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LG, e b—ikH 2, 5- —F& -3-(6-(3,4- 85 5 IR ) -1, 2, 4- 18
T -3- k) —4, 6 HIERIERE 1- A B BEAE SR TS PR 2 g b — Bl
TR Sk RN 22 /D — IR 2 AL ng B ER AL 54 5

o Bk 22 2D —FyE R 25 A DUURCIRE X AE A8, FF B BT A AW H A KT
0. 3g/mL FRIHEZ S

2. BURIEER 1 B9 A9, Horb Bk v PR 290 e i A0 48 5-[3- (2, 5- & -4, 6- —H A
e -3- 3 ) -[1, 2, 4] B M —5- & 1-3- figdt ok -1, 2- ¥,

3 AT — TART IR AR R VA4, Ho b B 36 R 25 W0 143 5 A A 01 0. 02 E & % %]
90 HE%.

4. BMEER 3 AAY, KR &2 s A AR 0.2 8 %3 50 HE%.

5. AF— TARTARRNEE R I A4, Horh Bk SR o A E4E & /b — P g Eh A / sz /b
— P IR A SRR AL A

6. AT LRI IR BRI LR FIH A4, Hop Bk 22 /20— Ppide R $hikk B o /K iR — 45 ik 1
TS KA R =4

7.RURIEER 6 A, Horb BT 2 /0 — Pk g £ 2 R IR 45 — KA

8. AT HTA TR Z R A G, Horp ik 20— Mg £k S A 5 0. 5 & % %
99.5 HE%.

9. BURIESR 8 KA A, Horp ik 2 /b — P i 8 H A G 10 H & % 3 80 H & % .

10. AR ESR 9 WA AW, Hoh Bk 20 — PR £h G A S W 20 H & % 3 60 H
=%

L1 A —TART IR R LR B9 H 54, Horp Bk 22 /0 — P 3R 2 )t g e B Ak & 4 B 2R
LR B AL ZR YRR

12. BUORIZER 11 BB, Horp Bk 5 2@ ek &4 /& SR 4EER o

13 AT — T T IR R ZE R B9 A4, Horp Bk 22 /0 — P 3R 2 0dnb g B AL & 905 4 A
YRy 0. 1 EE % 40 HE%.

14, BURVESR 13 WA A, Hrp i 20— PSR Ammeng el AL &4 5 511 2 &
E% 320 HE%.

15, BURIESR 14 WA A, Hp i 20— M I CAmmeng sefi b &4 5 15110 3 &
E%3H 10 HE%.

16. AE—HIRBURE SR FIH AW, 5 4MEE 2 Db — P I 55

17, BURIESR 16 BIZH-G40, Hodp pirad 22 20— P R 5510228 B A TG I  H v SR Al I R I
Ty L T BRI I AR A A BRI L AL B R S S AR Y T B A R SRR R B L A AR
B R R T =S T e R AR R I R SN L A e R L IR P R

18. UMK 17 B 54, Forb ik 22 /b —PhiglUr 55 9 i e PR 8%

19 AF—HITIABCRZ R A A, o Frid S HER KT 0. 4g/ml.

20. AE—BUIATRE R A, 5 oMEHE 75— APT,

21. 250, HAFE— T RTA BN ZR A A

22. BUREESR 21 (250075, Ferb B il 551 & 16 B 790 AR R A 77 2L

23, BURZLR 22 2501 5], e Birads i 771) & R %5 24 0. 5g/mL 3] 1. 5g/mL (1) 75
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24. BURZER 23 2501 57) , e B i 7] 2 R85 24 0. 8g/mL 2| 1. 2g/mL (1) )7 5.

25. il & 4 A E W R 72, A

Wik H 2,5~ & -3-(5-(3,4- §ad 5 A RIE ) -1, 2, 4-WE e —3- 3 ) 4, 6-
FREIENE 1- A S SR SR AE A 1) 22 2D — Bhid M 25 R 33kt , DA RGN

FEIERLZ A AR B 5 22 /0 — R R 5 5 Bk 2 /b — Mg R 29 A IR & s

FEIE R 2 1T AR B Ja 4 22 b — P IR 2R LS el A 54 5 BT i 2220 — B R 254)
AR

Horp ARG RS, Frd A6 B A KT 0. 3g/mL FHMEE FE

26. BRI HE 3R 25 B 73k, Hodr prik 2 /0 — Phys 25 W il o i B 4 5-[3-(2,5- =
S -4, 6- AL -3- B )—[1,2,4] BE e —5- 3k 13- REEECE -1, 2- R

27. BUREE R 25-26 HAT— UK J7v2:, Hod Biridk 22 /0 — Phii g £h 30 B ok R IR — 4% . 1k
B 45 KA MR =45

28. BUREESR 27 (7515, Hrp Brid 2 /b — PP g £ AR 45 /K5

29. BUHNEER 25-28 HAF— LK J5i%, Hodh pirids 22 /b — Bi 3R IR b ng ek & 4k 5
RYERR B AL TR LR o

30. BURIZER 29 (97732, Horp ik 22 /0 — P B8 AR ML e B A4 50 2 SR 4K

31. BUREE SR 25-30 W AT — TR 77323, oo Bird ds R 20 A% F 1 Rk 24T o

32. BUREESR 31 (7515, B3 M RERG SR 45 o

33, BURIZER 25-32 HE— T 7%, Sy AMO SRR Rt i .

34, BUMEER 25-33 FUE—TI 7%, S AMUFER B ik Bk 5 22 /20— B I35 1R .

35. BUMEE 3K 25-34 HAE— T U5 i, Hoh ik & Jm , AR HER JE KT 0. 5g/mL.

36. UM ELR 25-35 HE— TR 77125, i AE il 2 25l 50 BTk 7732 3 MO HE T ik
L UBTI T

37. BURIZER 36 (97792, Horb e 2 W) B B0 R 2 A 40 1k 1 D e 7R 20 B8

38. BURIEER 37 97732, Hoep ik A I SR M2 B R 0. 5g/ml 2] 1. 5g/mLs

39. BURE SR 38 (7515, Hh BTk 7 B2 FE 4 0. 8g/mL 3] 1. 2g/mL.

40. BURIEER 39 7778, Horp IR e 25 B0 45 AL S W E e e B ) 20 3%
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SRR ELEZBMITE YR AYHF RES &H%

AR G
[0001] A ¥ Je A e B A2 ) LR AT AL 40 B L S ) 28 /b — Ps PE 250 1 7 (K AL A7
YRz i) .

