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FEIRTT ZAEH BT OBt AR S RIE AR AR S 4
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[0001] AWML T FET-177 030 MRS MR 1 64 K 1 (sezure) HOWRIS
W (v er) 201 2540 SEREEEL 00 T L A 0 RS A 750 e 14 2 6 P
1 o B3 A8 8 U VR0 0t T LS 20 RS P 26 1, 9 LS G 7
8B AR AR (00 SRS V) A — B0 093508 4 ) R S S 1 B
B 1 SR

BREAR

[0002]  WRIARE D G AR DUAS LR L T8 S AR T ST 00 A K = SO IE I I & I 259
Y.

[0003] WKMo A FHT- i P P2 0 G, 5 FH T4 A R B0 -5 R A A 5 1 AR 2 9 1 L
AR R ECGE A B R AR LB B hdE O 2E (F1t) BURAE) o I fh 4 B Ji i
HL A5 5 A L AE VI VT 2 PR A1 O 2E 1l o 06 04T 41 458 1% 2815 5 DA i A 2 1 T4 o
[0004] 7% fixi 75 i DROd R B K AR S I, HL e R 1S gt 2 R HLE S DhRE 52 3
T X T B 2R B A o KRk WO e 3k THOK o v R 2235 T GABAIR) A FHRAZAE FH . GABAZ 5
TERPE ML 2 (B AR 15 S, FF 78 G RAR PR~ 71 o B TR FR I M &35 30045, I 5
55 S DR AR LR AUBAR LA o

[0005]  WKIKAMEGA] LA LA 36 i 36 8 U W3R4T , 49 1 DA R v 44 VERSED® 8 8 1) H il 2=
WIS, A A 2. Smg/mLIK AL o IR TA RS Oh DAL B SR i 6 1 JE 20 H 85, 491 T A R
DORMICUM® [ & J1 &7 . 58 1 5mg i) Fr 7)o BC il FH T 3 1 503 428 e FH 1S3 7 ot o
EPISTATUS® G 201 10mg/ mLIK 1A 1 4) FIBUCCOLAM® (A& TE X 1 2. 5mg/
0.5mL,5mg/mL,7.5mg/mLE 1 0mg/ 2mLEK A MEL) o

[0006]  EP-B-1323422 (Special Products Limited) i M yRAkmkisme -S40 -&4), LA
TR G5 5 = S R IE M % B W) A T RAE T O AN 22 5 R R A H kB
PR B (R K PR A 5T 1 ) SR BRI IS

[0007]  DAHEFE RIS 48 11 5 FH ) DK I8 M 32 7t BRI UAC o B A 5 228 810 114 I 2 7K ~F2 A2 DA
N R FRAE T RUR AR, S T n) 75 BRI AR DR I R TR e 1) T B, SR 2 ik
AT DA B 22 4 Rk DA A an ST DA A SE AR &, 02 2 A R B IHEE IR T U R 3L
IR = AT DARRE AR BIAE A (e 0] 110 0 2 A1 B2k

[0008] % RH A

[0009] AR EAfE P T BB TR, FERAL T — B S A WK I 1) i R B R T A
W, ATt FH 3 1 e R R BRSS9 2 T Qi T BI85 57 4970 . 25 32 2mg LARK IS M 2 B L 24
5 BRI 2 0 SRR A AE DR IA M B AR RN , S0AR SCSE T 1 Bz AR B Ak i
180 5 ) ot T2 2P Lmg IR A 1 O 7R 28 1 Uit FH 42 FE 90kg (I I, T VA TT A7 R I 2% 7K
P (Z95ng/mL) o A% B 2L B R R O0E AT A R AER L 1 R M OF AR ST
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SI it 15 2% BH AR 48 A & BH (195 A Lmg BCE /D, 451 2010 . 75mg . 0. 5mg B0 . 25mg B & FL K420, Img
IR 2 P O (1) 95 G5 1) ot 0 5 e FH 25 L3R, DA SIE TR B 2R 1 AT R I v8 7 2R R = B T L
HEAE,

