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IRD A R BRER AN R 2 15 B2 B B a7 S sIfERs i) g

[0001] A5G HITE R AE X 5 H
[0002] A HITHER20184E11 A5 H FE 2SI K H I I B 1% 5562/ 755, 6745 I L 2 AL S
B %5 [ I B 51 A AR IR AR

% ARSI

[0003] 4t T iyt ¥ 245 (gaboxadol) N4 Kl (ganaxolone) Al 5 42 I B i
(allopregnanolone) BH: 24 H #h VA 718 SRS 1) T %

[0004] 755

[0005] 4z ))& A5 J2 5] D is B 1) A an 3 01 is 3 5 R 2> 1 B2 12 1) 32 B IR
(condition) . AT Gt S EUZRZEMIZ B . 12 shIE S 0] B8 S VLsK 77 A1z s fil i) 0 . &
AT LA FE PR IB AT M P S IR 22 R B PR 1S . DL RGN IE BB AT .

[0006]  FEBALIK J7FETS (cervical dystonia) 51ARFRHE LA B R 4r (U1 2E) B &K
PEWSCAR , SRR SR LA F B 77 3% 3l . 2 5412245 (multiple system atrophy) /& —FhEZH
YFZ M0 RGN I HEAT P R 5 1S . 2 KRG 248 511 shiErg , i a4 iF e 1
M4 ARERAAE (parkinsonism) o &30 W] LA 5] EAR I Hs FH 52 453 04 15 e D RE o WLRE 28 5] 2 LAY
ERJVLP R TR R SRR s K 2 5 (Tightning-quick jerk) o AT A% EVERRST (progressive
supranuclear palsy) f&— 51217 2E P4 AR 12 Bl 1 1a) @R 2% DL ) #2822 e 0 o e ml
e R T IR AR, (AR R BFPIROL . FIA T 256 1E Restless legs syndrome) 5| #2fE
TR B T B R 5 AT A N AN i PR 1) S R IR 5 12 08 I8 2 Bl R 2% A o B R D
(Wilson’s disease) s&— 5 Ecit & 1 HIEAR PN ER 2, T 51 212 SIS 1 55 WL 1A%
B 015 o L5 2 VR PR AR AT A AN P VR P BRI P48 5 1 B VY SR I8 B o B FRAE PR AR A1 A 0l o U
5 THT 08 W S0 R DU J v 2 %) R T S R DA L R AR 1 AN B s B LK gl
T80 S A 1L B2 SRR B E VLRSS WLk S5 a] LLsE i A B {4 (42
EPENLEK J0E0S) 8BS AR —5 5 Rt LsK J1ERS) .

[0007] Iy ¥bae (4,5,6,7-VUE S REMEIE (5,4 -cJMERE -3- %) (THIP)) 7ERR I & FI 28
00003385 H \ FE KK & F 550840601 5 HH A LE & [E & F| 554, 278,676 5 . 554,362, 731 5\ &F
4,353,9105 LA WO 2005/094820 7 #1k o I vb e & — Mk B4 A GABA, 2 A s 7], A
AL 6 - L FRIGABA 2 A 1 i i o £ 20 tH 20 8O AR LI, ik b 2 2 — KAWL 78 1)
F A, X LB T TR e A N R 2 LR R 2 1 B 7T, DA A R ks
BNENG 7 LR AT 2R 2 o R s AN ZE RS VR T B T - AE 201 28 904X, i vb o it
AR T6BI7 RERE J5 T & ARAE =AY AR 90 o R BEAEREAR T 46 (sleep onset) Al
FE HIRG £ 5 7 T 7 R S 34 FH o 0 90, 52 I b 2 00 LA 25903 FH S 18 B 2 00 T RS #iAs
R 1) 2RI BE I o H T 1% R A7 TR 45 SR, I vb S I R AR FRIN B 2 1k

[0008] il A B B , tH A FR y 3a, Ba- PU S A (THP) , A — i E 22 B i A 1R A 48 3 M RS ]
s o 5 2 W AH I, ARG BE AN 5 22 B S AR 5, T A2 v -2 T 1R (GABA) | 321 1E 1n] A2 44
AT 70 o 1) 2 S T ) M o B BT A, HE H S — s = M (First compartment
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half-life) JF % %5 . TurkmenZ$ N\ ,British Journal of Pharmacology (2011) 162 (2) 311-
327 o B W B i ) 2 3 B N 293543 % . Budimirovic,Neurotherapeutics (2017) 14:1070-
1072 o 77 2 T B 2 22 A2 I R 58 R 3697 8049 T i 47497 « R TR0 7R 2 g R s 5| A 1 42
FE N5 A A P XAE O R B/ SL 5% R TR 2R S AE (FXTAS) .

(00091 iz 2R Bl 2 ol 2 s e W 1) 3B - HH Ak & B ARA) , I HLARAE 43 28 9 i 2 5 [l e
7% 2R /& GABA - ASZ AR (1) 1 [m] AR A 1A 15 771

(00101 Jinzr 2 MR AT LA 5 7% ¥ 1 Rt 5 B Ty /2 1. 202 5h, o i S - 51 £20h
NohriafliGiller,Neurotherapeutics (2007) 1 H;4 (1) :102-105. & Z i & & 7E I PRI 5
b BT 77 G 3905 W PCDH1 9 2 4 /)N J LR i  CDKL5 5k = [ 5\ Ife M XZR-S AE A 61455 i N B e i
00111  MEiA

[0012]  $2fft 7 H TV8I7 e RS 7732, ik ia ) e ig L FE S Lok IS 2 Rea 2
g VPR ZE CHEAT PEAZ EVERRE T RS TSR A AE BRI L% 2 U L SR BRE B ULEK ) R
TG JR A T VRYT AT IS SIS I 715 &7 VA AT W) A A N 75 2 1 A Tt A e vb 2 s
R B3 ) 2 T A B AR AR AT — PR 255 BTz i 3.

[0013]  yRITSEBALIK JIBE0G 2 KRG ZE 40 IFEZE AT A% BRI T A T 2R A
JER R b9 L% R 1 | B R B TK DR G I 7 v A ) A A BT A AR i i v e
B H 5 BTz ) 2, AARAL S LK J16E 1S . 2 RG240  VIREZE AT MR b 1t SRR
T TERAAE BRI L5 5 R SR ERE BOVLIK B RS Y) — FhalSE 22 Rt 1 o503
PRt 7B A M Al H 2% bl B i A A1 F TR T S LK 1S 2
RGN NIEZE AT AL BRI R A T LR B AE BRI L5 5 U L S e B L
gk JIRERG VR IT ST IS L 2 RS E G VIR ZE AT A B T IRA TR
AIE BRI  FL A IR B PR BVLEK R ARG I 7 R B 1) A A SRR B B e P AL S
Wb e 2% E sz M BRI G S AR S TT SRR IR IT SLIK 1S L 2 R
A0 UREZE VAT R MRS R AN T LR AL L UK S LG S T | SR ERIE BULIK /)
e A5 1) 7 45 B 1) A5 A S 7 L) R I AN b e sl 24 5 b nT sz i £, DL A Tt FH
TP v e B H 2522 F 82 1 3 2 J5— RN S T SR LK IR 1S 2 R 245 JVIREZE
AT PR B VERRSE R AN T LR AL S UKo L5 5 1 SR IRE BRVLIK R R ) R )
I

[0014]  ARSCHEAR 7R IT IR 160G . 2 R ZE48 UEZE AT EAZ B RR R i
ANTEREAE BRI L5 R R BRERE BULTK ST ARG 10 77325, 1% 07 VA AL ) A AH B T 22
() K5 it FH N b o BRI 245 22 b T 4252 0 £, Horh B i 7 VA4 A H5 /N T 29400ng /m1 1
Cpo 1 PN ISR 5 I L rp i U5 S (I AR Ji Db e s 24 252 B m ez (M 2k 2 )
RS 6 /NN ) BB 3 I G - AR SCHEIR T V89T SRR 0G| 2 R =40 VIR ZE AT
PEAZ EVERRSE R IR T LR G A BRI LG S TR B FERE BVLIK SRS B TV TV
B0 [ A FH N 75 L) 85 it AL S I b o s 2455 BT BRI AH &), bz &
Yo A /N T 29400ng /m1 (11, AR A L ERE DL » - H L A Bl i U5 ik S (A T Y In i
e 25 F T B2 1 R 2 JE R I 6 /NI 1) R I 2 L AR SCHREIR VR IT BTE LK /)
W55 2 RAES0 WIEZE AT HAZ BRI TR B BRI LR AR TR PR
i BT J IR RS 1 53 1207 VR ) A N T AR it I v o B 2 2 B e
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&6, b i 7 A B AR /N T £5900ng © h/mlAUC, |, A4 A LSRRV , 3 EL I o ik
JIE SR AL it P N b 2 L 2 27 B nT 352 1) 2h 2 JR R BB I 6 /NI [ BB 1) B0 . AR SC
iR 7RI IR RS 2 RGE A VIR ZE AT PR _EVERR R RO T LR AL
R3NP SEHF R A S SR ERAE BN LK B b5 1 5V , 12 A 1) A AR L 5 A R T
AN SR B 255 BRI 1 S S Ko izl iR 48/ T 29900ng = h/ml 1)
AUCy R Y ISR DL » I H L iz 4L & 3R B it RTINS sl 227 Bl 5z i 2
JaFr B 6 /N BB I GE A ORI 1R S ALK JIBRES 2 R E 4 LR 2R 2t
AT VAL _EAERRE R RO TSR B AL BRI SRR A SR AE sVLTK RS O i T
V2RI A AR L S A R it P R b SR B 2 2 BT SZ H #h —  E
PR AL g e B 227 BT3RS I R A 58 29 S, b 5 2y A SRt A
AL — 29 G/ D20 % I FEIAUC,_ AR A I AR o

[0015] R yr SR LTK IBehG 22 R G2 4n LR 28 CHEAT PEAZ _EAVE RO R IR T ER B AL
BR3P SR 5T SR A S D B BV K 77 e B (10 7 3 47 1R A R N R ) R Tt i) 207
Bl el 24 2 Rz K B, DLSR BESUER ILSK J0Ra S 2 RGTE 40 LR 25 REAT A% PR
TN A T EREAE BRI IR A L SR AR BRAULTK 77 B AG A) — Fe EE 2 FRE IR A 2
o SR 1A ) 0 N e B 24 5 T2 (1 BRI 29 L S F TR T SRR ULAK 7k
052 ARG UUFEZE CREAT PEAZ BRI T A T 43 AL  BUR IR IE5F R SR BAE
SR ARG o 8T S LK 1R b 2 RGT 248 LR 28 CEAT A% _EVEIRRR R A T4
B BRIIF FE5F IR SR AR BN LTK 7 7B S I 075 2 B 375 170 A R L 5 211 R8P
ol B A I B B R 24 B PRS2 ) R ) AL B ) AR S T SRR VR YT SRR LK RS 2
RGEE IR 2 AT PR EVERRBE N B TR Gk BRI 3L 5T R SR BEAE BRI
5K IR (0 7 v A 1) A I 5 2 1K) R Tt P i) 2 0 T il e L 24 2 BT Az (1 i, DA A
it FH 31 22 0 Tt e B 24y 2 b T2 1 3R 2 S RO R B S LK RS L 2 RS
28 VLR 2R HEAT PR _EAERRBE N RO T LR S L BRI IR TR SRR L SR EAE BULK g
B RVRE IR IR 25035 o A SCHIIR TR T SER ILIK TIRE 05 2 ARG 40 LR 28 BEAT PR A% PR
TN T EREAE BRI L5 R SR EE SV LTK RS Tk 205 s A A
O 75 1) R Tt P ) 2 0 T B L 245 2 B AT B2 1 B b BT U ik S A Tt P ) 2 0
B el HL 24 5 RS2 1 B 2 R SR 6 /NI ) R TR B0

[0016] R 7 SR ILTK JIBAG 22 RG240 LR 28 CEAT PEAZ _EAVE RO R IR T ER B AL
BR3P S5 SR A L B B BV K 77 e e (10 3ok 47 1R A R N R 2 ) R i N % R
a2 BT 1 B, DASR BES LK JIRe G L 22 RG24 LR 25 L EAT PEAZ PR PR
BT EREAE BRI 5 SR AR BULTK 7 PR AS A — Fh BBE 2 RREAR A X0
et T RS IR R 252 B2 S MA S, TR SR kRS 2
RGE IR ZE AT PR EVERRBE N B T R 5k BRI 3L 5T IR < SR BEAE BRI
5K JIBENG 09T SR LK IBERS 2 RGBS IR 2 AT R R L R A TR
Ik BRI FE BT I SR EEAE BLSK 7B A5 ) 05 2% LA 1 R L 5 ) A I A 55 T
RRO 2y L2 i S 29 A S W) A7 = rh Va7 SR LK RRhG . 2 R4t
245 UL AR VAT VEAZ _EVERRR R RS TSRS A S BUR M IR BT R L SR EEAE BUULEK 7)
P8 A5 FR) 75 9 378 10 A R L 5 S04 R84 it Y o R I s L 24 2 b me 32 1) i, DA I it
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INZS R e H 255 BT 2 B 3h 2 5 — RN B3 M S LK JIB0S . 2 R ZE 40 IR ZE
AT PR B VERRSE R AN T LR AL S UKo L5 5 1 SR IRE BRVLIK R RS ) R )
N  ASCHEIR TR IT IR IS 2 RGBS U ZE AT AR B R A T
CREE BRI LGS A B IERE BVLTK SRR AG ) 7V, 1% 07 1R B ) A A N R Y AR
F N AR R B 24 27 BT Ees2 ) £, Horb i O A S A Tt N s &R el L 24 5 BT
B2 () £ 2 JE R I 6 /N 1) BB T A

[0017]  Ff & fajik

[0018] & 17 H T dn st 1 A s (1) Bk 1 IR 5F) & (2. 5mg 5mg~ 10mg~ 15mg F120mg) Ji5 N
Vb S BRI I 2 7R 5 - B (B M40 (arithmetic mean plasma concentration-time
profile) , Hit /K 2k A F57R6/ N FI12/NSF 2 8] AR 4L,

[0019] |27 T dn st 7 1 s () Bk 1 R GFI & (2. 5mg Bmg~ 10mg~ 15mg F120mg) Ji5 N
BVD 2 0 ARSI M S B - B TR AT o

[0020]  PHEANFEA

[0021]  ACHIR T HTIRIT Bl vE s Lk IS 2 K248 MR ZE AT
W BRI A T EREAE BRI L5 5 T R R B VLK J1RERG  TTiE A S
ASCHGIR B TT1E ALYV TN vb 2 I 23 2 B A1/ B30 22 05 I B 55 A IR AR ] — P 24
2 bnrEsz .