BEREA

[0002]  ZEfEZ B2 (L-DOPA) A T il PR Sk itk A 20148, A T A6 1A 4 4% [s 76 W 10 2 Fi
TR DL EVE ST« L-DOPA BE18 B5 0k L1 57 I, SR Ja 4 e A o 2 Ll I R38 Tn 22 T2 e i 7T
SR, L-DOPA 31| 22 ELfZ I Fe AL thm] DLZE AN B AR A, A ] BEAE 25 2 L-DOPA B 5| A2 B /E
o B, g s JE e 2w R B (AADC) i35 (an-R i 2 EEER 22 )i ) (PR 1IEAEAS
JEH LR R A 2 CRE R AL ) SL R 25 2R AR Im R SE B .

[0003]  3XGIE 7 TH KRS LAty —0— AR AE I (COMT) [T 571 ) %88, X Fh R 2
FET 0 ABGE, BE, 6T Bk JL 2Ry —0— FFRR S A2 Il (1) 40 m] AAE £ 17 L-DOPA Y97 1 1iH
G A% IO AR 3 IR IR RS , J5L R 2 COMT {4k L-DOPA 1) &£ o

[0004] 4K, WEFRAFF WO 2007/013830 F1WO 2007/117165 ik ), Ho A FF 1)
AT EY (BT LEMATEY ) A SRR COMT 455, IELetk 5472
A TR A AT R B . BRI, 3T B4 S AR ook T L M R (1) 0— FR RS AL 47l
Al BEE A VRIT R 1 1) H L v AR P22 R Gl i a7 TP B A IME R 2552 VR e,
FIv iR o hE 185 Q06 a0 1 24 A s 1a B BhS, anip 4R IOW, TR KRS, 23 REEE1E B
WiiE 2580 s /KR BRIRAS s AT o A, 1K Bl A0k n] BB 7ETR YT 5 ) LA I i (1) 0— FR
A BRI DI 5 ) B o R RE 7 A T

[0005] SR, i DA K I, 20 T B4V mT eI HEARAR IR 3 25 2 L 2 VA i FE AT/ B3 22
ISR BNAFAE, XN T ECHAN / B P2 A5 13 AL S ) B ) B R S

RZIAAR

[0006] AR B NBIAE R I T AFE 2 /b —Fhide B Ao U T B3 LR T4y
M ERVERKE W E RO A LB AT AEM TR R A S (“APT”) WA S A
o ARk, Bk /b — Mg  LRMmATAEN 2 2,5- & -3-(6-(3,4- ZFdE -5- AR
H)-1,2,4- T e —3- L) —4,6- EEME - AW 5-13-(2,5- & 4,6- ~HFE
e —3- 2 ) -[1,2,4] Bg -k —5- Jt 1-3- AR -1, 2- . Frid /0 —Fhagdt LA
AR LAZ 2,5- & -3-(5-(3,4- ok -5 IR ) -1, 2, 4- W@ e -3- L ) 4,
6— — R EIEmE 1- A AL 5-[3-(2,5- & —4,6- ~FALmtng -3- ) -[1,2,4] B
M —5- i 1-3- iR -1, 2- EETR G 1E2/D— s 7 E, Frik APT 7] DA BASSUR:
WK AE— LS 7 = rp, T -G A / 8l a] DLALES 75— Fh APT, 4401, Bk
HEY /) BfHRT DA FEERE B 20 1 R LR AT = B 2 20— APT Z 4R 53 4K
APT, ¥ 401 L-DOPA., A1 J& 2 18 i A2 i (AADC) 4idfil50) (fn, REC 2 BN 22t ) o fEH e sk
7 =, Bk AR/ B e T DAL ES 2 b — Bk IR ShAT AR A 2 b — PR R 2 Jdnt
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W LERR (“PVP”) 7AW 15 APT JRSURLIR BIAS [F] 78 VR SE i 77 28 R, BTk 38 7 — P iR
ERATH YR Z D> — P PVP AT AR AW A] LIS AF AR Tk - (BRI, 5 APT — @i ki Al /
B A /ES APT A A RORL N ) SBURLAL CBR, ARAET APT BIRTRLZ A1 ) S BIGHR 43 FUR P RS
SRS o FTIAZL AR DLRIL tH EL B APT FROMERS JE o K HERE S, JF HLATRE e i 2%
[RI3E N o Bk & 403 m] DAR I H R AF RN 68 77, £ SR Le sl 77 S8+, Hiah e /1 ml Gkt
B APT FOVRBNBE I BB NE . FTiAd S Wie vl BE R I H A8 Hoe e e T 1 i
WA EZEPER S &350 (R, APT S 5I AR R S, s A fE ki ) o A A
SCH TR I 7 AT DA 5158 i ads 2E A P R R PR BB IR R, 18 04 DA DG IR EE R /N L F
WL 2R /NHL / BBk B 2 R 38 ) 1

[0007]  KEHTEIAR

[0008]  NZIZFRAE, b 3CHY— M B AT DL (PR 4H Ul B AR RO s PR B AT U B PR, A
JE R B SRARS A A B TR i o

[0009] AR HAES K 1A L L5, oA s &2 /b — ik B AR SO @ IR T ROAE AR LA
P AT AR S L R VTS KA VA AR L E AT AR APLL B /b — R e Sh AT AR A
/>—Fh PYP TAEMWAY) . AEZAD— AT R, Bk APT 7] LA DURRCIR Y A7 7E
[0010]  GAR SCHAF A (1), ARAE “Hks” “SURDIRE 7 “ APT ks ” Je FLARA 2 Fe i i i H
ASCH 5 R T BIRE L J LA T AR B L 3 VR K S0 AL A B T AE PG APT
BATIRVE BRI R 7= A IR o BT IR SR T DA HE 22 /b — P IR SR AT AR A / B0 &
/>—Fp PVP T EH