[0010]  FEFHH  AKFNE K - [F I 2 V60973 R K 15 e 41 A Wik 25 W) 22 248 A SE
PRI RZM o RN BV FH 2 R 0 ) PR £ 1 S IR B 158 AR s 0 B3t 2% Do IE SR A% B
T B Ah , KO AU AE LR 25 S (R 3G 00, 52 s MR 0 %) XU, 4 ) 2 76 J LR Hp 6
I, BRI A2, 78 LB AR A & T O BT W ZKSF, SRl 3G 0 1 L& B AE
FH AU o

[0011] A NIHAF A, AR A AT &K INE H I EE F 2] -S4 T 30 A Rk e &
e B R I HAGZ 2mg (1) 71 & 512 A A B 5-10ng/mLIK MK V- o BRAELS P24k H N
90kg ¥ LA N Img 7| & , 112> FEWR A S REIT K A ES MK KPP M 2L MR R,
IR 25 JLE R E TR 520, 01 Img/kg#A B (MY T4 H 20kg ) JLE 250 22mg)

[0012]  fifr A8 (R G R B, T FH Smg DK 18 e O VA VR7E 36 73 B A 51 25— 10ng/
mL ) ML 7K P (Schwagmeier®s,1998) o 7E B E W5, 7E4H FHO . 2mg/ kg 317 & 1) )L &
(TalukbarZ® A ,2009) FlJit A1 10-20mgf pl A (NakkenZ5E A 2011) 71, 55 % Py 285 S b
FBERR < ScottFE (1998) MELRIE 45T 241 0mehk A M () Bl N R IR & 7E5- 1073 8 A, 76K
52 IR B T Sng/mLIK LA

[0013]  — &1 & 5 5 h& SR AL WO (1) LK AKSF- B2 29 5ng /mL & £ 20ng /mLEA SR 15 HHEE 11
TR AL B AEAR KB R S0 R R AE R AL B RE R TR R AR S S P R A
TR EIRAS R PE R AE (R PN R E0IRAS) & PR R S SR ) WA R JF Ha ' S 3
T FaA% o AEAR T 20157 B N AR B MR A BRDEIR ] BE S B0 L o AL, ST VR 97 R 3
ST e PR AFRE R DA 26 38 10 ik BB T 402497 1 RS e /ML B B 2

[0014]  fEA R BRI AP, DRk m] DL DAK A O i B 2525 b mT 352 1 #h 1
TE 20T FH o IR ) 3 A8 HH AL BR BUCA MLER T i 38, o #h B 8 VI IR £8 B B 21 L R 1R
B IR ER SR AT FHERRIG OL T, T R o R e (1) B AU B LS HH

[0015] MR A B 1) S RS BBy Py 3 2 B Jo 5 8 PR %) s JBE ) .

[0016]  AYEmMALERATED MO IRA i P HRAGL R RN EF AR RO EA
dezm RN EA G R R I R SIUNED) A 4R O P R A 4 R B ER A 4
£

[0017] 22 ¥ G oy 5 PR &k (B R 1R TR B 38 o AR SO Mo T SR A O e Tt ] R
(sclerogucan) & JFL i JIUR SR :

[0018]  TAMAIR RIE AW

[0019] SR 2 JAmb s el , 58 & M s

[0020] A M

[0021]  BHIRAY).

[0022]  MARSCHY SR AT DA HY , e T Bk AR R AR 4 25 (HPMC) m] DA A A A R BH o ) i e
o AR SCHEAR T FHT A A BR 1) 11 i JE P 1 5 36k 55 2 T HPMC AT AT B 1) L e R 771) o i HPMC
()94 5 1855 E.35-99 Y6 w/witI VI [l P - HPMCHY SR FE AT LR 2940 8 2999 % w/w, 21455 £199 %
w/WELZ]50 4299 %6 w/w o AL SE 51 RT AR HY L YE AT BLJZ 805299 Yo w/w, 5 Jill =& 2998 %
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w/wo Yow/wikT-E I I ST s .