[0022]  FESLZit T S+ 16T S LK TR RS 2 Ra 240 VIREZE AT MR B MERRSE LR
JEEAN T LR G AT BRI L S T B PR BRVLIK G K 7 v v DAL HE 1) A5 AH B 7R L)
A AL N b o B 2455 E RS2 M BRI AL S AR SE T R VR T SR L
5K IS 2 RAEAE IFEZE AT YEAZ LR R AN T 2R A BRI L5 O
PR WRPIE BROULTK 77 15 15 10 77 2 ] DA B0, 45 [ A6 R . 5 2110 R Tt P 5 ) 2 A T I L 24 2
AT ) R A G AR ST R YR IT S LK RS L 2 R 4 UL ZE it
ATPERZ AR RRSE R A T S5 B AE  BUR 395 5 5 | SR B RE BYVLTK 7S 1 7 vk mT B
B0HE [r) A A B 75 IR S Tt L s R e 2552 BT K i 2 S 1)

[0023]  ¥F 22 244 it LA [ 5 1 7510 6 - AR ) 1) o i FH DA SR E 97 3000« /B I 4 LI
() 77 it ) ML 2 2 3 S B e o Tnipe b o & — Fhide B MEGABA, 32 AR BN 771, AT AER L 1) 2 52
# (t1/2=1.5h) o B Z2 WG EEER (0 2 T2 /AN 203500 %h o INZR REAH /N 29200 tH T30
T H R T AR PP RGN I 78 07 5% A R 32 S CNS 245 1) 1) it FH mT e 7 22 A 2
MYEFRr2R 2

[0024] G R|Hh , ASCATE T 385k it N v e sl H 24 5 BT 4252 1 3 v o sk Lk gl
5.2 R840 IR ZE AT PEAZ B MERRE R IR T LG AE BRI L 5F 25 1 L B B
BT IR ) 7732 a0, FE S TT S b, Rt TR T SRR JIREAS 2 RS 4 LR
25 AT VERZ R R A TSR A L BRI L R R R | SR ERAE BUVLSK TS I T
S T VAL FE R G R N 5 2 S it AL 290 . 05mg 22 29 75mg [ N b e B 245 % ]
sz W R 25 A, Hop iz 2 A PR AR AE it 2 B SR RE S i 6 /NI R MO o A S
i T7 R AL TR IT SR LIK IR RS 2 R ZE 0 U ZE AT A BRI R AN T
CREAE BRI LTS A B IERE BVLTK SRR AG ) IV, 1% 07 1R B 1) A A N R A AR
it L 7 290 . 05mg 22 29 10mg 1) 9l 22 s B B s L 245 2 B T2 K M 2 WA &4, Hoh i
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UL RAAE I P % 2 5 et 6/ I B S LK TR L 45 R 5 S L
PRI L MBI S T B A i T 8 B DL 7B B33  E 5
M7 e SR T AT SOBMLEK R £ RGBS TR E PR R IR 5
Ui A BRI K SR R UL 3K IR 77 0 47 T LA A A S o
M P E 2400 05me F£02000me ) INZ8 R IHEH 242 T2 BRI 2L 250, Forh i
LR I T % 2 2 5 e et 6/ I 1 S LK IR L 45 R S L
A PR T R 5 A RS 2K VL S B LK B
[0025] <SR VT SIS . % 2G4 UM ZE AT PEAZ bk L T ik
R A E RS 3L U SR B SRS T 0 7 L 1 M5 B SR
FHI10 . 05me 25 £130ma i NI b 4 sk 3L 252 AT B2 1 46, Job i Oy (L L i
T % RGEL U AT PR VR R IR T4 1  BRARHbS S0 5 0 S
SRALIK IR — RER T £ REAR R B « A SCHER I 97 SURBILSK R 5 % B G5 2 405
L2  HEAT R PR T R 3 452 A B A 5 2 VA 8 B o L3k i
i AL 7 G £ 25 6 P10 . 05mg %8 24930me i M 0 S sk H 252 | T2 110 46,
TR 7 VB MG P b S B 262 b T B 3 2 S — R UK b . £
G UL AT PERR bR T R 25 A SRR b L5 2K VB L S e UL
IR — el B 2 R AR e

[0026] <SR VT SIS % 2GS UM ZE AT PEAZ b Yk L T ik
R A E RS 3L U SR BRSNS T 0 7 L8 1 M5 B SR
FAO. 05mg 2 211 0mg ) 1% s BERAEN 3252 E T2 10 48, Hop BTl 7 kA (L MLk b
T % RGEL TV AT PR VR R IR T4 B S S0 5 0 S e
SRALIK FIETE R — RER T 4 REAR R B « A SCHER I 97 SURBILSK R 5 % B G5 %405
L2 AT B PR T R 3 452 A B A 5 2 VA 8 B o ULk b
TV ELAE 0] A AR N 7 B BB it FH 290 . 05mg 2 24 10mg ) 1) 272 65 155 I w6 L 245 2 B aT 252 1)
$h, 3BT R 77 P Y M P B R B 25 2 b T SR 1 4 2 SR — R S LK S
T % RGEL VS AT PERR VRO R IR T4 B S S0 5 S
LK TR — Fh ol B 2 RO R 3%

0027 A SCHR VT SIS . & RS 4 UM ZE AT PEAZ bk L T ik
R A E RS 3L U SR BRSNS T 0 7 L8 1 M5 B SR
FI 210 . 05mg % £02000mg 1 I8 AR 3L 252 F T B2 1 B, SErb Fd 7 ik 8 WLak 9
BH % RS WU AT Vb E PR T R 45 A ARG L 2 U B0
S BRI TR ) — R 5 % FOEAR I 203 A SRR I 7 BB LEK IR B . % R %
5 JUURE LT PR P BRBE  JR S 2 AR B 5 S B s L3k b
FELEA) 7 3 00 0 AR I 70 5 4 £ 36 PRI 200 . 05mg %5 £412000mg 0 1% 2% B B 2652 |-
S, Forp BTIR 7 VSR ALY MG PN 2 B 2 b T2 10 3 2 J — R SRk b
T % RGE VS AT PERR VRO R IR T4 B S S0 5 0 S
S 7R — Fh ol B 2 RO IR 3% o

00281 557 % L ASCHR T V65T SIS & RSB IR AT VAR
PR TR 2 A TR AR L VR B BRSSO T L g
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[vi) A5 R B 75 2 1) S it e v e s 24 2 BT sz 1) 2 o Brid v iR A dE N T4
400ng/m1 ) Cy, FRI 1A Y ISR DL , - HL I Hp B ik 5 v 4 A £ Jt PN ise v e sl L 2427 b %
W) Eh 2 SR RR S I 6 /N Y BB ) O L AR S T B, AR SCHEIR TR YT ST ILIK )
5.2 R840 IR ZE AT PEAZ B MERRE . R IR T LG BRI L 5F 25 1 L B B
LK IS ) J7 V%, 1% 7 A 1A A AH BT L) R i Pk b e B 24 % b nT 52 1)
#h, Horp prik 7 VAR AE /N T 29900ng © h/m1fJAUC, |, FAA A LSRR , I HIL b piridk 5
VESR AL RN vb e s L 22 b nT 352 1 36 2 Ja e S8 ik 6 /)N 7 2 3 1 A0 o 7 S it
TR AR T IRT SRR JIRERG 2 RG240 IR 2R VAT A% B RRE L T RAS
TERAAE BRI LB 5 8 SR RE BULIK TR RS 10 77 V%, 1% 07 V5 A 1R A A B 75 221
A AL N D o B 24 2 BTS2 ) SR B B — 29 WA S W DL S B S Ik b e el
255 BRI R BRI A G A, Hoh B A SRV RS L B — A A
£ /020% K IJAUC, BN I AT o

[0029] AR SCHEIAR B St T RIS AL 2 , A AH N 75 EE B Bl it A0 & I vb o el 24 5
ARSI R 2 S I D e B 24 5 B AT RS 1 ER AT DU N I B Pt
TIKEW) P - To K R R R B EVR IR R 5 LA ME B8+ — K G Wre Xgl dR 4t . 1R
IR ER AFEEARR T, oRER &8 SR 2K H R PUA MR  BR FARR « 5L lR X H Bk 1R
(bis-methylenesalicylic acid) SR . £ HEER L FR AR WV A TR « /KR KT B R
HIPERR FLER 3 IR L PR IR  WAETR LA BEIR (citraconic acid) RAZIR AT IR A% A
iR AR (itaconic acid)  ABERR 22K H IR 75 2R R R B < Bk & TR X M it 35
A % 8- b AR B 157 1 8 - R - 5 Bl o £E S i 77 2+, W] LAASE A HLER I 2, B FEH AN PR T2
R EIRTR AT S SR B IR B IR 1 I s 26

[0030]  FESLJE T EH , NV b 2 E NN vb o — /K& W SR At o AR SE R N 1425 &)
H B, 25 W02 G Wi P o 1 B B T BT R AR s v o T K 5, A9 55 L Omg
10.0mg B 15 . Omg MNP Vb 2= 292 G0 15 . 6mg 11 . 3mg B 16 . Img MNP b o —IK G4 o
[0031]  FESLJit T ZH , NV VDo A2 45 im0 » 18 AN &6 i SRR 2 - 46 i SR TR 26 0 o W P 29
T—IKEW AL TT E A, I A=A N4 i — K E VIR

[0032]  FESKLJE T ZE 0, ) 4 I et M i L 24 2 b ] 252 (1) 3R T LUAE N IR In s 3h e 2 41t , 451
WELTR IR IR ORI « 2 he I B IR B IR X I RS, 49 i R &5 o 72 S0t 7 8 R, ) A 0
B AT DL R B RN T Bl — £ FR 2L .

[0033]  Zemi b4 LR 25 Wik B 1 2500 i G 254X30 7% (PK) 2528030 /)%
(PD) FHERIERE L o PRI IEL , & 25 0D IR 0 e ) 2 I et I o 2 2 B P4 s FH 40 90 30 5 ELAE AR
SCHEIR I 7 VR A2 S TG R N o R AR AR IR L N I A BORE 17 5 JTnT LA st 5 N B4
fapfor B DUARE &40, S mT LR ] J53 - - i~ 487 28 3 I N 28 B ] 28 4 i (1) 2 AL
B, UGN - -Ho R b, ST DA G A 453 i O R0 10 7 VA4 e B v M Bl B IR e vk s 9 N DL 3R
P IO DD 24 ol A A4 T R B N 2% R B - 2 W.Journal of Labeled Compounds and
Radiopharmaceuticals 19 (5) 689-702 (1982) .

[0034] & & A I v 2 il 4 I T I 2 0 253 2= e ] LAad I AR A R ) 2 TR R 245 e A B
AT E B RN B 23 LR IR 40, 25 e A B AR 1 % 1 U & 4 (deuterium enrichment)
BEARG ERM T L% 5 TR TE € A B AN 5. JiUE 48 1T A FH & 043 A1 J7 5 v dn ot
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TR AZ M LR TS R e AE ST B, B S I A S R E M B E S
TRIRAFAER 73 A (R, 512900156 %) BT FE S 7 S, il E B e AE 45 5E A B AL A /D
TLI1% AL TL)5% A DT 2910% AT 2920% A DT 2550% A D T2£970% A D
F2180% A/DF 2590 % BA DT 2198 %6 B It

[0035] 4 bSO A i, RS e H, ¥ IT S LEK 1RG22 RAE 40 UREZE AT 1
W EVERRIE R AN TSRS A S BURIENR FL G R L SR EEAE SULTK RS ) 07 VB )
H N 75 B 282 T FH AL 25 290 . 05mg 28 29 30mg R I b S B 24 2 bRl 43252 1) 31 1) 245 W 4H.
a0

[0036] 54, 771 & AT LAALFE LE LU Y0 B A B i b e Bl H 24 %7 B mT 4252 () 2R 1) = - 2045
410 .05mg £50mg « 1mg ££30mg« Img £20mg Img £ 15mg.0.01mg £ 10mg.0.Img% 15mg.0.1mg %
30mg.0.15mg%12.5mgik0.2mg £ 10mg, HH0.05mg.0.1mg.0.2mg.0.3mg.0.4mg.0.5mg.
0.6mg+0.7mg-0.8mg.0.9mg.1.5mg.1.0mg-1.75mg.2mg.2.5mg-2.75mg-3mg-3.5mg-3.75mg-
4mg.4.5mg.4.75mg.5mg.5.5mg.6mg.6.5mg.7mg.7.5mg.8mg.8.5mg.9Img.10mg.11lmg.12mg.
15mg + 20mg - 25mg F130mg i 751 5 A2 751 2 1) s 78 S 451

[0037]  FESEH 7=, Z9HEEE0. Img 2 25mg . 0. Img £ 20mg 0. Img £ 15mg . 0. 5mg
£25mg.0.5mg £ 20mg.0.5mgE 15mg. Img £25mg. Img £ 20mg.ImgE 15mg.1.5mg £ 25mg
1.5mg£20mg.1.5mg % 15mg.2mg £ 25mg.2mg £20mg . 2mg £ 15mg.2.5mg £25mg.2.5mg &
20mg. 2. 5mg %2 15mg - 3mg 2 25mg « 3mg 2 20mg « 3mg %= 1 5mg (1) IR Vb o B H 24 %7 BT 252 1) 26
[0038]  FESLiti 7 = H, 94 4H & W08 5 bmg £ 20mg . bmg & 10mg . 4mg & 6mg « 6mg & 8mg « Smg
£ 10mg.10mg £ 12mg . 12mg & 14mg . 14mg £ 16mg - 16mg £ 18mg 5k 1 Smg & 20mg [ I vb 2 5l
255 Rl .

[0039]  FESEiti 7=, Z9H S 0. 1mg.0.25mg 0. 5mg. Img.2.5mg . 3mg . 4mg . 5mg «
Tmg.7.5mg.8mg.8.5mg-9mg.9.5mg.10mg.10.5mg-11mg-12mg-12.5mg.13mg-14mg.15mg-
16mg.17mg.17.5mg.18mg.19mg.20mg.21mg.22mg.23mg.24mg.25mg . 26mg27mg . 28mg . 29mg
B 30mg ) IR b 2 B L 245 T2 1 3, Bl 2 XA 0 71 B A B & o AR STt T =
IV AW E2 . 5mg bmg 7. 5mg 10mg « 15mg B 20mg F Ik vb 5 ul o 2424 b alBesz i1 2k
[0040]  FESEHt T ZH, I b o s H 24 %% b 52 1) SR B A B R — IR VBRER PR IR VBER
IR EARE R VU IR it FH 22 AR TR S R AR SO 1 5 VR AN S Y aT AR HERR AR 25
2B 2R ARl R AN RS A/ B I R T o AR S T e, R A1 a0 . 05mg /K -
30mg/ K 0. 1mg/K-20mg/ K 5K0.2mg/ K - 15mg/K .80 . 5mg/ K -10mg/ K 80 . 75mg/ K -
5mg/ K, HUN0. Img/ & 0. 2mg/ K .0.5mg/ K .0.75mg/dayImg/ K .1.5mg/ K 2mg/ kK . 3mg/
K 4mg/ K bmg/ K 6mg/ K Tmg/ R 8mg/ K 9mg/ K 10mg/ K 11mg/ K . 12mg/ K 13mg/ K .
14mg/ K \15mg/ K+ 16mg/ K 17mg/ K . 18mg/ K 19mg/ K .20mg/ K \21mg/ K . 22mg/ K . 23mg/
K24mg/ K 25mg/ K\ 26mg/ K 2Tmg/ K 28mg/ K 29mg/ KB 30mg/ K o ££ S Jti J7 S8+ » i
Wi 25 BRIz 1 B, BT AR Y B SRA , £E 2L BLO . 2mg % 1mg PR 771 B 4 it FH
Y AE RN B Img - 20mg 1) 771 & 4 ke FH > R — IR

[0041]  FESKTt T S M, TE 24/ NINF I [B] B A 4 i FH 28 52 138 I i b e s L 245 % BTz
[ 35 R0/ BN D o 1 S B Tmg 28 50mg o £E St 7 G Hh 5 45 24NN I [B] B A 4 it FH 22 32 K
I b e H 24 5 AT 2 () ER AN/ BOM B D 2 1) B B A2 Img 22 20mg » 7ESE i 7 =
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TE 247N ] 18] B PN 498 it FH 22 524 385 B s b 2 B 24 2 b w3252 1) R AN/ slom sk v 2 i) st
H/E5mg+ 10mg . 15mg 5% 20mg . 7E St /7 2, £ 24 /NsF ] 18] B PN 4 it FH 22 52 33 1R e vb 2=
B 22 E Rl BRI B R Img B50mg o 7B 5L 7 B, 23 7] DA LM = T 46, OF
HAEZ A BN LLX Fh 7 20, w] LA € 290 1E 32 60 vh o 15 4 R I 32 o R &) 3 LB AT
PALE T T AR  FE ST 29, T LE R I Do ) 7 & 7] LL20. Ing/kg 2 1mg/ kg« 7F
ST A, N b e 2y A BT sz i) SR B A A

[0042]  FESEHt T S, Va7 B LIGK J1BERG . 2 REZE S0 VIEZE AT AR B PERREE T
JEEAS T ER AT BRI  FLTE A TR B PR BVLEK R AG I 7 A B 1) A A SRR B R
Jit FH ) 2 ) T B HL 24 2 B Rl 4252 1 3 o ) A A I B 24 2 b T s i SR T A DAAE DL R
YO [ P B 70 == A e < 5 0, A0 . 01mg/ kg 2 20mg/ kg 0.02mg/ kg % 19mg/ kg 0.03mg/ kg &
18mg/kg.0.04mg/kg % 17mg/kg.0.05mg/ kg £ 16mg/kg.0.06mg/kg % 15mg/kg.0.07mg/kg &
14mg/kg-0.08mg/kg % 14mg/kg.0.09mg/kg % 13mg/kg.0.1mg/kg % 12mg/kg.0.2mg/ kg %
11mg/kg-0.3mg/kgZE 10mg/kg.0.4mg/kg £ 9mg/kg.0.5mg/kg%E 8mg/kg.0.6mg/kg % Tmg/kg
0.7mg/kg & 6mg/kg.0.8mg/ kg% 5mg/kg0.9mg/kg £ 4mg/kgik Img/ ke E 3mg/ kg . 1F Lt /7 5=
o 1) 270 1 e 55 & AT DL A2 5 00 . 01mg < 0. 05mg 0. 75mg 0. Img.0.25mg.0.5mg.0.75mg+
Img.1.5mg-2mg.2.5mg.3mg-3.5mg-4mg.4.5mg.bmg.5.5mg.6mg.6.5mg.7mg.7.5mg.8mg-

8.5mg-.9mg.9.5mg.10mg.11mg.12mg.13mg.14mg.15mg16mg.17mg.18mg.19mgi20mg.