[0011]  ASCHAT A1), RE“HEW” ML B EAER SR 2D AP, 2 /D0 —Fhidh
G SRAT AN R 2 /0 —Ff PVP ST AL S E A AR RS0 T R, Frid &4 LA
FLFEPI RN 2R T ROAE2E LAy fiTAE Y (BRI, APT) , 40, Bk 40 A4 ] DA HE 2,5 —
S -3-(5-(3,4- —¥dk —5- PR IRIE ) -1,2,4- IE e -3- ) -4, 6- —FENEE 1- F ik
VI 5-[3-(2,5— & —4,6— —FIREALNE —3- JL ) —-[1,2,4] Mg —m —5— 3L 1-3— YL -1,
2- T, BRI AT, ME D —Fh PVP TV EY . 1EE D —ASEHE R,
Frik &l DA HE &2 /0 —Fl APT (SBURL, HLAEAS[FS2hE T v, Brid 22 /b — Pk iR b AT
AW > —Fh PVP AT AW S0 AT LIS ST A7 A TRy (BRI, 5 APT — i kil / 5%
BEAES APT AR ) SRR A CHE, /27T APT BURIRL.Z A ) BRGER 2 FIOkE i AT 4y
WRIA . BT, A ER S AT A AT LIS 10 HE % B 90 HE %20 HE %3 80 H E %.
30 HE% P 70 HE %40 EE %P 60 HE % .3 K% 50 H & %P N, AT FEA
THiRish . ik PVP T AT IE 10 EE %% 90 e %,20 =% 80 EE%,
30 HE % 70 HE %,40 EE%F 60 HE %, 3K K4 50 H & %EFR N, AT FEA
TRURLAN o TR 0] LA R AEFE & D —FIR A, BAE 55—ty £, Frid 64
AILLEA TR G, f1/ BOH T B B S A nd 3R r 248

[0012]  AnAR SCH A AT, AR “ il 3507 “ 290l 5507 B AR AR A AR 3 — 0 e
RNFNB A SCHR TR IH G Brid il 71 m] DA FE A SO H BT (9 4640, L i 2Ll SR ks
IR, EBONIE & T 052505 45 25 10708, 1 n B e ol il i FE Q20 7o BT ad sl 7)) DA
GRS TR A A, SRR I, 52 D —MIRERNR S 7EE & T X2
A5 25 BB R 1 B B B ] () X an 7

5
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[0013]  fuAR e A S AT, 20 T AOBH S LRI AT A e LT
[0014]

NO,

RO l

R0 ®

(D
[oo15]  Hirpr .
[0016]  RFI R BHN7HE B SR A 0 2 S5 AF T W KA 1 2 (B, AT e e B AR 4 e e
B B
[0017] X W HIEEMA ;
[o018] Y N&EUJE . A5+ B R £,
[0019] niEH 0.1.2.F13;

[0020] mA0EK1;
[0021] Ry H U AL By C. D E R F AL mE A, HOd g RAR I 4

[0022]

RY l ™ R4
Re” oo
R5
B C
R?l\m R?]\FM R?E\N
-
R6” N RS Re” AN R6” N “Rr4
R5 R5
D E F

[0023] M.

[0024]  RysRysRe Al R ST I FH A C |, —Co Hidik . C,—Co— Bt C,—Co FEEIECoC o 75
AL CC- IR C—Co— BBt R T C,-C - F BRI F &R I C-Co IR E 3L
Ci—Co— eI It . C—C o FRBE I IE L C—C o oI e IR 0 L € —Co— Je FE TR L I L C—C - 5
SETHIE L | p 2R C—Com BT 91 0 = 0 P e L U L A AR Bk 75 A A B R Ry R
R R, PR BSOS 22 AN 3% R 27 R 0 IR B MR I IR A BlO5 B IR Bl 05 B IR E s H

[0025] P Ayt BTG, B AP T ST, WAL E 1, 3, 4- BE Mk -2, 65— 51, 2, 4- 1@

6
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TR -3, 5— T 4- B —4H-1, 2, 4- =M -3, 5- Tk 41, 3,5- =E -2, 4- —HE 51,2, 4- =
W& -3, 5~ 3% s2H- PUME -2, 5— 3 51,2, 3- ME Wk —4, 5 L s 1- BRI -3 (kA IR
B ) -1H- MEng -2, 5— U (HoA B ek DL O, 2 0, IR R AN OE T R, HA ke
A DL AL, U, IR TR AR A S R AR AR ) 51— ek —1H- mbng -2, 5— 0k (O
H R e DL FR S, 2O, IE TSR AN GE T BN ARER ) e -2, 4- L 1-H- b -1, 5-
B MENE -2, 4- T SIERE -2 4- TURE L S 1H- KRR -1 5 T RN -3 5 TRk Ik
W -2, 4— T3 3 BRIy -2, 4- & (Hrh ke A R DL AL L 2R IETR A .
MR NTR ) 528 -1, 3- 25 s/ (D) -1- 8L O -1, 2- B A B R iR ree.,
& A IO AE AR B SR TR T AR ) 2 A AR A A R, G S 0 5T R B i R T e
12 ] o