[0023]  faig 2, FIF A &k B JEE ob (KO HPMCH] A APh . Bur . (W24 810) JiFad , FLAT DL J2 2910
RUAN /BT DL B AN R, BE ) PR PP ECE 2 MHPMCI IR G4 . fE G — PG LT, B AF
i F5E 11 99 A TSR 22 AHPMCRES Hh (1) 34 52 7T LAAH R BAS 5] 45 79 e AH TR o AR ST SE it 451 7T I
1S ep A7 AE 9 FRHPMCI , 55— FRHPMCH IR JE ] LA 253250 Y% w/w, 55— FHPMCI 3¢ 5 7] LA
1045 % w/w, P RHHPMCHY S JE 35 2599 Yow /w78 I fist v A7 AE 56 2 FHHPMCHY 15 L T , 24
MR B AT DABS Bk 10 2250 Yo w/wi) i ] (1) B FHPMC , 3+ H B A HPMCIR) SS K 5 35 2299 Yo w/
Wo

[0024]  jb4b, 7E 47 AE PR FRHPMCRY IR & PRI 1E DL K 5 IX L2 HPMCH] 43 5] B A7 3mPa « sl
50mPa ¢ sHIRLE .

[0025] A A SCH S it 491 P DL, A R BH B JEE T LA 5 43 il B AT 3mPa « sAI50mPa « sHifi A2 (1)
HPMCIFIVE &) « HPMCI) e A< F 7T DA An b BT o 7 L AA (1) S il B oy, B3 KTHPMC 3mPa « sl
HPMC 50mPa * s B A AH R 1, 461 aront T FE FHPMCAE 20 Yo w/w 2250 Yo w/wit) Je [ P 24 T
1R e B4 vt o A SCH)SE a9 mT AR AR B RS T B Al Pk i i
HAE 53 E A 3mPa « sHI50mPa © skl R THPMCHI VR A4, F180 4299 % w/wHIHPMC 2 ik &
GET 2 Fmeh) .

[0026] [ THIHR B VF 24 SRS AR5, AR o+ 855 K 0L, 7T BA1 B°F 38 4y
FEHNZ120,000% 254,000, 00038 /R 50 LM » ¢ H AT DL SEA e AN [F] i A B B
A ASFE AR 1 TR R 2R 58 A 0 o TR O, 49 G 7 75 LS PR 17 40 AT DA B 5
Wi & & DLEARE R 2 o IR K 2 500 U BT AN [ RE A B AE RS 55

[0027] [ 7 KA AR A B2 A1 AR R PR ) 24 03 mT DAL — PhER 2 Py 2 ]
B2 (TR SNBSS N R, ARG A 7R pHE 9 77 FSO0E 1, #7775
) %,

[0028] i S 8 T A FHAE 25 W00 IO 10 0 A 1) 98 G 40K 1 3R 5 P v il i, T A
Yt —5Kk A0S, EIE R )R JE 50-500 10K o F DL IR i A, O BLASTR LK ECEIE .
[0029] i B A S S 0. 5-20mgIb R e /T R BT 4L A o 4L A P R LA
FIEAAMRIE, I HASYNEE—BONA50 2 £5200mg . — BT &, A& NL0.01%
0. 2mg/ kg T , (H M AR SC SR it v m] WL , 7518 AT B 22490 01220 . Img/ ke 5, i 7l & £0. 01
F0.02mg/kgh T, B X TR E N 10FE90ke i LB RN F , BN AT ESEEL
0.1% 2mgB80.1%31.5mgBL0. 151 . Omg¥I 7 & .