[0043]  J1| A fs e W] i HG 24 2 b W32 1) 6 mT A AN B R — IR VBRI IR BER = IR Bl
R VY IR ot FH o A STt 7 S AR ol 7 A T T i FG 245 2 T 432 32 1) 38k P DU Jo) — Il e ) o 7
SETE T ZE R ) A S T I L 24 2 TR RZ ) AT DAl 1 A bt FH o AE ST T = il A
A T A i FL 24 5 B AT RESZ 1) 6 mT DA LU A G N 77148 i 1 b i FH

[0044]  FESKJH )T = 6T B ILTK BT . 2 RG240 I ZE VAT YA EVE R T
AN T L5 A AE BRI A FE AR SR EEAE B VLK 77 R A5 1) 77 v A4 0] A RE L 7 220 R
it FH N 2% 2R B B L 2427 AT 2 i 2 o INoR R R m e 24 2 b T 43232 1) b T A RAAE B T VB
PR 5 4 P - AN 10mg /kg 22 40mg/ke, B4, 11mg/kg £39mg/kg + 12mg/ kg 2 38mg /kg
13mg/kg & 37mg/kg 14mg/kg % 36mg/kg+ 15mg/kg & 35mg/kg . 16mg/kg & 34mg/kg . 17Tmg/kg &
33mg/kg.18mg/ kg2 32mg/ kg 19mg/kg £ 31mg/kg20mg/ kg £ 30mg/kg.21mg/kg £29mg/kg -
22mg/kg % 28mg/ kg 23mg/ kg & 2Tmg / kg il 24mg /kg % 26mg kg o ££ S J7 &, N4 R B 71 &
] DL A& 45 4150mg « 75mg « 100mg « 125mg  150mg + 175mg » 200mg » 225mg « 250mg « 275mg  300mg «
325mg.350mg.375mg.400mg-.425mg.450mg.475mg.500mg.525mg.550mg575mg.600mg -
62bmg.650mg.67bmg.700mg.72bmg.750mg.775mg.800mg.82bmg.850mg87bmg.900mg-
925mg+.950mg.975mg~1000mg.1225mg~1250mg.1275mg~1300mg~1325mg~1350mg.1375mg-
1400mg+1425mg~1450mg-1475mg+1500mg+1525mg~1550mg.1575mg~1600mg+1625mg.1650mg
1675mg~1700mg~1725mg-1750mg+1775mg~1800mg~1825mg.1850mg+1875mg~1900mg.1925mg
1950mg . 1975mg i 2000mg

[0045] s ZREA Bl 24 5 b AT 4252 1) R AT DA Aok — Ik VBER PRIR VB R = IR B R
VO g it o A2 St 75 S8, N2 2R A e H 24 2 b T 432 32 1) 3k AT DU A — R e Y o 72 SE it
J7 R INGR R L 24 5 B ATz 1 ER AT LA M 1 A B o £ S T S NS 2R i
FL2h 5 BRTRERZ IR 35 AT DA LU A G N ) 77545 i 1 b it

11
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[0046]  FESCH Iy S v, SR AL 1 38 I 1A A7 A L 5 2010 32 13 it FH £ 18 B ) 2 s 1
2557 BRI 2 AT S AL & B AT R BN b A B 2 5 AT 1 B oRkR
7 ARG TIRE A0S 22 RS ZE G UL 28 AT PR RS N BN T SR A AE BRI
SEHF IR SR BERE BOVLTK IR0 ) 7V o AE ST SR, SR A 1 [ AT M R G B A2
Jit P SR B 5 R R A 24 2 b T2 (0 B AT AR BRI AL & B ORI I ok
B2 BRI A2 B #hoR IR ST SR ILGK JIREAG 22 R G A IR 28 AT PR A b R RS
NN T EREAE BRI FETE SRR SRR LK ARG ) 5 AR S T S e T
AL e A A L 5 B A 52 it P SR A B IR e B 2 2 B RIS ) sh AL A A AL
) ol A A I B B 4 2 B R 2  h RTAE Y R B A R R T SRR LK AR A
% RGN 2R CHEAT YRR _EVERRBE N RO T LR AL BRI IR TR SR R L SR AE B
JILTK 77 B0 1) 5 2 o AE S 7 S, St 1 ) A AR 5 B A 52 U it A A A B
Pewh R 25 BRI 1) sh A & IO AT R I N2 AR B B0 24 2 B R e 1) i AT AE A B
AP B & K0 7 SRR JIBE0G 22 R GT 2 4 LR 28 IEAT PR A B PR R IBAN T
LREAE BRI LG A SR A VLK IR RS 07 1

[0047] 3R EGA YT A RCE W LA AL DORYT S sOs e ST LK TIRE0S . 2 RETE40 .
JUURE 2 BEAT VEAZ PRI B RS T £5 B AE L BRI L5 R U L B RE B LK 7 B i 10
Pl S 2 AR L R E IR T 0 AL N 14 3 Bl R AR ™ ERE B A Y B 2 R Y i
B R A B 7 R R AN/ e o AR 2 P 3 Bl PR AR ™ B R PR 1) B o JEL AR IR B 4 2
VIR ) Pl 2 (LR 2E) s fml sk e CanfE s ILGK JoBaaGeh) 3L 0% I Bl <5 AR 45
AL (NTEZ RGEEAET) LA BUYLP R A H A PRSE K 4 3l (e LR 2R rh) L AT E 11l
ANHRIZ B (1 7] L CAnAEBEAT PEAZ _E AR BRI AR, 2 ORA IO T~ I SR A P & A A fi PR 14 57 5
B (WAE N JBA T ERGHET) , AU AR SRR T4 | 5 18 B Bis s GREF R Ll %
52T IS RS RN P AR R ) AN RO R B DR (1 AN B £ I8 ) (PEREAE)
CL R AR e B R IE SRR AN B EWLAY S (LK FIRE6S)

[0048] A3 R BliR YT A R th T DABR (YT 8 (1 24 B 2 MOR AN/ s AR B 2R OR L il sk
b AU B T A 3 Al B A FR) e 2 DI O A T e T ) — A B 2 A A ) PR A PR L
AR 1) 7R FE R AR 22 A 2 T A2 A, T8 32l O AL B (B, 2 L S e AR G A e - I
PRAEIREE) o AESE Rt T S, 526U Al LMK T 46, IF R IZ 0 8. U RpJr 20, w]
LLBA 52 29 AE 32 10 TP A 15 45 R T 32 o 10t ) L ] BALE S B A

(00491 St /7 S FF » AR SCHEIA (1 7 VA XS i80S SR BT b SO (1 R ALk e
052 ARG UUFEZE VAT PEAZ BRI T B T 43 AL  BUR IR IE5F R 1 SR BEAE
B ILK A BRG] — Fof B 22 A EL At e PAE DR A2 A R o B, ) DK e b e i 24557 B
R 2 5 R/ B 2 ) T e L 24 2 AT B2 1 B AT AR SRR L R/ B 2 2 R
H24% Bl 2 1 1 AT AV BRI X R E RE IR 25 B SR AR AR B AR B A R A K R 5 R
ZeIRTT I 32 10 BUA T AT 32603 BRPIR DL HEAT LU o AR SE T S b, AR L 24 B A 4R A AT/
s A B AR AL AE IR T Z AT 2 W R AT IR O BT M e 2 e I E — IREE 2
R o AESE T SR X JGR 2 2 KT, B T — A BE 22 44 R AR T 500 BR DL Y
SR (B, g B2 1K) IRIAEIR | 24588 2 18 Ak ol 25 B A R A0 10 4 5 (1 P 250 o A St 7 56
R TT IR R 5 AR O RN R T REAT L E
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[0050]  7E St /7 2 H , AT & IR s vb o 0/ Bl ) A2 A I Wi e HG 24 2 B mT ez 1 3 AT
AW RN/ BN S R B B 2 5 BTS2 1 3 VAT AR B R AU A SR R LA A A AR
J7 798 AF AR B H AR 5 E AR 118 B AG AH DS 1) — Pl BE 2 B AR - A SR
TRYTT R A AT R AVEA BURIT 18 8RS , A WA PR O R AR A 47 T &l
YRR A8 an , 4t ik RN/ BSE R H 7 o DAL, AR SO R 0 7732 mT AR AL v] BE A 2 2 NI I
AP = B I8 BB RG VG T o AN, ASCIR AL 167 A A R 75 B0 B i is sh s i 1 7
1 S ITIERAT DA 5] S AR H W o 7E STt T 28 AR SCHEIR 1 7 5 v AR X8 shisas i A
ROIBIT » 10 AN W 1 i AR (S1ow Wave Sleep) o fESEJt 7 i, 34 T VAT I8 B A5 1 A
7] 7 2 IR BN B PR B 1) 792

[0051]  FESLE T b, ASCIRAE 1697 S HLIK /105G . 2 RG240 WIREZE L AT VX
b PERRIE R A TSR A A BRI B R SR AR BOULIK IR 0 7V % VL
[vi) A5 R 8 75 2 ) e FH B 2 s 2 o) 0 e T 3 5% 2% I B A AT — i 245 FH 35
M2 G, oz S VPR I AE 1n) 835 e FH 29 & W 2 e Rk 4/ 1) 22 /b —
FhaEBLEK IR 0G 2 RG240  WLREZE AT A% B RRE R IAS T 2R G AIE BRI
FLIF S B BERE BLTK 7 E RRE R ) 25 35 o 7E St R AR PR AS A TR N 2 AL A 1) SR
it R 25406 ) 2 Ja R B 6 /NI 1 22 2D — PR LK B AG | 2 Ra =4 WL ZE | gk
17 A% B RS S BN TSR B AIE S BRI 5% O R SR R BRVLTK 77 R AR ) B
FESEI T S, iRAE A A TT N B IR ALAE [n) B35 Tt H 29 WD 2H 6 W) Ja e el i 45 n 8 /Nt L 10
ANEE S T27N8 S 15N L 187N 20/INi) B 24 /N (1) 22 2 — Fh S LK JIFE0S . 2 RS Z 45 |
LR ZE IEAT PEAZ L MR RE N AN T SR A AIE SR MM L35 % 1« 3 BRE Bl LK o s e
AR B35 o 7E S 7 R, AR AR 0 T N B SR A 1) AR Tt 2 A S Ja e 2k 2 /04
UN8/INF L TOZINT L 127N L 157N L 187N < 207N 3R 24 /)N 1) 28 /b — Fh R LK SIpE s . £
RGN NIEZE AT AL BRI R A T LR S AE BRI L5 O U L S Al B
gk IR A RE IR I 505 o AR SE Tt T S R AR I N AR I B A A & 5
FEEE1 2/ 1) 22 /D — PPt E LK 1805 2 R E 0  IUEZE AT MEAZ B R T A
TERAE BRI LB R 0 SR R BRVLEK IR AR IR A 253

[0052] & 1/< 7 Bk I IR A & (2. Bmg 5mg« 10mg \ 15mg F120mg) J& M b 2 1) FE A1
I 2R FE - I TR RO (23 LR St il 1), ook P42 A $87-6 /) R L2/ NN 2 [8] (1) A8 4k o 7E
ST R, AR SCHRAE T IR SEBLIK SIS 2 RS = AR VIR ZE AT A B ERRE LR
JEEAS TSR AE S BRI S L5 R A B R UL K SRR AS I TV 1% O VA S ) A A LTS
B T FH 290 . 05mg 22 29 30mg [ Nk vb e B 24 2 B il 3252 1 ik, X SR p Ak A o 2 MR
L, e 7E e FH N b e BRI 2455 b nT s () R 2 FE 6 /N, S () AR A I SR AR 450 4t R IR
1150% , 3 HAZ 7 VRS AL it H 2 J5 FR R 6 /NS L 8/NIF W 10/NEF W 1278 L 1478 L 16718
IF 187N 207N 227N B 24 /N (1) B3 1) o0 o FE St T 8, AR SR TR T S AL
ik JIBRAS 2 R GG UMEZE AT A% B R S BN T LR B AE S BRI R
P ERE B VLEK IR ARG I 74 27 R AFE W) A A . 75 22 1 i it 2490 . 05mg 22 24 30mg (1) 1
PeybHe B L 252 T2 1 B IR BRI Py i SR MR 5 L Hb A it I b S e FL 252 ]
FERZ BB 2 JE 6/ NI, B A N I SR DA R AR 3 55 %% , 7 HAZ 7 VA i AE it F < J ¢
SEFABIL6 /N 8N L 107N L 127N L T4/NIE L 16 /N L 18/NF L 207)8F L 2278 s 15 24 7)) K
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EBE G S T P, A ST TR ALK IS 2 R G s U 2R AT
W BRI T RS T ERAAE BRI L5 A 1 B IR LSk IR RS  J7i%  %07 E A
5 ) A6 A T TR B FH 290 . 05mg 2 29 30mg [ N Vb 2L BRI 24 2 b al B2 i b ix f it
A P I 2R IS, R P Tl FE N Vb e B 24 5% b T sz 1) R 2 SR 6/, B )4 P I 2R A
A AR I 60 % , I HAZ 7 VAR AETE it FH 2 5 FR S8 6 /N8 L 8/NET L LO/NET L 127N L 14
AN L L6 /N S 18/INI L 207N 227N B 24 /NI () B8 38 PR D403 o 7R SE it R, AR SR L T
YR IT SRR JIBRAS 2 RB ZE4E IREZE AT MEAZ B AR R A TSR AR  BUR
I3~ FEBF ISR B BEIE BRUVLEK JIRE S 0 5 vk, 1% R B ) A AR L R B S i FH 290 05mg
2 2)30mg M Iy vb e s 2455 b nr e s (W R, X SR A Py SRR , I AR 7 it FH n vb
B 2427 B2 (1 Eh 2 JE 67N, S A P I R 2 B R 1k 65 %6 , I Hoaz 7 v At
TE i 2 JE R B 6 /NS W8/ W10/ L 12708 KF L 147N E L 16/ F L 187N L 207N L 22708
INf 24 /N () R I G o AR SR T Ze TR AU TR IT SRR 1RG22 RS
JULREZE L HEAT PERZ B BRE L N AN T 4R A AE SRR 3L 5 2 1 L SR B RE B UK TR RS
T34 G T VG ) A R R TR B BB it FH 290 . 05mg 25 2 30mg I Nt vb el . 24 2% b ] 4%
T ER IR PE A A P I SN, I AR LR it Ik b e B L 2 5 BT R 1) 2 SR 6 /N, AR
AR N IR A PR AR I 70 96, HaZ 7 VR B AE it FH 2 Ja R 2B 1L 6 /NS L 87N L 10
AN L L2/ S 14/ L 167N L 18/NIRF L 207N L 227N 24 /N 1) 8 3 1) B0 3% o 7E St 5 =
W, AR SCER AL IR YT S LK IBENG 2 R E A VIR ZE AT R B BRI R RS TR
BAE BRI L35 5 U L SR B sl ULTK TR RS I 71 7 VR ) A R R R ) R
Jiti FH 290 . 05mg 22 2)30mg ¥ I v0 2 B 24 2 b n] Be 52 1 31, iX S At A py o 2R ko, Lo 7
Jite IR b e a2 2% Rl a2 i 3 2 JE 6 /N, BB IO AR Y IS LR B AR ik 75 % ,
HAZ T 3R AAE it 2 S5 RSB 6 /NS L8 /NI L LOZNISE L 127N L T4/NF L 1678 L 18718
20/ NEF L 22/ NI B 24/ INE (1) FR ) B

[0053] YRS /7 e H , A SCHRAE TR IT S LK J1E 1S . 2 R =40 VIR ZE 3 AT PR
b PERRIE R A TS AR BRI S 5 R SR AR LK SRR ) v, e 7 it
G A2 G L4 /NI, BB TN R INTBE 0 28 1) 252 0 T I N 2% 2 R B T SR AT A — b 24
FAER /N T Bt FH R A 1 2975 % o PESE it 77 S Hp , AR SRt 1 vk, AR 7E it FH 2940
E W2 G L5 a6 /NS 8/NE L 10ZINEE W 127N S 15 /N 320 /NI, 55 N 1) Rt 0 2 L il 22
A Tt ] T 2% 2 I SR A AT — ) 24 FH 3k 1 /N T P it FH B4 7 R X 2975 %6