[0026]  fiLitth, Pk 1,3, 41 e -2, 5— LRI 1, 2, 4- I M -3, 5- 3,

[0027] FriR &/ b—MX T HHEE LM TEMILIEZ 2,5- —& -3-6-3,4- =8
B -5 YRR ) -1, 2,4 WE M -3- ) —4,6- RN 1- EAEL 5-[3-(2,5- =
A -4, 6- HAmbE -3- 28 ) -[1,2,4] BE M -5 B ]-3- AR -1, 2- . iR ® D
—Fhal T RS LSS T AE AT DL 2,5- 4 -3 (5— (3, 4- ¥Rk —5- RgdE IR ) -1,
2,4- W@ W -3- k) —4,6- I EEMERE 1- A AL 5-[3-(2,5- & 4,6 — AL
WE —3— 4k ) —[1,2,4] W =Mk —5— Jt ]-3- fEALOR -1, 2- ZEEIREY. fEH Pk b—
R T BUAE L LR AT AR S P A E 2L LS AT AR (i 2,5- & -3-(-(3,4- &
B -5 R IR ) -1, 2,4 WE M -3- ) -4, 6- B 1- F AR 5-[3-(2,5- =
A 4,6 SR NE -3- 58 ) -[1,2,4] BE M -5 B 13- fEAROR -1, 2- ) RAYIM
SEHE 7T, TR A R LRI T SRR 29 50 ¢ 50 BRILATATAS AL, 18 1 K41 60 & 40,70 : 30,
80 : 20,90 : 10,95 : 5,97 © 3.ER99 & 1, BUE —FAEELAMAT MBI AT LR 5 —
FEE LM ER R Z 5% (& 5% )% 3% (% 3% ) Bim% 1% (& 1% ), %5,
5-[3-(2,5- & 4,6 ~HFEMLmE -3- 3L ) - [1,2,4] B8 s —5- 3L 13- FHFE oK -1, 2- —fiE
&R LLE 2,5- & -3-(5-(3,4- 3k 5 IR IE ) -1,2,4- I i -3-FL ) —4,6-
FRIEMEE 1- EUPNENRZ 5% (55% ) W2 3% (F3%) 8wz 1% (F1% ).
[0028]  FTiAiE FASCH AR T (IR LA AT W) e FL2h VR KA 4 i AL Fi
HERTAEM ) 2 b — P APT 7] GE R I HH AR B9 HERE B, FH I AT 45 G 1 R0 AR 7 5751 28 A8 15 PR A
B, 2,5- & -3-(5- (3,4~ —Fatk -5 HAEEREL ) -1, 2, 4- B Mk -3-Jt ) -4, 6 AL
e 1 EAAEE R / BEC T 2 BTRBLH/NT 0. 1g/ml FUMERS B, 17 5-[3-(2,5- & 4,
6— RN —3- gk ) —-[1,2,4] WE e -5 13- GO -1, 2- R DAfEIERLAN / B
Ll 2 BRI H KL 0. 2g/ml FOHERS B, Qs DA #0177 V500 52 1

[0029]  FCHIMECHESS 1K) APT W] RELLH B AT VR 1] B, 9t & B 380 5 Pk 22 ki 29 5 L T 30
PEIR/NBGR A P E B OR F I TR AN 5 J2 S LR R R0 S e v e

[0030] £/ —ATRGIPESEE T o, AR T AR K WA/ Bl i Bk 220
—FhAPT (& (BFE) RIS RIT A SR, AR R, 17 A R £IBIHIT T
K&, %8 2 UL LMET R EVR YT IR F / BTG A i i 25 25 A R B B 40 A Wi T 8P
AT Ot o 1% 8 A] LU 49 a0 a2 AR I HH AT A U RV o 7 BT B AR &= . i 2R
AT DAL RG] Gn s AR SC HR BT B 28 (998 D0 YR TT S Dk AR R/ BT » 6T A T AT AT R

7
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B F RS b E n] U T 2 P R 2R, B4R 2Ry TR / BCRR (0999 , L™ S RE R, B
R E M AMA A, BB AR AR — @ BRG] R, 4257730 47 4
I 6], 25 2538 12, Va7 7 ORI 2R, YR 7 IO RR SR 8], 59897 70 A B[R] 3 FH AT AT 24
W, VA AR GUREARN AR IR PR R FEAS RIS 7 28 9, 4, 57 CRP, B
BT AR ) AT PLE S Img B 211 AP, 70 2. 5Smg B E £ .5mg B H £ . 10mg B EE £ |
20mg BY % . 40mg BLTE % . 50mg BY S £ . B 100mg BUE £ (1K) APT. R, Bk 440 / B¢
HIFIH R APT = LA 0. 02 &% (wt% ) 3 90 2 % A1k, B 0. 1 & % F| 70
HE%,M0.2 BE%H 50 EE%,M0.3 EE%H 45 EE%.

[0031] AR EHI BT IR & /b — Pk 2 Eh A7 AR ) 2 L FE R IR A AT o, L FE AR T -
Tk MR — 8% (54, A-TAB™. Di—Cafos™ A-N.Emcompress™ Anhydrous.#1 Fujicalin™) ;
R — 45 — /KA (%, Cafos™. Calipharm™, . Calstar™ Di—Cafos™ Emcompress™ ;7
Tl =45 (i, Tri—Cafos™. TRI-CAL™ WG. TRI-TAB™) .

[0032]  FEAFAISEE T Z, AR T AR AAA / B 12> — R iR S A7 A
Y ERT DL S AR/ BRI 0.5 & % F 99. 5 & %, fltn, HEWH / BHFIK
SHEEM 10 EE %5 80 HiE %20 H 8 % 3| 60 HE %5 25 HiE % B 40 HE %, 15 1)
W35 HiE% . BT R —Rgig S AT A Y mT DAAEAE T JURL A Rz A1 . BRGHS 43- ke A AR 58
GIRREAL o BT 22 /b — B R Eh AT AR 5 B P LA 43 b it 300 B8 1) 57 R 3 B T AR A
[0033] AR B PTiR 2220 —Ff PVP T ML G W) R A 5K s be il (PVP) B 4
BRI ST P53, AR EA IR T TR YEfR (0, K 2N g B (plasdone™) F%E 2,
§5 LI R (kollidon™)) ;3L B4R (copovidone) (141, plasdone S-630™A1 kollidon
VA-64™) sFIAZI) PVP (40, 22 TR YERR )

[0034]  FEA[FISEHE T B, A7E T AR WA AR /sl fih g prid s A>—Fpvp fi7
VLAY E R DL H AV / B 0. 1 H B % 3] 40 & %, 50, LA/ s
FIMREER | EE%P 0 HE% 2 HEE %20 HE%.3HEE%H 10 HE %56 &
%3 8 EE %, i 7T EE% . BT PVP AT SR LASEAE TSR R4
B 2 FTURE R R B A SR AR o BT IR 28 A —Fl PVP T Ak A1 08 AT A 20 Hb Bt A 2R 1 7]
= NHERS BT AR AL

[0035] AR AHIAPE B il £ A R B A A MBI vk, ARG AR PR -

[0036]  — ¥k A T BUBHEL I LM T AR e HL 8 B KA I I AL B AT A i
2D PR R, DU BOBURE

[0037] - FEERL AT AR B JE 4 22 /b — B R Eh AT A4 5 Fridk 2270 — Mg M 251 i
THRA AN