[0030] A HH ) 4L 25 0 300 s R o 85 PR 2k M Y AR A A5 IR VA R /K BR L B BOK - B R
B R B o A I TR A AT AE ) ) A SR AR BE VR A R, Hovb s A A P
(87 o AT LA 7K, E 0 5 AS 2 T 7150 % v/ v, DABAR 038 10 AS R K0 -8 s 18] o 4 25
A WK TS WO RSB R R P VRV A5 U SE S 1 o A SR B W 75 4 3 NIRRT )/
TN, A 33K 64 SR TN I i VTR 2 — P o IR TS A R o LA ot P DAY e — v o 7
—LEH LT, DR AR AT DL PO A T 30 AT A 5 0 SRR 18 PO 7 5 7] P AN VA R B 0
iRt Uk

[0031]  Jiti I J& » o8 A& A6 5 B 1 R B, &5 75 3-5 4 B s B 75 19 12 7K1 o BTG5
= UL A A I g ) S, B B R, AT REAE L 10- 15 B R B A2, 1M
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BEAT AL AT SE A G FEE e R 0 1) 558 1) ) XU o

[0032]  FEAR B H B J7 1, B AT TR T BB KA A2 4A N T A R
HER

BRI

[0033] DA sEhta A T fam B 5, A 2 BR i Ak B vE .

[0034]  SEjfafs 1

[0035] AR EHIFIELH G )

[0036] Yow/w

[0037] ¥R PJLF FLAF4ER 99.8

[0038]  mRiAMEL 0.2

[0039]  KEHPMCHIBKIAMECIA MR/ 7 BT O BE-K (5. D) IR GV HF it . A EWE40°C T
T,

[0040] W LME H B -KIR G, Hoh 2R & W)h CEERIKE N50-100% v/ v o

[0041]  SZjEf5]2-10

[0042] st L Fiv sk {5 FH R B il & 41540 «

[0043]
[0044]
[0045]
[0046]
[0047]
[0048]
[0049]
[0050]
[0051]
[0052]
[0053]
[0054]
[0055]
[0056]
[0057]
[0058]
[0059]

St 912« 5 T FEAF 4 2 AR HPMC

St 3 : £ A4 2 AR HPMC

SEHE4 « R B FL AT 4 2 AT HPMC

S5 : 5 £, S fe R A R HPMC

SEJite 5116 - Ttk B £F 4 2= AR B HPMC
SEHEAT : 5B 2R EEAR B HPMC

S5 « R R R A HPMC

SETE 519 : # FEHEA00, 00048 HPMC

SEHE 10 : B4 Z 700, 00048 5 HPMC

SEHERFI11-19

A SLE12-10 , AHAE Pk S AHPMCIY 12 RS9 -
SEZ it 451 20

AR B A

Eh FRIK 1 1 6025

RN AYERES  2.5g

TR AY4ERE0  2.5¢

W IR 55 AE30m L £ BE H VR B ik 1 o SR 5 G I U SE AE BB AR B I AE40°C T T

3043 . 1 g A 1. 2mg R FRIK IS I 4,

[0060]
[0061]
[0062]

S 21
A PN T SE 56
TEAg R IR E (R E9I0ke) 1 T ki e FH B 290 07l & A 2mg #h FRIK 1A M

[P (1 X 2em) o i A6 1280 1893 B el B ik ML A o 7 6 IR 3 S B T 382 10ng/ml Y
PR FREN 5 1 LC-MS/MSIN &) 1 ML 7K o il N FR S B ML 7K P 456 B F-20kg )L A
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7015500/l B AT WEEBIRIME P 1A ST 5643 T g /mL 9 5 AP

[0063] 5K if5l22

(00641 P SESE %

100651 5 s A S8 (1 TE90Ke) 0 11 RGIBE - 200 07 9547 g £ KA 1
WL (1 2cm) o 6 L6 12701185 B AR IR L BE 76 2 S8t 15K B T g/l Bmim)
4.6ng/ml. (12min) GRCASEBURIIELC-NS/MSTUE) 11 13K T A Hh SR 1K T4
62T 20k LT o 50155200/l S LGB F 01 ST 649 24 3K
100661 i P 05 1256 K51 5 IHPNC (04— FAHPNC) 441 R OB 5 EL 201,
F T L0 25 RO RIS AP 8 PRSI 205 P IR HPMCIFI 28 2 281 T 034025 L. DA O
B, B P47 57 P9 4 4 A3 A 5P A 45 RB0RL 15 CHE L LAL L5850 11131
T RELL 1AL ) BRI SC TR VP DRI