[0054] YRS &, ASCHRAE TIRIT S LK 1R 1S L 2 R =40 VIR ZE AT PEAX
b PERRIE R A TS AR S BRI S 5 R SR AR LK SRR AS ) v, R 7 it
G A2 5 L4 /NI, BB TN R INTBE 0 28 1) 2 0 T I N 2% 2 ) T SR AT A — b 24
FAER P&/ T Bt FH R 7 1 2980 %6 o PE S it 7 S Hp , AR SCHR AL 1 vk, AR 7 it FH 2940
E W2 G L5 a6 /NS 8/NIE L 10ZNEE S 127N S 15 /)N 320 /NI, 5535 N 18 Rt b 2 L il 22
A7 Tt ] 50T 2% 2 I B SR A AT — 10 245 FH 3 1 /N T i it FH ) 77 X 298096

[0055] YRS /7 G Hh , A SCHRAE TR IT S LK J1RE 1S L 2 R =40 VIR ZE AT PR
b PERRIE R A TSR AAE BRI S 5 R SR AR LK SRR ) v, R 7 it
G A2 5 L4 /NI, BB TN R INTBE 0 28 1) 25 4 T I N 2% 2 ) T SR AT A — b 24
FH &5 B B 78 P it P A 7510 B ) 2965 % 28 2085 % 22 [A] o FESZ it 7 =, #E i 25l &2 e
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Z1FI N6 /NS L 87N L 10/INISE 127N 15 /)N 5020 /N, 5535 P PR T8 0 2 ) 25 44 T T
T2 2% B BT S AT A — ) 245 B 35 0 = 7 i it FH 1790 71 B 140 2065 %6 B2 24985 % 2 (1] o

[0056]  FESLJE T b, ASCIRAE 1697 SR SIS . 2 RG240 VIR ZE L AT X
b PERRIE R A TSR AE BRI B R R AR BOULIK IR A 0 7V % VL
[vi) A5 R 8 75 2 1) e FH B 5 I 2 o) 0 e T 3 5% 2% I e i A AT — i 245 FH 35
(25 A Fo bz 20 A W HE A it FH 22 J5 6 /NS /N T B e FH 40 771 = 9 75 %6 1 A P o 2R
W, IF BB it B 2 )5 37 S 6 /N L 87N L 10/ L 127N L 147N L 167N L 187
BF 207N L 22/ NE B 24 /N 1) B I 0 o AR S 7 SR AR SCER I T VR YT SR ILEK J R
9.2 RAZAE VIBEZE AT PERZ BRSO T 48 A BRI a5 2R SR FRAE
SR JIBE RS0 5325, 12 07 105 B0 HE ) A RH . 7 R 1 S T P B B v 2 | i) 2 0 I T B
T0Z% 2R W B A IR AT A — Fh 1) 25 FH AR 2520 &9, oz 240 S W 5 (AR it FH 2 J5 6 /N8 /)
T Bt FE ) 75 2 1 80 %6 AR Y IS iR FiE , I HLAR LR Bt FH 2 J5 Fr it 6 /N 8718 L1078
IF L 12/NIF L 147N L 16 /N L 18/INES L 20 /N 22 /8B B 24 /NS () BB 3 1 E508 o 76 S it 7 36
W, AR SCER AL TR S LK IBENG 2 REE A VIR ZE AT AL B BRI R RS TR
BAE BRI L35 5 U L SR R sl ULTK TR AG I 71 7V R ) A R R T ) R
Jite FH 55 0B b i ) 22 0 e Bl 3 2% 2= P s T SR AT AT — B ) 245 R 2520 &4, Horp
GV AE T 2 5 67N /N T i it FH ) 770 &2 110 85 %6 B AR N IS Ik B, I HL 3R L 7 it
2 JE B 8 6 /N8 L8/ L LO/NIE L1278 L 1T4/NRE L 167085 L 187N L 20 /)N L 2278 B
24/ NI ) SR E IR B o AE S T R, AR TR YT BILEK IR L 2 R = A0 VLRE
25 AT VEAZ PR RRE R BN TSR A AE R MM L5 S R L B I E LK IS
AT R 1) G R B TR )RR Tt FH A 5 I v el 2 s T e % 2R I BT IR AT
il — 0 25 R 29 &9, ARz S V)3 BEE i FH 2 S5 6 /N /N T Bt it FH 1 77 B 1
90 %6 1) 4 N LR A 2, I H AR AL AE i FH 2 5 47 228 Ik 6 /N INF W8/ L L0V L 127N L 147N
BF 167N 187N L 207N 227N 5024 /N 1 BB 3 ) 25038 o FE S it 7 B, A SRR TR
Jr SRR 1R 1S 2 RS ULREZE AT A BRI R A T SR AR BRI
LG IR | SR BERE BULTK SRR RS v, 1% 0 VB 1) A A N 7R BRI AR e R I v
20 ) 2 T ) B0 % 2R B BRI SR AT AT — PP 25 AR 25 A A oz Al A B A
Jiti FH 2 J5 6 7INEE /N T B it FH 0 7058 (149195 %6 IR Y LSRR B, - B3R BELE it FH 2 5 i ik 6
NS S 8/INSE L TOZINESE L 127N L T4/NIE 167N L 187N 2078 L 2278 524 /)Ny 2835 O 24
AR IT e, AR SCIRAE T IRYT S LK SRS 2 R AR VIR ZE VAT YRR B RR
PN AN T EE AL BRI L5 S SR EEAE s ULTK IR RS B T T S 1R A A
O 5 L ) S T P B B v 2 o) s e B D 2 R B R IR AT AT — M 24 AR Y 2454
HEWY, KA ZH A Y5 575 it F 2 J5 6/ /N BT i FH A0 771 270 100 %6 12 Y I S vk
I HARBELE 2 5 R 22t 6 /N L 8/NISF L 1TO0/NSE 1278 L 1478 L 16785 1878 L 20708
B\ 22/Ni B 24/ INE (1) R ) N

[0057]  FESLE T b, ASCIRAE 167 SR 100G . 2 RG240 VIR ZE L AT X
b PERRIE R A TSR AE BRI G R R AR BOULIK SRS 0 7V % VL
[Fi) A5 A S 7 2 1) BB Tt P 2 s b e s L 245 % BTz K S A&, Hoh iz &
PR it B AT /N T £1500ng/mL IR Cyy AR PN LSRR DL o ££ S Ht T S8, 415 W3R At e i Y 22 8
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H 2GRS 6 /N R B3

[0058]  fESLiti 7 e, HAEWHRME R A /N T Z4111450ng/m1 . 400ng/m1 +350ng/m1 5%
300ng/mLi Cp K14 P AL , I ELFC A iz 4L 45 W0 4R B AE e F S5 — R R SR LK e
1.2 R E46 JBEZE AT PR EYERRSE R BN T LR AL BRI  SL 5 R B
LK FIBE S I — ik BE 2 BORER 1 O RS T R, AR R A N T A6l
250ng/ml200ng/ml . 150ng/ml 8¢ 100ng/m1 fC,,, B fA A M3 AESL , I HH bz i & M ft
FEN 2 Ja— R S LTk IR 0G  2 RG240 IR ZE AT A% BRI R IR A T 4%
EAE BRI FE TR SR ERAE BV L5K SRS I — B RE 2 R R 1 e

[0059]  FESLE 7 S, AR SCHR AL TR IT IR RS 2 RS A IR ZE AT PE R
PRI R AN TG A AE BN 3R O SR EERE BRVLEK JI RS () Tk 1% T S
[Fi) A5 A S 7 22 1) BB it P 2 s b e s L 2452 BTz K B A&, Hoh iz &
Pk BA /N T 23900ng © h/ml IJAUC, A& A LSRR AL o £E S 7 2, 40 -G D3R (e T
M2 JG— R3S NLEK SIS . 2 RG240 VIMEZE AT MR R N AN T 82 &1
JB R M ~ FE% R B BRI BRVLTK 7 B RS I — FhERCE 2 PR IR 1 O o AR STt T R, 4
EYHR LA N T 461 41850ng © h/m1.800ng * h/ml.750ng * h/ml1EL700ng * h/mlf{JAUC,
044 P I 2R AR5 , FF B I H iz 20 A 3 BELE I 2 J5 — RAT IR J1R S . 2 RS 245
LR ZE AT PERZ _EVERRIE R AN T S5 A A R  FE 55 5 1 5 BRE BULK 7 1
— Fhal BE 2 FEIR IR e 7R St 7 S, A A R TR it FH 2 S5 R SR 6 /N ) — bk
B2 PR LG SIS 2 KRG AR VLM ZE AT YERZ B R BN T SR A AE B UK
I3~ TR SR EEAE STk SRR IR R e 3

[0060]  FESLE 7 S H , AR SCHR AL TR IT IR MG 2 R 48 IR ZE AT PR
PRI R AN TG A AE BN 3R O SR ERE BRVLEK JI RS () Tk 1% TV LS
[Fi) A5 A S e 2 1) BB Tt P 2 s b e s L 245 % BTz K B A&, Hoh iz &
YRt B A /N T 29451 11650ng ¢ h/ml.600ng * h/ml.550ng * h/ml.500ng * h/mlB8{450ng *
h/mIEJAUC,  H 4 A I SRR L - 72 S 7 S8 o, & s B B /N T 441 11400ng  h/ml
350ng * h/m1.300ng * h/ml.250ng * h/m15%200ng * h/m1AJAUC, I 44 Py ifiL 3% MR OL o 75 5 it
et HEREEA/NT 25 11150ng © h/ml.100ng * h/ml.75ng * h/m15%50ng * h/ml
[RIAUC, AR P IR o 7 STt 7 22 20 G 3 (A ) S8 it F 2 & ) 2 s e 88 5 49
WI4/NET L6 /NI 87N L 107N B 1 2/ INE R SR LT IR A5 2 R 240 IR 28 LR AT A%
BRI R AN T LR AR BRI SRR SR AR SR SRR RS R A

[0061]  FESLE 7 S Hf , AR SCHR AL TR IT IR 1RG22 RS 48 IR ZE AT PR
PRI R AN TG A AE B 3R O SR EERE BRVLEK J RS () Tk 1% TV S
[5] A RH L 5 LA BB Tt — 8 A N e s 22 BT L AR LR A N T O,
(K175 % HIAUC, |, (AR N LML , I HLER HEAE T FH 2 J5 RF 2L 6 /N (8/NRF V10N 112
AN 14/NEF 167N L 18/INT L 207N L 22 /N B 24 /INEF 1) R IR B3 o FE St T R, AR
Peft 7RI IR JIRE G 2 REEGE VIREZE (AT A% BRI N AN T LR AR VB
IR LTI SR ERE B VLK RS T34, 1% 07 VB R A A N 7 B B i
BRI e s 25 E A2 ) ISR A N TC  AI80 %6 FIAUC, |, 4 14 P9 L % W
W, HLER LR 2 J5 R S 6 /NI L 87N L 1O/ L 127N L 1478 W16 /N8 L 1878
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207N L 227N B 24 /NI )RR ) 2R3 o AR ST T ZR R, A SR AL TR T SR LK SRS |
% RGEAE IR ZE AT PERZ BRI R BN TR A AIE BRI RO | B ERAE B
LK JIBE RS 14 535 5 1% 5 1 A6 r) A AE L e B 1 BB i B — 8 S N b S B3 452 br]
PR ER IXAR B A /N T Cy 185 % IAUC, 44 A LSRR AL , S HLAR AL It Y 2 J5 Rk 5
L6 /NI L8N L LO/NSE 127N L 14/NSE 167N L L8 /NISE L 207N L 22 /N 524 /)N (1) H
F S AR T R, AR ST TR T BRRILIK RS . 2 KRG 4E IUREZE 3T M
L PERRIE R A TSR A A BRI B R R AR BOULIK IR 0 7V 1% VL
[7) A7 AR 7 20 BB Bt g BN INIRb e i 24 5 B R 2 i 2 KRB RA /N TCy
190 % HIAUC, , HI AR PN ISR AR , I HLAS BEAE Tt FH 2 J5 47 228 3 6 /N 8/NF L 1O/ (12
AN C14/NEF 16 /N L 18/IN L 207N L 22 /N B 24 /INEF 1) R 1R B3 o FE St 7 R, AR
AL TYRIT IR IS 2 RAZE S I ZE AT A BRI R AN TR A
IR D He G R B A BOULTK IR 0 7 v % T VB S A AN TR B B i
BN SR B 25 B S 1 ISR RAT N Ty 995 %6 IIAUC |, 1 1 P I e A8t
W, 3 HARGEAE G B 2 JG 47 48 6 /NI L8/ L LOZINES L 12/ L TAZNEF L 167N L 187N
207N L 227N B 24 /NI )RR ) 2R3 o AE ST T R, A SR AL TR T SR LK SRS |
% R EAE IR ZE AT PERZ BRI R BN TR A AIE BRI RO I | B ERAE B
LK JIBE RS 14 535 5 12 5 1 A6 r) A AE L 7 B 1 S i B — 8 S N vb S B 3L 452 br]
P2 I RGN T C K100 % AUC,_ |, FA s P I SR MY , I ELARMELE it I 2
SEFABIL 6 /N 8/ L 107N L 127N L T47NIE L 16 /N L 18/NF L 207)8F L 2278 s 1 24 78Nt K
BE I

[0062]  FESLJE T e, ASCIRAE TR 97 S HLIK 100G . 2 RG240 VIR ZE L AT X
b PERRIE R A TSR A A BRI B R R AR BOULIK IR A 0 7V 1% VL
[Fi) A5 A S e 2 1) BB Tt P 2 s b e s L 245 % BTz K B A&, Hoh iz &
MR RA N TC JI T % IKIAUC |, 4R Y SR ML , I ELERGETE It ) 2 S5 RS L 6/
IF 8 /NI L L0/ V127N L 147N L 16 /NRE L 18 /NISE L 20/NSE L 22 /N 5524 /NS 1 58255 11 24
5 AR T o, AR SCIRAE T IRYT S LIIK SRS 2 RG = AR VIR ZE VAT YR B RR
PN AN TR AL BRI L5 S SR EEAE s LK JI R RS B 7 T A S 1R A
o7 5 B BB e FH LS I b e B 24 2 T B (W R 24 S, o iz A SRt
HAT/NFCpy 18096 [FAUC, A4 Y I S BB » I HL B Ot £ Mt FH 2 Ji5 Fp 8 1L 6 /N L 870
I 1O/ 127N L 147N L 167N L 18/INES L 207N L 22 /N B 24 7N (1) 6 2 1) B 3 o AE 52
Jiti 77 ZE A AR SCERAL IR YT S SR SIS L 2 RA AR VIR ZE AT PR B BRI R R
AT EEEAE BRI RGO I B AR BOVLTK JIREAS 1) 7 1% VR B R 1) A AR R R
() B8 it AL I Vb e B L 24 2% B e 2 I SR A &0, oz Al A iR LA D
TCyy U85 % HIAUC, |, FIMA A I ME DL » I HLER BEAE Tl FH 2 Jm 455 S 6 /1N L8/ (107
IF L 12/NIF L 147N L 16 /N L 18/INES L 20 /N 22 /8B B 24 /NS () BB 3 1 E508 o 76 S it 7 36
o, AR SCER AL IR YT S LK IBENG . 2 RGE A VIR ZE AT A B BRI R RS TR
BEAE BRI L35 5 U L SR R s ULTK TR RS I 71 7 VR ) A R R R ) R
it AL & I A B 24 5 BRIz (M BRI 29 AL 5, Hp i A S YRR LR AT N0,
190 %6 HIAUC, |, HIAR P LSRRI , I HASBEAE Tt FH 2 J5 47 228 5 6 /N 8/NF L 1O/ (12
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AN 14/NBF 16 /N L 18/INT L 207N L 22 /N B 24 /N 1) R IR B3 o FE St T R, AR
AL TYRIT ALK IS 2 RAE G I ZE AT A BRI R AN TR A
IR D He 5 S B R BOULTK JIBE S 1) 7 vk 1% iR B AR A A AR R TR B R e AL
I vb e s L 227 E R sz KR R 29 AL &0, b iz S W LR A /N T, 1995 % 1
AUC A Y LI ML , 5 HAR B I 2 )5 R B2 3 6 /N W 8/INF L LOZINF L 12/ (147
BF L 167N 187N L 207N 227N B0 24 /N 1 B 3 ) 25038 o FE S it 7 B, A SCHR A TR
Jr IR LK 1R 1S 2 R EYE UL ZE AT A BRI R A T SR AR S BRI
LG R | SR BERE BULTK SRR RS v, 1% 0 VL 1) A R N 7 B I AR e R I v
B R R AL E Y, b H & MR AL R A /N TC, 100 % FIAUC, |,
()4 A ISR , I HAR (AR Tt 2 e R 2L 6 /NS V87NN 10/ SF V12780 L 14/ 16
INISE V187N L 207N L 227N B 24 /N ) B R B