[0038]  — 7EIERL AT AR B Ja s 22— Bl R e e B AT A i 6 5 prid 2220
—PETEZ I S TR

[0039]  FriRZ/D—Fh APT. /b —PhBEER EL T AE M A& /D —Fh PVP TR A ] LLIE
TERARA I (FEARSCHWRONIER ) o A 1025 B AR A i TR AR 0] BL AU AR
N T B A AZAE A R & BT A TR & VR R S8 8L R GURE RN R i He
SRR E . B0, FEAF LT Z, il RS Ao Fah T H VIBIR G & & TR S
B B AR N 1 CAE AT R G EMN /) BUTERIE S « 1B — Dbl fEA

8
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RSt 7 G2, AT DL 25 4 VR A AR AT IS A IR ) B, i 40 1 21 30 43 BhE 2 B 10 438 .
[0040] W] LA FABGRAIE MR TE OBk . Lt 3 FH 28 /b — il ki A g vk 1 i
T BERURL o 48101, BT I 28 /b — Fh il RO AR T 3 K 28 ST B A/ SRR . fiid kb, Birid
IR ALK o FH TR 38 A 10 28 RNV A5 A [ R 23 ] DA p AR AT AR N 58 32 491l 2
ML) SEAERRE (IRAFAE ) FIERITE . EARSEH T E T, 7] &5 F3).
i = B VIR & 28 AT B xR & 88 BURGUSE R 52 A AT Hoe 1 RipL A% B / 5%
TRERIERL. AER 5 — 7B, FEAS [R50 7 G, m] DL 25 20 2 338 R AT RT3 24 FA A 1) B
W1 B 60 A BREK 2 B 30 48R R4 SR B AR AR AR N R BE FIVEE A, (H 2
A DAIE W SR R/ [ R RN 5 | SR P S8 T 11 2 Ak [ SR P Sk v, Bl
AR HUE A% TP Dh R FE B IR HR AR AR M BUE S 2 ki . 1R 5
— AT R R DA IE RELTR G LI 5% B 100 %6 484k, I 25% 3 100% .
[0041]  {EVRVAIERIITFEGS A T, T LUK R T8 . N2k ik T 2 T4 5 (LoD) {H
IKT 6%, RIEMKT 5%, ALk N 1-3% . &SI AT E LOD A ARAMIARLE USP 31, &
1, 336 <731>, FEEZG MM (The United States Pharmacopeia Convention), 2008 H1,
AW FORS SR =R () (IR 1 2] 10g FIFEM &) o« SR FEAE 105°C
T, BERSLEE (ng) » AT PAIES - R -

[0042]  LOD(% ) = [(m,—mg) /my]*100

[0043] I A (1) 5 2 B R A T) ARTUEL A P A E A A3 AN 57 5 T8 A7 72 I A4 )
S MEHRIK A G & RS RRAR R T o AR AR BRI B 788, AT AT AR T8 B
i T R B R R, 9 N AE 25°C B 1. 40 °C B E &1 B 70°C B i IR . 9, AT LA
WBURLAE 66 °C 1T TR

[0044] BT 75 V2 oy AN FERG SIURE L 07 (1) 20 B8 o g kL ik i w1 AT B35 S0 R4 (R SR, I
AT H T35 8 /N T i 790 Y B A 7 ) B RO o FEAS [F) S 77 v, v DA SR ik
5383 0. 5mm B HE R 9, 46050 0. 6mm. 0. Smm. 1. Omm F1 1. 6mm (K57 9 o

[0045] PR A4 ] PA S A 4G 2 /b — R 5, AT LUK 5 prid 2 b —Fh APT, 2 /b —
PRI ER ELAT AN A2 /D —Fh PVP T AR MBI ILIR o 76— N2 7 9, Brid 2 /0 — iR
TIN5 APT Fioki AR o Frid 2 /0 —FiRE 7 m] BAIE 5 BRI 57, 78 0 ) JE 7857 # R 7)
B, a0, BRERES SRR B 0 1 sb) KA R, 49, BT AR B TERE AT ROKR &R T se)
fige ), 0 an, BRREATRRERES sd) JEVE R, B0, A AR ERAS vl A AR ER R 2 1L TR
AT AR i ER ER  S A EE RR I S T R H R AR BRI AR IR B R RE i =
BE VIS VO I TR 2 R P RN SN R RN R R E SR TR R I A
FERHAE TG B S  ANRE TR BREE oA o) BRI, 191 0, IR =45 RERRAS \ AR 4k 32 W R 1 A —
AR RERREE . TREIREE e ANE A . FEIELLSEE T R, AR/ Bk ISR
AT IX 75 A1 IR 571 o

[0046]  FTid Z /b — PR 75 AT PALE Bk & b —Fb APT fid ki 2 R gl A () n N, I Btk AT
VBRI N R FRIAEAE « B Frid 22 /0 —FiORE 7 m] DAFE IR 2 o i N 210 i 77, 461 4 e
ot 5 ROk RN, FF HL ] DUE RN MR T FAEAE . FEASRISEHE T 2 rp, 2 /b —Ff
SR AT AFEIE R 2 5 BOE AN, H 22/ —FpsE IR AR/ BE 2 (1 prid & b —
P g — IR P DAFE SR A BIA AW . B, 75 A RS2 7 2 v, S 78 77 AL A 77

9
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T g 70 AT DAERE R BT BUSHIEDI, RSN 7] (Flowability agent) FIBRFIA] LA
TEERLZ JE AN

[0047] 7SR R SE i Ty S, A A/ B s B Y -

[0048]  API 0.2-50.0 H&E %

[0040]  TEFRERATAY) 5.0-50.0 HE %

[0050]  WANIIETEH]  0.0-85.0 HE %

[0051]

BB RITEY 1.0-15.0 €2 %

EF g 1.0-15.0 £&%
A 1 5 1.0-15.0 €€ %
API 0.2-300E=F%
BE ST AW 20.0-50.0 €€ %
b EE SR 0.0-85.0 £ &%
R{EFITAY 3.0-10.0 &%
i 7 5 1.0-10.0 €2 %
A R 3 3.0-10.0 €€ %
API 200 -50.0 £E%
BRI AT A Y 20.0-50.0 €& %
bR SR 0.0-55.0 €& %
RGMITEY 3.0-10.0 £ &%
VERE 1.0-10.0 €& %
A 3.0-10.0 €& %

