 0

W TS

Nn Oc 8¢ 9¢ +¥C NN 6c 8 91 ¥1 ¢ 0L 8 9 14 4
4 1
y J

U I _<_ \J_\/. \V(JMJ.

| « Y a_ ﬁ | | + 00s

¢ P_ ﬂ _
-+ 0001

! | ﬂ Y4

- 0051
-+ 0002
-+ 005z

23



oo M B SR3/3W

o

03807826. 0

0 ¢

¢¢ 0 8 9C ¥¢ d¢¢ 0Z 8L 91 VI ¢l

A S
A,

oL 8 9~

- 006G

- 0001

- 00G1

-+ 0002

- 00SC

p R

24



	ABSTRACT
	DESCRIPTION