[0063]  FESLE T R, ASCIRAE 1697 SR 100G . 2 RG240  WIREZE L AT X
b PERRIE R A TSR A A BRI G R R AR BOULIK IR 0 7V 1% VL
[Fi) A5 A S e 2 1) BB Tt P 2 s b e s L 245 % BTz K B A&, Hoh iz &
P EA /N T B it F ) 755 (1 75 % [RAUC, | A& A ISR RS ,  ELAR 7 it FH 5 e
I 6 /NI L8N L LO/NSE 127N L 14/NSE 167N L L8 /NISE L 207N L 22 /N s 524 /N (1) H
H S AR R, AR ST TR T IRRILIK RS 2 KRG 4E IUREZE 3T M
b PERRIE R A TSR AE BRI B R R AR BOULIK IR 0 7V % VL
[Fi) A5 A I e 2 1) BB Tt P 2 s b e s L 245 % BTz K B i &, Hoh iz &
P EA /N T BT it FH 1) 7512 (19 80 %6 [RTAUC, A& A ISR MRS , I ELAR I 7E it FH < 5 e 82
L6 /NI L8N L LO/NSE 127N L 14/NSE L1678 L L8 /NSE L 207N L 22 /N s 5% 24 /)N (1) H
F S AR T R, AR ST TIRTT BRRILIK RS 2 KRG 4E IUREZE 3T A
L PERRIE R A TSR A A BRI B R R AR BOULIK IR AS 0 7V 1% VR
[Fi) A5 A S 7 2 1) BB Tt P 2 s b e s L 245 % BTz K B A &, Hoh iz &
P EA /N T BT it FH 1) 755 (1985 %6 [RTAUC, A& A ISR REVAL , I ELAR B 7E it FH < Jim e 8
I 6 /NI L8/ L 1O/NSE 127N L T4/NSE L1678 L 18 /NISE L 207N 22 /N s 524 /N (1) H
F S AR T R, AR ST TR T IRRILIK IR S 2 KRG gE YUREZE 3T A
b PERRIE R A TSR A A BRI B R R AR BOULIK IR 0 7V 1% VL
[Fi) A5 A I e 2 1) BB Tt P 2 s b e s L 2452 BTz K B A&, Hoh iz &
PI A EA /N T BT it FH A 755 (1790 %6 (R AUC, |, A& A ISR MRS , I ELAR L 7E it FH < Jim e 82
I 6 /NI L8N L LO/NSE 127N L 14/NSE 167N L L8 /NSE L 207N L 22 /N 524 /)N (1) H
F S AR T R, AR ST TIRTT BRRILIK RS . 2 KRG 4E YUEZE 3T M
L PERRIE R A T LA BRI B R R B BOULIK IR A 0 7 vk % VL
[ri) A5 A S 7 2 1) BB Tt P 2 s b e s L 245 % BTz K B A &, o iz &
I EA /N T B it FH 1) 755 (1995 %6 [RAUC, |, A& A ISR RO , I ELAR L TE it FH < 5 e 2
I 6 /NI L8/ L LO/NSE 127N L 14/NSE 167N L L8 /NSE L 207N 22 /N 524 /)N (1) H
F S AR T R, AR ST TR T IRRILIK RS 2 KRG gE IUREZE 3T A
L PERRIE R A T LA BRI B R R B BOULIK IR A 0 7 vk % VL
[Fi) A5 A S 7 2 1) BB Tt P 2 s b e s L 245 % BTz K B A &, o iz &
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PIHR AL EAT /N T BT G 7= (1 100 %6 [RIAUC, 1 1 P9 ISR MR VO , 5 EL SR A1 it P 2 5
SEFABIL 6 /N 8N L 107N L 127N F L T47NE L 16 /N L 18/NF L 2078F L 2278 s 15 24 718Nt K
BEIGE .

[0064]  FESLJE T b, ASCIRAE T ¥6 97 S HLIK 100G . 2 R 240 VIR ZE L AT X
VERRER R A T LR A AE BRI R R SR T BLIK JIRRAS I TV 1O AL
[vi) A5 R 8 75 2 1) S e FH B 2 s 2 o) 0 e T 3 5% 2% I B i AT AT — i 245 FH 35
() 58— 2 D S W LA R A 25 T v 24 il s T ] S 2% 2R W T SR A ] — 0 245 FH 2R 1)
EAMMEEY, Kb B A SR R G — 29 H S W/ 22520 % (1) 7 3
AUC,_ AR PY I L o

[0065]  FESLZit 7 S+, ASCHI 294 &4 mT CLLL 7] B3 A7) S IR N TR VS VR B VF
TR FLIR T N it - FE STt 77 R, A A Va6 T B At R, 04 , o,
LA Gom) ERKN (Lv) SR (soc) JIEIEN (opl) BN (. t.) SASI I B M &
YA e ToRA 1), P T30 ek VRS L A B N 2 B 4Rk P 3 AT it 5 S EL AT DA B R A B
BRI ZHNERNT N E MG AT LA S N FELRE B/ N BB NI B

[0066]  FESKE T S, A SRR AW GV R — IR VBRI IR B R = IR 8RR Y
IR — R BURE ] — R i FH o 72 S8t 7 S, A SCHR I 25 G W AEng Bk fites &
AL TT B, AR I 25 S AE B RS i gh BB AR ST B, AR SCHEIR
(25 B AR T T R i an B AR STt T S b, AU IR I 29 A S AE G B (it
9 B — U HAE R R MR I gh B3 — IR AESEHE T S, FEREIR H I 2 J5 T e PRt 4
PRSI I G - AR TT S, AR SCI) 250 A6 W 3% Skt F 41, 1) 3l o i e 4
it

[0067]  ASCHI 242 G W] LA LA FIURE TSOME 1h0 B3 T8 P R TSORME 0 e 4 4t o 5 R P (Bl AR X
AR RT3 v 79 R B 3 T oy R R S U A 2 R T I 1 B
Hh o MBS (MR) 771 28 v 225 R TS ) A58 Qe A el D 70 B 1 24 P R TR A X e g
CASEILBAEE VR 9T B RN /B3R 47 1 28 2 A DB o MR 245 4 7 i ) RS B A 958 ST RIVRE TS 1) 2 | A
IR R FEGRA AN AE AR GBS & 11 s AR iR 77 78 (ODDF) 3435 25 W 1F) 7 BIVRE o 76 St 7 267k, B
AR 25 PR TR O (1) 25 0 206 10 el DA A 2H 6 LA A 9 R RE TSURE 50, B8 — AH R T L o 157
un, 25 2H & AT DL DL ST RIBETRONE O AN 8 KB TIROME LB 3 it o 72 S0t 7 S8, 29 & T
DL DA JE KR JSOME 0t 1 ZE 38 A TSR 0 4 B A1t o IX A B 2 S 0 v LAAE ik b Kl 57) (pulsatile
formulation) 2 J2 7B & A 775 Bk  BORL 7 S5 1) e FE A SR 4t o B 8 0 A7) 2 o S AR R%
TRGRI L S48 o 2H A 0 mT DA FH AL FE B\ o 22 4 HoA R AR 24 2% B AT 3252 1) 30447
Heill #& o “BR” QIHLELMHI AP AAAERI bR 7 — Pl e 2 PG e (active ingredient
or ingredients) LLAMWFTA 4150 o R1E “Godk” B4 , (H AR T, W BE 41 ARG 750 T3 741 S A
R EFT B ARHAEY)

[0068]  ODDF 2 £ 75 24 FH 4 Jog sl P 8 7 P [ A 7510 2, 12 [ i 1) 2 3 s A8 4 T3 L T B
78 JUAD P B3 AR A - ODDF ) o fif B [ 388 5 76 I\ — R Bl A0 22 24— 43 B (1) Y ) A - ODDF 4% 1%
T AE 5 P 5 2 A T PR A A BT i o 3K ot PR XS T mT e B A 7 MR 70 ) Tl R N T
PLaeH i B, TG 1% in) REAS 57 b BT B A2 R 9530 A PR3 o 72 S8 it 7 S8, 44 it F &2
I, A SCHIODDRZE /N T 150 8 /N F5588 L /NTF- 5080 /N F4588 L /NTF-40F0 /N T 3580 L/
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F30F0 N T 2580 /NTF2080 /AN T 158D /ANT 10PN T-5F0 Y A i -

[0069] 1 & i v 771 (ODT) 2 A 55 245 F ) o vy A R P DT 42 790 28 12 D] 4 770 L 36 5
YTCE T RIS R LD A PR 9 A - ODT ) AR i P [B) 388 5 72 M A0 20— 3 B VE T A
ODTHE 15 T B LE 5 e V08 2 i i DROEEE J A E0 de , R BV B 7 0T REL WS 751 7 TR 5 2 ) 77
BORE 775 AR — S R P 75 B2 AR St 7 R, AR SCIODTAE N T 140 8 /N T55F0 /N T
5080 /NTFA5F NTF 408 N T 358 N 308 N TF25F0 N T 2080 N TF15RE N TF10FS
s/NT-5F0 N R AR, 25 T n20084E8 H1 HAZIT B 7 AEE 70115 [ iR ) 38 [ 2 i (USP) A
g 7 7%

[0070] W DAAE AR ST HR A A FL A ODDF G456 PR IH VA A A, LR iR Z (oral strip) ,
2 RS AE it FH 22 11 s 2 Je RO R TS24 0 vl G st 2 53] 25 s T B 50 2% 2% ) B T B AT
] — i ) 24 FH 3 o T BT R ) T AT FL ARG B T b, S LS RO ME VRN, TR
ZIE PR K A I B AR DL T2 - Fastcap & — FiJk T B Ji fi B 10 BT AR 25 40356 3% &
Gt o A UR TR (R BIRGKRARFR T (wafer) /& A 24770 10 PR T80 AR e 1) T 05k I o A K 4R 77
FEAE 1 s o BTl A, S LR 0 AR B0 0 O P Y P T 24 470 o AR AR RN R 20 2% T fl
IEODDF I 22 Bl AR, 1 WA R 45 S 158 55 108 AR In T s Ao per  THAE L BB (masss
extrusion) -HRAERE N T BB L4655 .

[0071] it FHINT , & S B — FhElBE 2 PP SO B 5 MR 254 (R SCHE S FR
Y (drug)” | “Zi¥) (drugs) ™ “TEVEF (active agent)” B “VEPEF (active agents)”)
— T AT INIRE V0 2 2 e ) 8 24 2 B 5 7 38 A ] — i 25 FH BRI ODDF , U3k i fie DA RS
JHCH A 5 AR W VR R 1 24590 o B A W VR ) T AT 3k, 244 mT DAAE 1 AR R IR L, 49 i R
B R« AT £ T8 BN B P AR 23 R o AEIX AR BB O AR W0 FH B AT DA 25K
T HFI R 500 B 82 B A= R FH EE, Bivad o R 50700 24T R 30 B 5%, 78 B BUin b 24
Yay LA RE I o

[0072]  FESLhti &9, A S MR UL I 2940 A 3 it T S B R SRR 221 1
FHRF B2 8] P 25 10 24 K30 77 2 1 o o 3 °F (%) 24 W0 406 40 60, 3 S RIVRE T80y T R S KRR TR
i1 o SRR TBOH THIAE b SC 456 ODDF T i o ZEORE I Y (ERDF) B A SE KRR MR SL , H HL2&
5 ph 07 2R A5 Y VA A R T R S LR 48 24 R AL o AR 4 24 A R A B ARG A TR
S 351 76, ERDF 2 (3t 4557 458 110 25 W/ PR3 4820 1) o ZE S Bt 7 R vh , AS SCHO el MR GRI AL  R B
ODDF 3 [HI [FJERDF o 75 S it 77 28 7, 8 311 e M 8 T8 B 3 N ODDF g T LA B Ak 47 4 7R = (1) 37
RIURETC, H HL AR J5 £ NERDF /7 THT , ERDF 75 [ $& £ SE K 11 33 35 LI I 9 A (1) 245 9 /K~ 4 e A
IR VR T Yo ) PN RR A 7 i () B, R O R R B ) 2 7 AR IR T TR S i T R
ODDF 5 THI 37 B B AR 2454, I HL I S5 ERDF 7 THI $2 (4t 25 W 1) 7 SR B P TR 82/ E H

[0073] i (1 ZE K R FHOMEE 450, 114 5 3 P 1) 7510 7 AR A8 Hp 2 BRI T o 497 a5 A (1) S 4 R T 17
ER alBURL 7] (C“BR” AN URLF” FE A SO AT B A ), b, g, B O B S Pk
Z A A IR Voo s 245 % E a2 ) SR N &= ¥k Wconfectioners nonpareil
Bk, It HAR 5 R HURE T5CAE SR A L s ¥ 0 AR S R AT AR AR S T R, —
SE Bk I N —FP 259, 10 H A BRI N AR 259 o A0 S T R b, m] DA BBk, Forp — Pl 58
Z P2 5S¢ RHR A UL AL 25 W L= 0 A e 7E S 5 b, BRmT DABE TR e DA
T 3 AR B, A B A R ) R A8 SR PR S A FH A R A A L S5 SR SR AS [R] R R T K
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B AN [F)RE THHE 2 (1) BR AT LA 2H A g B — 551 28, DL A AT A (1) e 482 ) R T o B mT LA 45
INTE N FE TR, B e 4 B 77 o AR STt T S8, SEKORETEONE L vT DA e 22 2 fdR At B 2 B
A AR VRETIUE BT o 22 J2 s i L F0 VR AN B 2> B J2 98 N 21— s, Birak oy
AN B 22 OB R J2 T DA 2% B DA A [ ) Tl ZE R T8 — iR 2 M2

[0074]  FESEHE 7 Serh, — Fhal 5 2 Fheh P IF N\ 2058 At 1 KR IOt DL 1 22 £ 1 14 A
W PRSI TT ZE R, 22 LA TR AR S N I T BI04 5 2454 DI A 3 T i B 3 L 9
PR ARSI T R, — a5 2 P2 Pl o N 21 88128 o i A DL A SR TUE oL « 4
250 - W I 52 G W ik B it A RO AR AE 3L TR S R I, K A B BT 25 DR T
(1) T3 51 1 5 TR RE TS 22T 5 7S« AE STt 7 e, e FH T4 i) B 25 24 W ) ik e P R T
TR E ST T R, VAR ) AR AT LA T A A R TR 0 o 1) a5 YA ] e ER 23 A
B RE 1) T AR 0K 2H R85 BT A BIURE ANV T2 A o A5 Y408 TEE 11 B S5 P D 5 R 77 2
(B8, A 29 ¥ VR BT RV T 24 W I 5 R ] A 50 28Y) SR BILI 25 W 25 29 IR AR L, &2 /0 e i
S5 LI AR B B AIG o A5 0 55 58 B T R 20 AR 1) AR VR 7 STt T R, AT RS I (4
u, A2 W) BAS TR R G v LA B T T BUERDF o A45i3ak s RN 52 2 51 2 FHERDF , {4
5 _E ST 1 A AREEERDF LA K AR ST DA ) FLARERDE

[0075]  FESKJtE 7 2, A SO el PR 5 28 I N B A S AR R TSR 400 117 S 1R R ORI Y o B 3R
TR Y AT DA B0, 45 LB 3R R B0y 751 5 A 3 TS B o SE SRR Ty 751 A i A 1) 28 2% ] A 551 2 A
Jiti F 22 J5 CAAN ] - S7 BRI B ()RR — Fh 254 (B2 M2 ) , v an o b 2 « ) 2 I
PR B 00 2% 2% Al S A AT — Pl 24 P o R R S e e [ AR Y, o 2 W B A
Hr3d % 2 BH R ] s PR S B 2 ) R s P AR s b, 9 HL A2 A 7 Y A it FH 2 fa DAAS ] - SR
TR I TRDRE T — Fh 2540 (B2 M2 W) o an, 56T 1 R Bl IR 35 , i B0 AR ) it 2 ZE TR R T
FIBL I S5 o AE STt 7 S M REIRRE TR0 71 [ 4 7 A 12 [l 4 751 28 4 2 7 it FH 2 J DA AN ]
T S7 BB BT B (B RETEC— M2 ¥ (822 M) 1 245 RUBORE ) (41 28 ) (conglomerate) o fESE
Tt 77 G, 25 FHRIURL I (41 5 P FHAE 38 24 W R RE TR B AR 78 = o 7E St 7 S8, I IR Rl 2
72 [ AR 7 B 12 [ A 50 284 B 2 7R it FH 2 i DAASTR] T ST RV O B TRDRE T — Fh 24547 (B 2 F
25) 1) 245 FRORE %) [ SR 40 o 72 S5 Tt 7 S+, 245 FHRIORL 1) (41 5 470 FH S 38 24 P A RE T B AR 78
2