[0052]  FEAN[A] A7 B 1t Sy S8 oy, A48 5 /0 —Ff APT HORIUREL 22 /D — MR R ER AT A 40

AN ZE D —Ff PYP BT AR & W0 (R R0RE (1 AL & 0] 287 5 sl o, ) A IR TR R

FE i n] LG R B 51 o

[0053]  FFAK MR B A EA R T WA AL T2 PR AP e (RN 4 4ER)

g . PR R Y SR T 5 I AL 5 WD IR T8 IX R 28 138 5 (R T R AR AR AU AR 5 A

i

[0054] AT E B VAT DB I A U EAR N 5 ORI BT VR RIB G, W s Fr o £

R 2 DAL T g8, Franl el RAE AR, 1 2 A K SR AR V7] S A AT/ BSR4

B,

[0055] A% B (Al )t m DA o, Bl il AE AR B I AL 5 i A 5 tn A / B
10
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WAHAYIR /B AR E B

[0056]  FTiAZH A mT LAR I H AT S0 APT 453 DA 3 25 JE A / B ahdett. @
AR 1, RIE “ OB R 7, « B2 O e T L AR R R FR A AW (%
JE R APT [FHE S ) KA B D WiRs B0 =45 2/ VIS A D Fif% . A ARSIk
W 3 2 52 1) T3 8K 0 8 A A B G ) () 2 P AE AR U AR N R TG 2 . 2R
T 5 38 A B VR 0, W2 B B8 7S A, 38 2. 9. 15 “HRMZEAR”, 25 285-286 1T, EDQM,
2007, F1 USP 31,45 1 I <616>, 55 231-232 T, 3 [H 25 W41, 2008, & A (15 L3 1
T

[0057] 3 .

[0058] - REGEAFABR ™A A 30, 2mm [ ) EBEAT 250 £ 15 RIATHRIVIFESE E . R AW
ZI B, g 450 £5g

[0059]  —250ml %I (2ml [AFE ), &N 220 +40g

[0060]  J7VZ: AETEE PEAELE IS T 51N 100. 0g (mg) ALY . 1= [F 2
FEH S B HURAGVIFER R WA Vo), Az 24 #47 10,500 A1 1250 &
Fah HU AU B AR Vigs Vagon Vissor NEIEITRIZF L WIER VogoF V 1550 ZE KT 2ml,

BAT 1 —A> 1250 XA

[0061]  BEF, WA A RE il B 1 F& 100. 0g, 7 LAk FAT AT 5 = 10l 00 AR o, (B 2 AR B
50m1 2| 250m1 Z [8], W1 I frids U & R Vo, TR EFE S IR RIS LS A UL i 250 28
Je A DA AR S HEAR / R R, SR 2 g/ml

[0062]  m/V,

[0063] ot m & LA B R BT () 5T B H, Vore RUTFE M (R MR

[oo64]  #AJ5 AT AT A R 200 Fa ok Jo 00 B2, BRAT A2 g/ml

[0065]  M/V s

[0066] it m A& AT R BT (I EHL Vipsort: 1250 YA 2 A IR MR

[oo67] M 4, G0 b BT ik, 2,5—- & -3-(5- (3,4~ - §R I 5 AL R ) -1,2,4- g
e —3- 3 ) -4, 6- HAEMENE 1- FEAM (—Fhal T FOAEEE LB M ) 7EIER 2 BRI H /N
T 0. 1g/ml MHEZ . AFE 2,5~ & -3-(5-(3,4- R0 5 fHA IR AL )-1,2,4- g —
e —3— Jk ) 4, 6— FAENEE - A AR B B AR DAR I 0. 2g/ml BCRE K, 4]
W1 0. 4g/ml BLHE KL B 0. 5g/ml BUHE KL BE 0. 6g/ml B K IMER B, (ERA THCERIER
B I B AR TR R AL HE 2,5- & -3-(5-(3,4- R -5 MR A ) -1, 2,4-E
e —3— Jk ) 4, 6— FENLEE - A AR B RIS RT DLR I 0. 2g/ml BCRE K, 4]
10. 4g/ml B K0, 5g/ml BLHE KA 0. 6g/ml BICHE K IR HE RS B BCR WIME R 1

[0068] 7 AR B Y 5L e St 77 %8 R, AR BH I s il 10790, v 40 ), R I 0. 5g/mL )
1. 5g/mL, W1 0. 6g/mL | 1. 4g/mL, 0. 7g/mL F| 1. 3g/mL, 8% 0. 8g/mL F| 1. 2g/mL [ ME R,
[0069] - fil ] 771 Py 2 R 231 P58 A2 AR o 791 110 Joit 55 A0 A4 AR ke I 1, G & 70 AR Al RN
RIRE T Z A .

[0070] {3 FH AR 4503 Hh 5k 452 52 1 7 1R D s A A WD BRCEEL A A 1) T 4 PR AE AR AT RN
TR EE AITE 2 A o SR, 1A T E S, 10, (T USP 31, 4 1, 58 <1174>, S E 25t
2611, 2008, LA K2 I 500RE K BEARAR R (Vo) RIHASEARR (Vo) o SRJE AT MEH T 200H 5 K 4

11
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B4 (CD) -

[0071]  CI(% ) = 100x[ (V,=V,) /V,]

[0072] {3 FH AR 4503 o 5k 422 52 16 7 1R D S A A W) BRCEEL B 0 ()9 B PR AE AR TR RN
TR I 2 I o SR, & A I kA, ol , sl ad USP 31, 45 1, 38 <1174>, S
2 W24, 2008 HETIR AL 1R , 78 B A% 00 b, Ui sl MR LI & Sy 57 s [R) 97 3 a5 38
IR 10mm ELAAH DRI =

[0073]  BRARES A Ui B, Ui B P FIBOR)ZE R WA 1 i A3 80 2 BOZ R A R AE BT A 1B 0L R 32
RIE KL BB, TR IR EE . AR Z TR AR, 1 B A5 AR A R £ FH 0 1
BB R R T AR RSN St 77 58 o AR R B N5 77 R S it 9] Hh > FF AR ARL RO T 8 12k
SR AT AR U 5 ) B T DA ] A 5 Y0 T A S0 5 A P T A IO P o 4 i 22 (1) A %
%,