[0076]  ZE 3R A i 71 20 2 AR AT AR N B3 L 0T o 1) 2, B A 1) S 3R R T 1) Bk B AUk 71
CBR” A RO 75 A2 A S m] B i s B 5 e, 490 G st b 21 ol 2 0 T I 2% 2
BYHT IRATART — PR ) 245 FH 2R A0/ s At 25 W e in 22 2k 5) dconfectioners nonpareil®k, 3 H.
SR I FHHS BB TS AE A8 A R Gne | v AR S AU AT (A o FE S it 7 ZE v, AT LUTE %
Bk, Ho 25 560 EHE G AR AL 25 NI A2 ) T o 7R S0t 77 22, BRAT DA T AR oo
DA 3B ek 25 73 0 A B A e ) e P A a2 L FLRR A AN () 0 A ) S5 SR A AN ) () R s
B AR TT ZH, 23V s AL A IURE 77 P DA B B 7 v AR I IR e Bl 7R R iz i
AR I 2 38 B TR 8 /N i v RS TRORIURE 771 o 7 S8t 7 28 R RE R B A AR, 1 B AR I 3 T8
LB AR 1 0k 771 22 20 2132k [0 i, HLI S 78 25 1 b SR AL 245 Wi B3R B« 3 1) i s £
A RELE A A5, o 2 2, 9, Budragit® g4 1 B35 PG s 18 R FEY 52 TN 445 TR PP g 3R
G S FAh o ORI RT AR 2R N AR R B, O s i s 5

[0077]  FESLJE T e, ARSI el MR T 25 W 4H & ) A ik b =X TSR 28 (PRDEF) o Jlik v =X
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ZIRETN AT 25 AT UERE B 1 — B RE IR I 1] 22 I, R TR T B A = B B8 B ) — b
25 (B2 PR, 1w W npk b e B 24 % b nT sz i) £ AR St )7 S+, PRDF AT DA fik B
ANk o FE STt 7 S, PRDF AT DL BB IS [A] S 4t 22 AN ik i o 22 FRPRDEA A SIS AR N 573 A& 2 A1
1] o

[0078]  FESLit T S+, T W E At 2252 38 AR 5 AH A A5 /b 12490, 005ug/
m1 A2 Z75001g/m1 T BE RT3 TR 40 03, 50 Gn n b e il 2 A7 T I o 22 2 ] 5 T R A A —
PR 245 3 AR St T7 R, S0 & Ak T 41290 . 005ug /ml 22 £250ug/m1 . £0. 0051g/
ml £ £)200ug/ml.£]0.005ug/ml £ %)150ug/ml . £J0.005ug/ml £ £j100ung/ml1 5,Z)0.005ug/
ml & £350ug/m1 B L 35 PR 0T, A5 T st 0 2xs ol 2 00 Tt ) 8 0 2% 2 T B T R A AT — o
(24 FH L .

[0079]  fESKLHE 7 = b, A& W EL & AL T4 40250 05ug/m1 £ £]50ug/m1 40 1ug/ml £ 4]
50ug/ml#J0.05ug/ml £ Z)25ug/ml «£J0.050g/ml £ 2J10ug/ml . £J0.050g,/m]l £ £)5ug,/m] Y,
£70.05ug/ml 22 2 Lug/m1 [ FETIE W) 5T, 480 A I b 2 i) 2 I e T 3 2% 2% I s i ik
ARATT — Pl 25 F £R  FE STt T R A WA A T an 290 . 051g /m1 22 ) 151g/ml  £J0 . 5
g/ml £ #)10ug/ml.20.50g/ml £ Z)Tug/ml Zj1ug/ml £ %)10ug/ml . Z)5ug/ml £2]10ug/ml
8 Z50g/ml 2 215ug/ml B L B E PR T, 50 an s 0 2xs ol 22 04 T T B8 n 4% 2 ) B Ok
AEAR]— P 24 FH G AR ST S 70, F T B 40t F 0 25 0 246 W B0 1) S 29451 G 1 0m 1
20m1.25m1.50m1100m1.200m1 250m18%500m1 i) A AR . 78 2t 5 S b 40 A g s i 78
8 BN SR N ER

[0080]  fEsizjiti s =+, H T4 B St FH I 4 & Y65 290 05mg 22 29 100mg (13 14 i1 , 51l
QI 0 25 o) 22 00 T T B8 0 2% 2 B B SR A A — Fh ) 24 R 2h - RSt 77 b, 29 &
BE L0 . Img £ 25mg 0. ImgE 20mg 0. Img % 15mg . 0. 5mg £ 25mg.0.5mg £ 20mg 0. 5mg &
15mg. Img £ 25mg Img £ 20mg . IlmgE 15mg.1.5mg £ 25mg.1.5mgE 20mg.1.5mg % 15mg . 2mg &
25mg -+ 2mg £ 20mg2mg & 15mg 2. 5mg £25mg+2.5mg £ 20mg 2. 5mg & 15mg « 3mg £ 25mg . 3mg &
20mg « 3mg 2= 15mg ¥ 75 PR 5T , 91 G e v 26 ) 22 0 T Tl 50 0 2% 2% T B84 7 3R AT ART — ) 2
k.

[0081]  FESLJE /7 S, 25V AW & 2945 45mg 22 20mg \ 5mg 22 10mg « 4mg %2 6mg  6mg &
Smg.8mg £ 10mg. 10mg £ 12mg. 12mg & 14mg . 14mg £ 16mg « 16mg & 18mg 5% 18mg 2 20mg [ 1% P44
Jo3 s A5 Gn IR v 2 il 2 0 T o 2 2 ] B R A ART — P ) 24 FH 3h AR ST Z R, 250
HEMAE 2100 . Img 0. 25mg . 0.5mg. Img+2.5mg.3mg.4mg.5mg.7mg-7.5mg.10mg-
12.5mg+15mg+ 17 . 5mg~ 20mg I P A7) it , 451 4n R v 21 o) 2 0 et Il 3 i 2% 2% B B i ik A A
— PP 2 L, B R X R B B A B B R YR T A A AT DA S AN AR A8 R R
B N

[0082]  FESLZit T S+, T H At H 2252 1038 I 25 A 6 80 & 4k T 290 005mg /m1 &2
£1500mg,/m1 19 BE B TR0 J02 451 Gn IR v 2 ol 2 s T T 3 2% 2 ] 5 3R A AT — P
Zi AR T B, H A E AT 141290 05mg/m1 2 £550mg/m1 250 Img/m1 %= £}
50mg/ml.#J0. 1mg/ml & %)10mg/ml.%J0.05mg/ml £ £)25mg/ml . %]0.05mg/ml £ #)10mg/m1 .
£)0.05mg/ml % £)5mg/m1 520 . 05mg/m1 %% £ 1mg /m1 1 F5£ T ¥3% 14 420 I, £80) G i 0 26 < il
2 ) Tt TR B 5% 2% I 5 R AT AT — PR 25 R AESE T T Brh , A B S A TR g
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0.05mg/ml £ #]15mg/ml#£J0.5mg/ml £ 2j10mg/ml . 2J0.25mg/ml £ Z]5mg/m1 #J0.5mg/ml &
Z£)Tmg/ml  Z)1mg/ml £££710mg/ml . £)15mg/ml1 £ £)10mg/m1 5%, 2)5mg/m1 &= 15mg/m1 {4 FEE 1)
T VR s A5 G I v s ) 25 s e T S 25 2 T B8 AT AT — e 24 B B AR S T R
H, T B A8t I 25 40 -E Vs B d o8 2049 20 10m1 . 20m1 . 25m1 . 50m1 . 100m1200m1 .
250m185500m1 F AR R 7R S ftE 77 b, 1A W0 23 Rk A7 75 48 L B 3/ BERE /N .
.

[0083]  FESKJiti /7 & , A ST 252 A WA T P 0 5, 481 G s v 26 ) 0 T e 5
7% 2R B BT R AT AT — Fh 1) 24 P B 5 J0 A BT IR S P 0 0 DL /N T 2491 . OMIT) BE R IR FE A7 AE o 12 5K
it 7 G FR T PR IO A9 A AN v o ) s e I S 25 2R e T SR AT ] — R 25 FH &L, DA
KFHIUZ10.0001M. £J0.00IM. ZJ0. 01IM. £J0 . IM. £J0. 2M, K F£10.5M, KFZ11.0M, KF4)
1.2M, KF291.65M, KFZ51.75M, KT 292 OMEL K T 292 . SME BE IR v FEA7AE o A6 52t 5 =
HH P A SO 5 A5 G0 TR 26 ) 2 A T R BN % R T B IR AT AT — o 24 R, DA an £
0.00001IMEZJ0. IM.ZJ0. 0IMEZJ0. IM.ZJ0. IMEZIT.OM . ZJ1 . OME Z)5. OMELZ)5 . OME 4
10 OMZ ] ¥ B IR MR BEAFAE o A St T S H0 , W& PR O, 490 A st v 25 i) 2 44 T I 25 2% 2%
i) B R AR AT — PR 24 FH 2L, DAN T3 290 . 01ML 250 . IML 91 . OM. 295 . OMEE 2710 . OMfK) JBE
IR FEATAE -

[0084]  FESLJitE 7 G H o 2L Ay ) T A0 Dot 461 G o an > e i) 2 s e ) B8 2 2R T B
SR AT AT — i) 28 P R 00 V8 A 2 24 9 A AE 25 °C i K b & B, K F 81 4025 10mg /mL « 29 15mg /
mLZ]20mg/mL Z)25mg/mL . ZJ30mg/mL  ZJ40mg/mL « Z]50mg/mL . Z)75mg/mL  £]100mg/mL . £
150mg/mL .

[0085]  FESjitE 7 G H , LG Ay () 1 0 Dot 461 G i > e i) 2 s T ) 8 2 2% e B
S ATART — PP 245 FH 8 50 18 7 B2 24 0 a0 75 25 °C R 7K A il 2B, 78451 4 20 1mg /mL 28 £50mg /mL
215mg/mL 2 £150mg/mL « £)10mg/mL & £150mg /mL  £120mg/mL 2 Z150mg/m1 - M\ Z120mg /mL & £
30mg/mLEY M £10mg/mL 2 £)45mg/mL 2 [f] .

[0086] YRSt 7 &, R4t T T B ANt I 25 A &4, Kz 2imA &z b
AN AW RFRE N RSN 7 A, FEB N3/ A6 A2 )5, A LI 2P &1 230 H TS
PEA) ST A5 G e 24 S0 25 0 I T BN 2% 2R R B8R IR AT A — b 1) 24 F SR I A B I 405 %6 1
W ST SR, IR VD A e L 2y % T ) S E DA R 251 2. 5% 1% .
0.5%800.1% M. fELH T RA,BFEMAEZRDLADNHAN DT LB 5% .2.5% 1% .
0.5%.0.25%.0.1%.

[0087] YRS 7 e, R4t T TG B it I 25 &4 , Hob iz 25 SV R K]
VS AL T R AL T AMA G X A A G R E I AT SR AL AR AR I
F/8e T BRI (ready-to-use) o« fESLHE T 5, AR SCHI AW &9 2 vT B BT, T B #%
Jite FH 22 A AR R 7 B B

[o088]  ASCHEMLR g B AN AW nr LA — PhEREE 22 FHRIE 7R L 461 G 70 L i R 3
TS RTF LB P B R F sk U RE Y7 S 7o 2448 RIS, B B A A i I 771
WG AN S AN s 52 0 24 A5 FE R IR 7 2 300 25 0 e D 5 O 2% 2 I B T SR AT A — i) 24
FHER BSR4t A /B30 77 TR e, 32648 T g B AN A, o 7R 7R AL
{EAT2H 53 Z [BIAAFAEA R

23



N 113260362 A W OB P 21/32 B

[0089] 7RSIt 7 Z& HH , IR v 2 « ol 25 s W ) B84 0 2% 2 1) B80T R A A — 10 245 FH 3 10
B AN AL S e B0 A D — PR A, TR 5 ] DLk E B DL R 4 - 2% o
FUS I T B U TR B TR BURAE P 7R RN 85 71 o A SR RN T R, T
AT L B AR —Fh D RE I B R — N ECE 2 AR E A

[0090] YRSt 7 G , 25 2H 6 WA 5 IR v 20 o) 25 4 T TR B8 0 4% 2 ) B8 T iR A ] —
b 24 FH 25 DL SR, P IR A 57 LU F 2614110 % 5% . 2.5% 1 % 50, 5 % I B & 1
I3 b v/ v) A7AE o AR S 7 R, TE R LAE 2961411 . 0% 2210% . 10% 525 % \15% 235%
0.5%%5%.0.001% %1% .0.01% % 1%.0.1% %1% .880.5% & 1% 2 [A [\ H &8 {5 17
T AESE it 7 22 b, TR 77 DA AE 29461 1m0 . 001 % %1% .0.01 % £1% . 1.0% £5% . 10% &
15% 81 % 2 15% 2 [a) ) B 8 [ 5 L AAAE .

[0091] YRS 7 Zerh , B4R 160 55 I v o « ol 2 s e ) 50 ) 2% 2 W) 8 SR A A — b 1)
2 UL LRI 25 H S0, Hrp OB A LAEI a0 £90. 01 : 12 £90.45:1.290.1: 184
0.15:1.290.01: 18 £0. 1: 1F1£50.001: 1E£0. 01 : 1R 5 Ik vb 2k mk 24 24 B ] B2z
1) 35 (1) BE IR LU A7 AE o AR STt 7 S, T 5 L2950, 0001 : 12290, 1: 18£90.001: 1 24y
0.001 : LR 55 8 0 24 1) 2 s e T 32 25 2 T i 3R A T — o 10) 245 R 3k 1 B /R L
1P1E.

[0092] YRS 7 Zerh , B4R 10 A I v o « ol 2 s e ) B8 % 2 ) B TSR A A — b 1)
24 R DL ST I 2540 40 54 5 oA ) AL R A2 BRI 22 R R o G2 R mT DA T 4
FELGNLH A W1 pH A s v 24 | ol 2 s 1 ) B 2 2 B R I AT AT — i 24 FH L AR
DT e B AN /B AR B A AR B, FE S e g B AN S AL g R
Pz ] SRR AR , TR S0 38 I IR 26 S0 25 0 I T B3 0 2% 2 ) B8 R A ] — o
(1) 245 FH 5 1 o i o 72 St 7 S Hp , JHER VR I 70 B T4 1 pH LA 386 55 A 2 , T A Sl 35 A
A BIE AR TIN8E 0 2  J3) 2 s et I B 25 2% ) B3 T A A — A 140 245 FH 3R R0/ BUE Sy B AN 5
G B P

[0093] YRS 77 & H , S ifl ol LR ATAR IR 31 VB R £h . O TR AL VI A IR ER VIR EL VA
R 2k LR 28 R HIER AL VIR IR A SR 4% PR S LA A o 49, AT AR FR B  TC KT AR IR — BN AT
R =40 — KB KGR BIBK Y = LR (TRIS) FHE IR =N TR &9 — /K &4 (BRI, A7
IR =AML KA LR TG IR 4 2R B T DA AR &2 i 1) o 72 St 7 S, G o]
DL 2 FE IR I 4 B Bk - 4 JR 2% vh 31 451, 2% b 7 AT DA 2 L TR AN R R S A

[0094] 7RSI 7 b, $RAL T35 M U5 Ao i v 2 ) 0 I I BN 4% 2R I B A IR AT
Al —Fh 25 FHE I i B AN A9, Ho iz H SV pHIE 294 . 08 2498 02 8] o /£ 5L it 7 R
HAEYI pHE B U215 . 0 £18.0. 2416 .0 £18. 0. 216 . 5E 8. 02 [7]  AE L it 7 /b , &
VI pHEBI U216 . 5= 1T .5 4T 0B L7 .8 417 . 28 47 .85 AT . 3B AT .6 2 [0)  AE 5L it /7
Frh KBTI pHA2 I 296 . 8 4170 497 . 2. 41T .4 7.6 . 497 . 7. 497 .8.418.0.418.2. 4
8.48(#8.6.

[0095]  FESKjti Ty S8 b, A SCHR A 1% MR 5 Gn nipe b 21 i) 0 e T o 25 2% e
RATAR] —Fe 1 245 FH 30 UL ST S0 25 20540 5 e AR 22 7510 48 3853 751 o 481, AR A
BH (%) 343 50 T LRSS, 49, SR BN L - R W L - S 2R R BN - B R B L B R A A/ B
IR B o 2H & W) Hh SRV ST B A2 LIS A5 I VR I IR B AR He mT i, RS AR AR VR R/ AN
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TERTIED) -

[0096] STt T7 S8, A SCHR A 1% MR S5 Gn nipe b 21 i) 5 0 e T 25 2% e
IR A AT — b i 245 £ DA R W T 300 16 25 90 48 W 5 e v iz R TR 50 6 65 SURE T B3 i )
(particulate formation inhibitor) . UK B 15548 1 & B A i) ok 76 17 B 44
B Y B SR A 0 ) A B ) o A R BR R R T R A ) R L 20 DU 2018 (EDTA) Je 3
a0, £ DU GERES AN (RIEHAE K &) s £ — DU g — 4k (B an, 7E oK
EW) s & TGV R AR (B AR KA s £ DY R AR ER (i, AR oK
E, It Hn R 7 2 AR KIERD s & W BRI EE (Bilan, fE K& « £ =Dy
LR =B (BN, 158 —/KEW) s £ —J&DU LR —4nEh (i AE K &9 Fl 2 — ey
LR ANER  USP (BIan AR K G AL B, AR A G BEA A8 E
(1) FRIUAE T BSCHI ) 771 o 70 S it 8 R TR 770 ] DA 46 4 2 2 B8 W 0K B oA IR A 2
] 5 A i 1 8 R R RN B i 5 £ GNEDTABKEGTA , LA K S Ak 44 - g ik L 58 2. ML g 4t
W A A e I H R BRI LU BURE I AN L Y R AN SR £ I (191 4nPEG - 4000 PEG-
6000) H i HZ R/ B T

[0097] RSt T7 S, A SCHRAE 1% MR S5 Gn nipe b 21 i) 5 0 T T 25 2% e
SRATAR] —Fe {1 245 FH 38 DA ST S 259 2H 540 5 e AR 22 751 60 48 3853 751 o 481 4, 355 77 T
PLELHE  (H AR TR , 1% WR TR 2 IR o 78 oAt S vhr , 3899 7 mT DA T A SR IR L AN T A
[IFRTR B TR  BRER 05 & IR IR - R IR . =R IR - R IR VE R A A

[0098] RSt 7 S8, A SCHR A 1% MR G Gn nipe b 21 o) 0 T T 5 25 2% e
AT ART —Foli 1) 245 FH 1 DA SR 7 (1) 25 W0 20 640 » oz 7 B 48 9 7 i W IR L &4
BRTNTR TR RIR CIR IR . ¥R TR IR « AREIR HE IR IR N IR TR - —+ B /N1
B2~ i AU R BRSO R K MR BB 2 (aldaric acid) VEEFRTH R ER
BR BRIAME K R O R TRV FLIR N RR SRR - K114 % (aspargine) RAH
(I8 S R LA N 7 7N S LA R L e e e L N L VN L NG R TN L 8 S L
IHEIR 2 Z R 2R (R TR IR E R =R ML A

[0099]  FESLjtE 7 b, R AL H AR 3 R A A (B, 8/ LB FriERR
LA (B, FrRER /AT AF BRHR) DLIS R IR \ L - K R B AN 2H 2 IR o 72 St g 2, B
FIAEDL-FE 2R o £ SL i 7 S8, HGVA IR L- MR IR - 7SSt B, S8V 72 O R/ L TR -
TESEH T A, BRI AT /AT BR A

[0100] RSt T7 S8 b, A SCHR A 13 MR B9 Gn nipe b 21 o) 2 s e Tl s Jm 25 2% e 1
RAT AT — i 25 F 25 DA ST 0 0 25 el &, o Z IR A B & 0598 R ST %5
BYGWIE A AT LB S INE 2 R i S A B AR L S ekl (Laevulose) A5 ek H- & 4
Pt B AL BRI A | BT AT B R i BR B IR ES (calcium gluconoglucoheptonate) B IR
B ARSI A G, W 77 o] DA AL HE — PP El BE 22 Bk BE TR, 1 W] an S B S B L H
- R T AN/ B A e o I R 7R T Al P A 4 2R 35 AR /N 92 ot 40 P s ot A
FH A0/ a5 1E B A 5K A o 9 2, i B AN A T DA A AN I KR R iz A )
Fe B I AE T R, EB AR E AN AR ST B, B AR EE 0. 01 &
SrEERIZ)2  0F & Jy b 2 8] AE ST 2, G G W] DAL =ik 2910 % S E
TESZHETT Rk, 254 A ml LA Bk 2100, 25% .0.5% 1%+ 2.5 % [ ZH B 7] £ 51
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T 7 e, 25 i 2B IR B AE A9 0. 01 % 1% .0.1% £1%.0.25% £ 1% 80.5%
1% 28],

[0101] RSt T7 S, A SCHR A 1% MR B9 Gn nipe b 21 o) 2 0 g Tl s Jm 23 2% e 5 1
IRATATT — Fh 1) 245 FH 6 DL AR IR 25 W 464, oAz O 7 A6 B i 45 P07 - 78 St
77 &, B HEFEPUN R PN R PR RAT A BA 20— AN SENEIULE Y b
RZ R HA A A L 2 R B A A 5

[0102] RSt T7 S8 b, A SCHR A 1% MR B9 Gn nipe b 21 o) 5 s e T 5 Jm 25 2% e 5 1
R ATAR — F s 25 FH R UL IR TE AN 29l & 8, Az I8 7 B 56 ik B 55 4B IR
(thiolglycolic acid) HiAXZ R B J3 WEEE L I0 S I 2 e H IR S BRR  a - BRAXH v S -
AR OV R BR Sk O ek IR Je He 4 & 1 H HH 2 TERR 7

[0103] RSt Ty S8 b, A SCHR A 13 MR 5 Gn nipe b 21 o) 2 s g T s Jm 25 2% e 1
IRATART— P 245 FH 6 DL IR S5 2594 &4, Ho iz O e 6 i 0 2 . 75 B At
ABREREN B AR DI LR WP H 06 R AR R N s WIR TR AN I B TR NI . Bkt
PR < Ty TN A R S PO A TR oA IR B T 2 P R 1 & i (buty lhydroxyanisol)
(BHA) T FEERIEH 4 BHT) MR - £ H S @ AIAKER (NDGA) i AR H b A IR A
BN E AR ER Y (sodium metabisulfate) A= & Wy A1/ B B H AR

[0104] RSt T7 S8 b, A SCHRAE 1% MR B9 Gn nipe b 21 o) 5 0 e T 5 Jm 25 2% e 1
IRATART— P 245 FH 6 DL SRR 550 25 W04 &4, Ho iz % s 46 7 J il - A2 St 7 2
5 J65 7703 H 2R FLE 8L R R & B (benzethonium chloride) (REE & T B5 . &CH My . ] HE )
R ISR R TR ~ LR ARFR X6 ¥4 25 2R H g B i 0 F2 2 2R HH R TR g W N PR B R FE R T IR A
WIZR (thimerosal) o fEHADSZHE 7 A, B 55 773k B B DA RS 40 - 2R 1y 1) B Iy L R I
X ¥ 5 2R B IR I (1) 4, o 328 O R R R IS W W R B R BRI I W X PR S R IR T 1) W 2R AL
U VR BEVBRAIGR AR 2 (B0, L8R VIR $h B IR 2h) ML B

[0105]  FESLZit 7 S+ , A AL-G 9T LA 2 SR 7)o ol an , 78— 21500 T, Indvb o il
25 e P I 0 2 2 I T O A ART — P ) 245 FH 2R ) VA R R e IR VR 9T A B, I LRtk mT
DA IR 77 2R 48 o L3 7010 AT DA FH T S0 A2 08 vy 1A Vs e 3 L T LS S e P 1) 35 55
(RIS o 50, FLV 570 AT DL 5 KR IS A HLIE R, i 0 L BE N & — B .Capmul PG,
PO H I 4 L AU R R R 2R/ B FR T A (DMSO) o 7E St R
ILVE T A 25206 I s is 2075 %6 o fE HARSE Tt 7 S, BT I SR U &2 5 259
HEWVI =L L HIH11% 5% .10% < 15% +25% <40% .50 % »

[0106]  FRIZY AT A7 anad ek DL T SR il £ < 7E JC TR 264 T AR IR 28 HHIR A N b o Ll B 0
PR ) 30 T 2% 2 T B AT 3R A ART — Fh 3 245 2R DA J — Pl B 22 FRIRE 55 (191 4n , 22 b 771 38 9
A5k EEFA PR B S A DU AE AR R /BB D S BLRIZRIS S AR SRR Y AR S, T
KB BN AT DL 78 6 & M B JC B SRR AR5, o] DA it FH AR 15t i e 1 = 0 e
TR SEFNR S, iR @& 7B K < Eh 7K W 295 % - 10 % B (5140, %81 25 08 A5 Ber) v
HAH Ao oAb T LAAERE— 20 I T2 BB A VR AR

(01071 JRJR 7T DA LA ] 4 71 3K mle A VRO =X A8 FH o 4 DA A ) X 58 R I, TR 7 A
TR PD 25 « ) 2 0 ) i o 23 2% T sl 3R A AT — ) 26 R R T Lt B ST Pt iR VR & 7 —
i, I HAR S E N B 40 it TS NI 75 o 24 DLV VROT QRS ASE PSS, s 0 25  J0t) 27 I T i)
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TN 2R B AT IR AT AT — Fh i 245 F 8 T LAE R 8 41t F AT -SOE 7 s R &

[0108] A 55 I8 ¥ o ol 252 A4 Tt ) B8 100 4% 2 ) B8 o A ] — b 40 245 FH 3R 1 0 18 90 TR
(parenteral solution) RJLUIEE LA R R Hil#% 4 B 5 S INIID 2 ) 22 0 B B 55 2% 2=
] 25 T T AT ] — Foh 1 245 FH EL 7 I B AN AR 18 anDW . Z& 1R K | Eh /K BPEGH VR A, F HoK 1%
T pHIE T TE6 . 8- 82 [8] , N0 2% - T3] 252 et T 8, o 2% 2 I s i AR A A — oo ) 245 FH 2 e LA
FEAS AT Al Ak o %0 A2 0T AR S iR 34T , B3 0 7 BNV B2, VT DA IE 4 iR - Ho At
W 711 IPEG 400.PEG 600 28 P —BE el H Ath —BER VT DARE FH T4 i i B2 . fE R H 2 == i
2 Ja FTAS B VA T DLE I RN T Bk KB, 1 A A9 40 . 4550K I YIS 1R ER Y B R
A LB IR K B, IF BT DL 25 25E A T BT B g B A0 A 2280 Nk
FUA TS 2

[0109] it FHI , A SCH 1 B AMH G WTE N B 3R 20 /NS B 2 /N (il , 24
1. 5/INI B 22 /NI BRI D 2 ) B K ML A FE R INT 18] (T ) o FE SR T S8, NS o
R INBED SR I Ty FEGIAN LT TN, 2R 295/ N 291/ 22 A4/ LA L/ R 233/ L 27170
INF 2% 252 /NN 22 18] (1) 36 BBl N o 78 SE Tt T S, IS 21K T 291 . 5/ 1) N S8 3 vh i s v
HE Ty o FESERETT ST WLEE BN T 293/ R N S8 P B I b 2 ) Ty o — BRI 58
B8 U8 e R I % 3 R F sk )

[0110]  FEA TS 5 2 HF , A ML Img 2 £1500mg () I 70 24 , oA Bk 51 A )
1% 18 4 it (0, PN BBk PN BT I P B8 P ) i 1 o ante v i P A Py I S5 MR 5, £
kL £925ng © h/ml (1)~ F3HAUC, o FE St 77 S, 77 ZRY F) B 7] it FH 2 (R ) g 24 i) 4
DAY IS M 50 A0 47 8 3k £49 4150ng © h/m1.75ng © h/ml.150ng * h/ml.250ng * h/ml.500ng
h/m1.1000ng * h/ml151500ng * h/ml1f~F-FEJAUC, .

01111 FESRii 7 S, FIRL AL 5 M2 1mg 25 £1500mg [ i 70 2, 1o o B ik 740 784 ) e P 42
AR IV ) 1A A L MG L35 /N T £910000ng/m LIRS 3C,,, o TESEIE 7 S, L5010
BRI i FH AR AR /N T 29491 715000ng /m1 . 2500ng /m1.1000ng,/m1 . 500ng/m1 . 250ng/m1 5§
100ng/m1 {17 #4Cy FIIMBEID 2 BV P9 I AR

[0112]  FEsitir Z o, T B 4hit B 2504 G0 88 Ik e sl 25 % B nl 52 1
g, HA iz B At H 2B DL 230 1L i B AN A2 G A1 B R 4
12053 B0 Ty 5 B 5 2 FRF 299053 B 22 2936043 £ (¥ 455 B2 [ 1) 22 /050 %6 Cy 1T ISR 245 K
P AESLH T S, i B AN it - b e 2 G R RS an 2910 73 8P = 249604 Bl 411550 B &
21904351 Z13040 B E 21205 Bh . 21605 B 2 2118043 1 . 219073 2 4118043 b i) Fop 82
] ¥ 28 /150 %6 Cy 1T LI 25 WK JEE

[0113]  FESLt T B, R g 24L& W) DA SR B BEAEE & T W B At A /N ek
G, 1% A B B A I AR AR TC 1 K R CUTE O R I 97 A SR I Ik v 2 ) 2 0 B
i) B0 2% 2 I AT G A AT — P 245 3k, LR B T I v o il 0 T I o 2 2R B
RATATT— B 25 FHER LA AN 2 S PR AR AN S ATAT IR A WL 7 b 77 R i 36
TESEHETT v, 29 S W R FE RS TR, T HLRe W B e 1 S0t 7 2 rb 4B
REMETEAAEAEIE I SR DL Mg 2 064 Ho

[0114]  FESH T Brb , AR SCHRAL T DLSRAL A AR 3E & T i 18 A0t FH ) /N sz b i R
SE 25 A 5 1% A TR B LA VA AR AR TE 1 /K R BATE B R KT IE 97 A S v 2k
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) 20 e T 5 0 2% 8 Tl 5 SR A ART — P ) 24 R, AR R 1 s v o L i) 0 I R 2
F R BT IR AT A — PR 25 FERLAAE %A S WA S AR AT IR 751 A8 WLV 700 G2 7] IR
Eh AR TT e, I -E VI OREE RS ATV , I FHLRES BLHE FH o A St T b, A A
VIRE S AE A AETEE R G O T AR S 22064 o

[0115]  FESLt T E &G T W B shiit FH I AR e I 259 4G W00 3 A5 KT W A i s b
20 ~ o) 25 07 T T BN 2% 2% ) B S AT AT — P 245 R, BT K R A 75 225m0sm/ kg F
350m0sm/kg 2 [A) 1 BE SR 15 3% R WK B (osmolarity) LA X AET . OFN8. 02 & {3 FBl P4 (¥ pH . 78 SZ
Jiti 7 =, KR B A FE270m0sm/ kg A3 10m0sm/ kg 2 [B] B BE IR B35 R Ik & . RSt 77 &2,
IKIEW B A AET . 2F07 . 822 7] ) T [l N Y pH.