[0074]  WIARSCHERE, “iZ7.“—" Bl —N KRB D—A7, AR R T “DX—17,
BRAE AR AN IR . TR, 40t , 8 P A ) B — R R AR R R 2 A — R
[0075] A% B A& S 77 G0 T 1 ff 7 A U B PR AN A R B 0% S i ) A AR RN IR
KU B T 25 WA o 5 AE U PR A5 S ] AR s 91 PR AR R BRI B TR SRR 32 B B AR
TR KEIR

L@ 51
[0076] AT St 9 1 E B A8 PRl B R AR A A B
[0077]1  SZjEfH] 1

[0078] i I~ il £ VU S 36 == KA K 5 R IR e, B e APT RIRA IR — 451 / BUGd £F 4
TR P Az AR/ B RYEER R/ BT AL TE R LA R R 1 R EAE LI =
R = BU VR A 7% (Stephan) VRS 7EIX LS5 /3 H I APT & 2,5- & -3-(5-(3,
4= ¥R HE -5 REFEIRIE ) 1,2, 4- BE e -3- L) -4, 6- HEENENE 1- A, MR
EYIIMANIFA K, FERR G R

[0079] ARSI HIURLAE SR 50 2 ML AL IR T4 28 (Aeromat) H-F-J. R&eid T Bk
i, ARG AE 1L IR VR AL (Turbula) HeRikhi 558 1 TR RS MR A . A F3hE
AN ZA SRR TE.

[0080] i FH] b= s () 5 Vo DA SR AR B £ 4L 25 0 V) A 3 B ANy S 3 o S e k30
it USP 31,45 1, ik <1174>, & E 25 %41, 2008 H Birak L 1 (R s R vE i ah it . i3l
PERT DA & i B A B[] it 2 e aok B IR 2 1 10mm ELARHF TR BT =

[oo81] £ 1

[0082]

12
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F R A B C D
RA (%)
API 351 351 |35.1  [35.1
B§ B — 45 (Di-Calcium-Phosphate) 33.3  [33.3
1 dh &1 4 & (Avicel PH 102) 123 123 [31.6
1 dh ¢F 4 & (Avicel PH 101) 45.6
XA T 2% 4 1.8
IR 44 R 7.0 7.0
FRAL S A 8.8 8.8
B4 K EE EF EF¥g EF
W an 4T 4 & (Avicel PH 102) 15.8
REATF AL EH 3.5 B5 B5S  BS
JREZRMEKEH 3.5 B5  BsS B.s
wA 1.8 1.8 1.8 [1.8
ARG B4R 1.8 1.8 1.8 1.8
AL 3 % E [g/mL] 0.425 [0.365 [0.323 0.236
10 R 3h & )5 69 k38 5% 8 & [g/mL] 0.462 [0.388 [0.359 (0.248
1250 X $8& 5 69 Bk 48 5% % F [g/mL] 0.556 0.487 (0.414 (0.337
B RS N P
R AL 6934 % B [g/mL) 0.485 [0.395 [0.360 [0.240
10 RIHFERLEESDNHIHEFEE[gL] 0.527 [0.416 [0.387 [0.247
1250 K346 AL M 10 5 % E [g/L]

0.614 [0.506 [0.462 [0.320
RAWLSMA R M A+ - - R

[0083]
[0084]

PR < rt” =T " = REUE)

M1 A LAt S8 SRR B B R 45 R A7 AL ARG O AN sh TR B

(&

W, ik B A C) 5 R HAAFAERS (S0, Mk D) AHELA P , 763K 79 MR T 7 #R 47 7

oy e s i R (S0, R A) o RORIATRT e 28 VR S 03RA5 T A LLR IR S0 PE 2

ff

A IRTRLAT B 208 S PRI AT 1 R sl Tk

13
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[0085] =Lyt 2

[o086]  Jyifill AR E MR HE, LASSIR = HIUAR | &bk A SR PRI AR AR . A DA & 2
Fr7s B2 st 46 PR R RS R 3 . 20, 0 APT VIR IR 405 U A 4 R S BOR I 4F
YE AN R LERA DL LR 36 3 TR AE VIRIR A 2% HIR & o 761X S8 st b 4 1) AP
JE2,6— 8 -3-(5-(3,4- etk -5 fEAk ORI ) -1, 2,4 WE e -3- k) -4, 6— AL
e 1- AN FHRESPIINNIRALK, FHH IR S F ohiR & sk

[0087] 4R & Wk AE N 20 T 88 tHAE 50°C T K4 300 4. B 4eid TR Bk I 7
SRIGAE V IRTR A 28 g Zoad 1 0 i SR 5 28 3 b Ik 10 e Ax IR A B PR FR 47 4 AN IR A5 —

AR EWIRE . NI BIIEERR BN A OHR & . R EIE RN Z A S VWIRTERL
%.

[o088]  fifi FH Fak Skt ts] 1 Fp 3 (1) 75 VA VP AN SR R s 24 20 5 0 V6 1 35 R 4 55 12 DA
Feimah . W NI IS 4E FREL AE A USP 31,45 1,306 <1174>, 35 [ 25 #4541, 2008, PL K
TSR ARARAL (Vo) FIFASAREL (V) o SRJEAER T Aot B R 4482 (CD) -

[0089] CI(% ) = 100x[ (V,~V,) /V,]

[0090] ZHERKRIELLTER 2 .

[0091] X2

[0092]

14
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Fk E F
BRA (%)

API 1.8 |18
BB — 45 — K44 (Ecompress) 33.3  |57.9
1k & 45 48 & (Avicel PH 102) 45.6  [21.0
RBEATHEEH 1.8 |18
Reg 7.0 1.0
K E¥ EF
RERA T H L E 3.5 3.5
REZRAEAKEY 3.5 3.5
BE 1.8 |18
LS 1.8 [1.8
AR EE [g/ml] 0.53  [0.63
1250 R 30& B HAL G 4055 5 & [g/ml]  0.63  (0.74
B 45 48 $(%) 6.0 5.5
ik (g/sec) 17.6  [19.4

[0003] A 3R 5 2 thA] DAt IR FRRORE FR) 3R 55 52 B S0 i 0 1) i 7] 8o ) 1) 3 25
FEmA 2 Rk, FGR FEROR DU 4 16 BT SR A IR e AT RE) . S8, #tik E 15315
552 1 E SR E SRR R R R 2 . #EIR E I 20 R RS AT He 4 1
Hbo

[0094]  SLjiaf] 3.

[0095]  fH LA 3 B B A il 2 HoA AN [\ ) & 1 = ANk B il s e 2 . ki
H 2R E R 2, bk T 2RI EAR %, #k L s AR .

[0096] &5, # APT. W IR — 45 b 4 4E 3 . SC O F 4F 4 2 AW MR 4E IR DL DL R 58
SH TR B m BT VIR & S ML IR A 781X L8 ST o] B 48 Y APT &2 2,5-
S -3-(5-(3,4- —¥H 5 myFE IR )-1,2,4- ﬂﬁ:ﬂi —3- 5t ) -4,6- " HREALLE 1- Fib
Y. NREIIMANIFIK, FFRIR &AL G BT TNR G # & R IR 5 .

[0097]  SRJEIFMURLAETRAL IR TR a5 vh 5 Il TR 7 . SRIGAE V IRIRG
R 2 o i B RTRL 5 3 3 i i H AR I AS R B A 4 3R AN AR A& — S A i K SR
o REMANEIRIRBEAE A IR S . EHREEANHIZAGYIERRKE.

[0098]  Gy4b, i SEutsl 2 Hh vk (1) 77 v 4 PR A SE B = R AL 2 BRI R G (GRS )
MKCEFE) « XEHGRA ML E 3 HRR.

15
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[0099]  VAESKHEMH] 2 p Bk A 1R 0 75 sCOP kL AL 50 AR 2, 45 RN BUR 2R 3 P
Ao FIAh, ML 20 DR A H BRI SRS AN, F EOP A B E A bR . X

g RBAER 3 it

[0100] %3

[0101]

BN G H U K |L
B A(%)

API 1.8 [1.8 8.8 [35.1 [35.1
5k B — 45 (Di-Calcium-Phosphate) (Emcompress) 33.3 [33.3 [33.3 [33.3 [33.3
% d 41 ¢ & (Avicel PH 102) 45.6 [45.6 138.6 [12.3 [12.3
RBATFHEEH 1.8 [1.8 [1.8 1.8 1.8
XA 7.0 7.0 [7.0 [7.0 7.0
H A K ¥ ¥ EF EF EF
RBEATHEEH 3.5 3.5 B.5 B.s 3.5
[0102]

i S — R LA KA 3.5 B5 BS BSsS ]3Bs
"B 1.8 [1.8 1.8 [1.8 |1.8
#E fg BR 42 1.8 1.8 [1.8 [1.8 |1.8
AL R [g/ml] 0.53 [0.88 0.82 [0.36 [0.76
AL I EFE [g/ml, 1250 K& E] 0.63 [0.91 [0.87 [0.43 [0.83
JE 47 38 (%) 6.0 |[5.4 6.7 [10.5 6.2
Ak (g/sec) 17.6 [23.5 4.6 [18 [23.4
R A 0 9 IR K89 i & 3 4 H(RSD %) 42 P4 p6 53 P9

[0103]  [iARF% 3 RIS SRR, Fril IR R 19K 2 0 ge i 1 2 RO Bl
(HD, 5 Bk szt 1-2 o FrosfERAH LU ) o BhAbh, JEHOR RS A S2 % 2 FRE, BoR
BB R B A H ARG T APL BT RE . 75 AR St 9] A0 AR SC Hp Bk L st i) o
FAHEK ) APT A AEF AR TE (< 0. 1g/ml) HASBEURBN, 4% K 0 (1) — Lok K (1 55k
FKILH T 0. 8g/ml (&I 800 % (W3R ) MIMERS AN & T 20g/s MU . BIAH7E R APT 77
= (i, R4y 35% ), HER & 008  MIKT 0. 1g/mL 3] 0. 76g/m1 .

[0104]  LhAEH 1

16
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[0105] 4N il & AN PV, W Jos APV A E 1SR — & LR 4ER 5
ST KIER AR 4 PR EAA I UNRG 8 TR & 78X LS 51 A5 APT 2
2,6— “& -3-(5-(3,4- X S5 mEALOR AL ) -1, 2,4 I e -3— 3 ) -4, 6- — FAELAL g
1= . 1R EEANIR S WINNAFAIK, TR IR & Pk .

[0106] %Fﬂ%%ﬁifﬂfﬁﬁcﬂ?ﬁxéﬁ (Aeromat) WM, i Zoad T I ORI 07 , SR 5 £E
IL IR AR AL (Turbula) Wik 53 4 hrd i R R & o 8 F 3R HL A 1241
YRR LE.

[01071 %4

[0108]

17
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FhR CA |CB |CC [CD [CE
R (%)
API 351 351 351 [35.1 [35.1
Mg gE 17.5 17.5 15.8
LEHEE 1.8 1.8 [1.8
2 RER 8.8 8.8 8.8 8.8 8.8
HAL K EF |[E¥F [E¥F [E¥ [EF
Mt gL 28.1  |43.9 14.0
LAR%E 28.1 [43.9 [14.0
RBERTFHLEH 3.5 35 Bs 35 B
IR = BAAE K S 3.5 35 Bs 35 B
wAa 1.8 1.8 1.8 1.8 [1.8
ARG BR % 1.8 1.8 1.8 1.8 1.8
HA R EE [g/mL] 0.175 [0.120 [0.150 [0.100 [0.114
10 R¥bERBHMEIET A

0.177 [0.124 0.156 [0.103 [0.118
[g/mL]

1250 RIbFEHMAIOEFE

0.278 [0.190 [0.246 [0.172 [0.190

[g/mL]

RERESHEEE [g/mL]  0.210 [0.210 [0.195 [0.190 [0.185
10 RIfEERLEREDGIE
EE [g/mL]

1250 RIbEERLRESWEG I
KEE [g/ml]

RARSM R T T T T

[0106] ANSKHER] 1 T T sKOP RURL AT i R 2 W), &5 R AE IR 4 Rt Prid il 77)
FEHER 7 R BLH AR D B AN a8 , HAEREBN PEPERETT RN ZERIATE 7)o

0.217 10.217 (0.203 [0.200 [0.197

0.292 10.292 (0.275 [0.271 [0.253

18