[0116]  FESLE T S, AR SCHR AL TR IT IR IR 6G 2 RS 48 IR ZE AT PR
PRI R AN TG A AE BN 3R O SR EERE BRVLEK JI RS () Tk 1% TV S
] 5 A . 75 )RR 3 it SR — 2R =, BT IR 58 — 29070 2 A & VR 97 7R = R v 5% |
) 2 0 e T 5 00 2% 2 B B R AT AT — Py 24 R, R H SR e it FH 2 5 RF it 6
AN R

[0117]  FESLE T S, AR SCHR AL TR IT IR 1RG22 RS 248 IR ZE AT PR
PRI R AN TG A AE B 3R O SR EERE BRVLEK J RS () Tk 1% TV S
] A AH R T L 1) RR A it FH 2B — 2502, BTl 28— 29050 0 3 VR 97 TR = I b 2 B
H2% bz 2, Hoh A G BErE it A 2 Ja e 2 I 6 /N 1) 2503

[0118]  FESLE 7 S, A SCHR AL TIRIT IR IR AG 2 RS 48 IR ZE AT PE X
PR R AN TG A AE BN 3R O SR EERE BRVLEK J RS ) Tk 1% TV S
[F1] 5 R 5 T2 )RR Tt FH A 5 T v 2 ) 2 s I ) A 4% 2 P B8 iy S AT AT — ) 245 FH 21
(15— 2 S LA AL B i v o B 255 b2 M EL R 38 A &), b s
2 A PIRHE R /N T £5900ng * h/mLi¥SF5IAUC, 0 A Py I SR o 7E St 77 SR, 56
W AR B A /N T 20451 11800ng © h/m1.750ng * h/m1.700ng * h/ml.650ng * h/ml
5600ng * h/m1¥JAUC, A4 P LML o 76 S Jt 77 S8, 58 — 29 A SRt A /T4
{51 41550ng * h/m1.500ng * h/m1.450ng * h/m1.400ng * h/ml1&350ng * h/ml}JAUC, AN
i AR o 7E St 7 B, BB A A R B /N T 2941 41300ng * h/ml1.250ng * h/
m1.200ng * h/ml.150ng * h/ml15100ng * h/m1AJAUC, _I¥4A Py ifiL 3 RO o 76 S it 7 vk, 56
— PG RIS 25 S A 3 B 2H A R A R R IR IR O A ST
TR 2 SR AL N 28— A A ) 2 5 R S I 1 6 /NiT L 8 /N Bl 12
AN BB ILTK JIRE RS 2 R 40 LR 2 (AT VA BRI R BN T SR A AE B R
i~ FL5E O 1 SR BEAE BRVLTK J R 5 I — PPl B 2 PRE R R o

(01191 7ESME T SR, 58— 2L A I T, /N T3/ AESEIE T SRk, SE— 2 AL &)
(R T g /N T2 5N o AESE T S 70 B — 29 AL S M Ty /N T2/ o AESE BT S B —
MBI T, /N T 1. 5/ AR TT S8, 55— 29 AW Ty /N T /NI

[0120]  FESLJt T B, S5 — WA G e e It FH 225 AH B 75 B AR AT 20 70 B N &
D280 % ¥ H R IR St T R, B — 252 S AR L TE it FH 22 FH R 7R B R Al
2057 Bl 9 2 /D 2941 4185 %6 . 90 %6 595 %6 [ HA B o PE St 7 S H , SR — WA & AR AL A it
FH 2 FE S 75 B SR TR T 1020 e P 22080 %6 PRIV HY
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[0121]  FESLHt T B9, 5B — WA & VRN /B — 2 & W) 2 iR T 7 & . IR I 71 =
FT /N TR YT RCR B 75 1B 03 142 J5 18] A Jmeiste v e il 2 s T BT 0 % 2 I B T R A AFT —
PR 24 R 00 B o AR STt 7 S8 HR , IR IT 7 B A2 I b 25 ol 222 04 T P S Mm% 2% ) Bl T iR A
il — i) 25 FHEL B &, % B s bt ] DUA SR AL S Lok TP . 2 R 2240 IR 28 L idEAT
PEAZ BRI R RS T2 SR A AE S BRI S L5t 2R A | B R B IK RS Y 2 2D — FioiE
RIS, (R DLAERFXFE ) G AR SE i TT 28 b, J7iE S it it FH 28— 29 A S e — 24
MG, TR 55— 25 & IR AL S LEK IR 15 | 2 RG240  WIRE 22 VAT A% 1
ISR e AN TSR A AIE BRI R O I | S I BRUVLIK JIRE S 2 b — BRI 2
il 56 — 29 & I AEFRZ S ARSIt T B AR AR — A S IS, R A
A ar LLBRAE YR [R] 08 DA 2 B LEK IR AT 2 RG4S0 IR ZE AT A% PR RRE
TIEATEREAE BRI L5 5 8 SR EPRE BOVLIK TR AG  2 /b — iR IR o 78 St 7 5
B 2 ST LR P [E] KON, DA BGE SRR JIRRAG 2 RG240 IR ZE (R AT
PEAZ B BRI R IR AN T2 SR A AE S BRI S L5 2R A | B R B IK R AS Y 22 2D — FioiE
[0122]  FESLE T R, ASCIRAE 1697 SR 100G . 2 R 240 WIREZE L AT VA%
b PERRIE R A TSR AE BRI B R R AR BOULIK SRR AS 0 7V % VL
) A A N 75 BRI R it 5 — 2 A RS 29 S, ik S — A S MBS
— 25T, oAz A A 3R e it 2 SRR S5 6 /N ) 2, ik 28 — 29 &
B YETT TR I INIRD 21 ol 2 T e 8 2 2R W B A AT AT — PR ) 245 R L

[0123] 55— 25 2H & W AN B8 — 23020 A 0 0 it FE mT DA 2 () B (%) BRI — 5 1 e (1] 1) B
DAL LT SRt 2 RA 240 IR ZE AT PEAZ B R N A T 2R B A1  BUR i
T3~ FLE R B AR YLK 77 R RS Y 22— M bR 6 37 B e B S 2 7 S T
Fh WA YRS 232 A T LA B 6 /N B it FH o 7R S T SRR, R — W)
HEW AN 252G W mT LAIA] R 127N it FH o 72 SISt 77 S8 b, 56— 29 A M A Es —
25 AW AT AAE B U155 8h 305 8 L 1/INES L 27N L 6 /N L 127N L 187N L 24 /N 25 Y
Wit o FE ST Rrb, 55— AL SR 25 WA A T DL — R Wt o 7R S T R
W, SR — 25 S AN G S T LA RR 2 D a0 153 Bl 3043 B L T/NIS L 278 (12
NI V18/INISS 24 /NI SRR Tt FH o FE S T S, SRt T AR A AR SRR B I 8N (1)
HES ALK JIBEAS 2 R EGE IEZE AT AL DR R A TR A AE L BRI | St
B R SR EERE BULTK IR AG I 28 b — P IR IR e 5 o AE STt T S, R AL 17 2 R
G F AR 21N 10 /N V127N L 15/ E L 187N L 20 /)N B 24 /N R 53 o

[0124]  FESLHE T R, 55— ZjW 20 S W RN 38 — 259 20 & Wi it FH mT DA SR AR B 1R 2008, DA
o SRR JIBRAS 2 RB ZELE IREZE AT MEAZ B AR R A TSR AR  BUR
I3~ FLHF O S SR EERE SOYLTK IR AS 1) 2 D — PR

[0125]  FESL T B, 56— 4 &Y A/ 828 — 24 WA G S AT B SR LB &R
TETEVD BT, AN IR 21 ol 220 T B B 2% 2R B B T AT e — PR 245 R £

[0126] Pl A TFFEIAGE YD, v A D0 b e « ) 2 I T ) 8 2% 2 ) e i iR A A — b 1) 245
#h, AT DAAE A ME — ()35 1 AR D B — A SR A o R St 7 e, Bt S R v
21 ) I I T 3 2 2R R B R A AT — ) 24 F ER VR T B VLIK J1BERG L 2 R =40 UL
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B ZE AT AR MR R RN T ARG AIE BRI SR A A PR E B VLK SRR T
AR T VR IT S ILIK IR AG 2 R A IEZE AT HEAZ BRI R R A
TERAAE BRI L35 5 W S SR I B Lok 77 5 S 0 7 v B0 4 i FH 45— Pl 5 22 Fh oAt
T TR ZHL B B I D o« ) 7 0 P I s 23 2R T iy S A A — P 245 FH 3L, BT i — Al B
25 o Ath 3 P A5 G TR 0 s ) 2 0 e I B0 2% 2R B B AT IR AR AT — PR 25 AR BT
VAT LA FE A A 7545 G0 e b xe i) 2 s T ) o 25 2R A i 3R A ART — ) 245 R R DA AH
[F) PR VR 5 4 — it FH B35 DL B ) VR 5 it o FE St 7 28 b, 2946 L & P RR L = b
B 22 P MR o £ STt T ST, A G R B R R VR T AR 2 T M RIOR R,
A R A A R R 2 G SRIE T S ILTK 1505 2 RA 40 IR ZE AT PEAZ A RR R
TIEATEREAE BRI LG5 R SR ERE BVLEK JI AT , Brid 20 & ] DS (L 1S 55 0 )
() B R 258

(01271 BRAE S A€ S, 5 MIASUAE - A SR ARG FIRFEARTE R A 5ASCA TN AT
JaB AT 5 AR N 7 A P AR R 1) 5 S

[0128]  GnASC AR AE FH I ARIE “4) (about) ” B “2 (approximately) ” EH8 7E Wl H AR 4035k %
HCR N G 8 B A R P 52 1R 22 YO T A R 3 0 s L e T4 e e ) 2 B A
B, W2 R R PR A o 4540, AR 4 AR G ) Sk, “297 AT LA FR AR 3N Bl 2 T3 M A i i 22
W o AR, “Z)7 n] LLE R4S B E R 511520 % Lk =8 10 %  BE A% b =ik 5 %6 - HoAT
SRR e M 5 IA 1 %6 VG Bl o AT IR b, 5 0l 2 8 T A R G B A AR 2R E AT LA
BEIRAEENEERN, L AEERI5 N, 3 B AR IE R 265

[0129]  dnASCHHdE ), RiE “VRJT (treating) "L “VAJT (treatment)” F8 1) & Il 5L L ik 55
By ZE IR T e 1 A BN SRR BOIR I A 1 AR 28 1 B8 2 T 9 ECBR e ) i AR 3 bR BT s PR i
RS2 038 15008 BRI BT ACRE IR ) HE B o 78 e sl it 7 B, “YR T (treating) ” 8L VA
J7 (treatment) ” A LLFB A2 B7 15 TT HE Mk A8 Bl ) 80 BICIR 0 AH i oK 28 D B3 2 B 0 BOIR
LD PACRE PR B e AR S PR PR B2 4 285 140 92 9 BROIR 90 R I ACREIR ) HH B “VR 9T (treating)”
BERYT (treatment) ” 3& AT AR B & 0155 BOIR L , 491 G BHL 1E B2 A ST 3z B e 15
H 2 /b —Fhil RAEIR BRI PREEIR « “YR 7 (treating) ” 8L “YRJ7 (treatment) ” L FR I 2 2%
FRE TR BSCRADL , 9 2, 51 AR 9 SR O B M PACSRE R B s AR PR 118 22 20— ) 9 3R & 6
RHEIT B3 H B i A vT DA g Giit 27 B R 25 0 VB0 b I8 3 i Bl e /D R 32 A 0/ s
AR RE sk, WP % (prophylactic) (FiPG % (preventive)) ¥ 7 AR IT 4
(therapeutic) YGIT /& A LA TN A PR BRI St 77 52

[0130]  “HAHN. L0 387 vl LLELHE O 402 A A ST I 18 SRS I M. “ "
BRHAEA SRR B At A

[0131]  “HRAE" 8L V67 H ZE" B8 2 LU T Ia I I BEG | 5008 BRI — Pl 3 2
T bR e DA Ath 77 U A8 £ 0 B ) 24 3 2 RO AN/ s AR B2 U R I R R & BCR T
B RE” AT LUV TG 0 S H™ B RR FE DL SRR IR T B 52 1 B AR S AR B AR
{0 A S T AR A o 7E STt 7 S HR L I TR AR VR 9T A AR R A RUE T ARSI I8 SRR G &
F T 25388 22 E FI 2580 A 2 JF BRI R 200k (dosage strength) AT DAHER T A
SRR RE . AR BRI A AE” AE A SO AT LT B A A

[0132]  “BS3&” FR ) AN T+ 12 BB A5 1) 28 2D — e IR ORI & 1) 5 A SO i 3 P A
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FHIR BPAE R BCR L IE T

[0133]  “RH IDhReMI ol “HA AR HIIRe oG s “fEi 2 5 — K. .. ... il
7B ) A I\ TR HEE AR S SR 2 S5 ) e, e rh it R R o v e L 24 2 AT R 2 1)
» BCERL ) N 2% 2R R B L 245 2 b mT RS2 1) B, BRI ) 0 T e L 2 B e 2 1
» B N 2% 2R W B0 22 A BE B 2 A R N Vb e 1 — Ml Z M A AR G T 2
b —Fh 5 ARSI iz B B G AH OC FRE R BRI , I H AT AR 3 0 kb 5 L 55 5 2 Ut
s AL — B [A], 9 a0 FE BE R 2 J5 A I L/ S 2/NF O3/ LA/ (BN (67N L 12
IINE L 247N A

[0134]  “UHEW” . “LHMAEY”  “THIF LG A" fE AR SO o] B Ad A “HA547
“CIALER  HIF” S LI IR 5 A o R Y AT DA R ERA R B

[0135]  “Z2z B mJHEsZ " Fa 2 “Il W oA N2 2 217 (M) 57 1 SEAR T &4, il an , i
Ry AR G ) AR B A b AT 52 00 I H 24 8 it A N S 38 AN 7 AR e R B B
KA R [ N1 U E 5ANE (gastric upset) MU AESE T B 1IZAR BRI 2
IXFER 5 T AR RN AW 5 BT IR 1 SEAR R 2 5 4 02 ph B56 S B M IBURT 1 57 BT LA HEAE 1)
YE RS P bl A 9F B A FDARLIE (AR D & i A ALt i 5 5 (Federal Food,
Drug and Cosmetic Act) [l 55204 (s) F140977 (1] GRASTE B ol S5 bLid B | 38 [H 24 diLml g — F
NN TR IF H SR REmi A N S rh st R 24

[0136] WAL Ad FHIV) , R “TiBI7 (prevention) ” 8¢ “Tiifji (preventing) ” iR KA &4
it FH 22 Ak T EH i R A 5] RS ) — Al B 22 PR R ) XU B R 2 IR 52 1 B R 4R
DU Bl 92 5 B3 5 e (4] 45 SR PR P 4 1 95 i Bl S e 14— il B 22 e PR 70 90 2 B T
32 T3 B 1 [14) ) B R R T R K 9 B S v 1) 58 A VIR 9 s e o X o e P A A B AE
B

[0137]  “ZRAUW) (analog)” \ “FAUW) (analogue) ” R “BTAEY” LA S n] B et A, IF
Hiam 2 BA S8R A WA R B9 4% OB AT DLAE B 2 — AN BE 2 5 A/ B85 1 [ 1Y
AFAEBATAE S A A 0 77 T 5 B S AS R AL S W AT A ml LA WnAEAZ O AR AE
) — AN 2 AN BT T 5 B A A R, X o] DU HE — AN ECE 24N 51 B Be B
851418, ] L ARRT A 2 /DR RS H & A S RE AN/ s B R |l B & 4T
%o

[0138] WA STAR A FHIV , R “24 % bRl 8252 (1) 87 Fa 1 2 A SUE LI & It YD,
Horb BHAA G Ppid it i) 45 LR Eh R R i B 1

(01391 “WIEFR” bR T 294 &Y niE 29 i 2 MW T, 1240 o 1Y) 22 2 1 L & 4
PR, I Az gt B & R 4idak R g, DL Bh 245 90 125 22 40 18 L i)k 39 1) 1)
0T PRA s S8 s s A e M L AE WP B i 5 mT 4 52 4 5 B B = AR il 5 B B 0R 25 )
163 R GUAE A7 BATE FH A 1R] 0 S A7 2 4 P R 30 ) A AT oAt & 1

[0140]  “FaoEsf)” Bk “fa e &7 fE 1 20 & B AN &b i — Mrali sl 2 M RIr &
FIT IR T 7B A4 A2 408 1) A2 e 1, (EAS AN b 52w 20 A 90 B 48 P FEY IR 0 26 < 3l 222 0 T
P 2 T 2% 2% I R A AT — i ) 24 T BRI AR DR R R L 22 MR /AR T

(01411 “FROE )7 B A8 MNP VD o « ol 208 Tt B B8 0 2% 22 B s AR AT ] — P 245 3R AR F 2
) — B 8] 2 J5 B an e 34~ HElie ™ A2 fa, Rk Bk A .

B BY od
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[0142]  “R] Y7 B4R DN VD o « ol 2 0 Tt B B 2% 2 ) B SR AT AT — ) 245 FH 3R iV VR
ANARAFIR AN/ BAE VR R AR B AE DTEY)

[0143]  “RUEAIER” BfER S 2 2 WK, H H kb2 2w, ER/ KT TS
ANt FH o A, VAR 2H G 0 R R B B H B2 2, A0, 7E 10m AR AR B ¥ 7R S 2 A7 A 2D T
60,0004 1 0umiLks , £t Hs/>F10, 000/ 10umiFkL . 2>F-5, 000/ 1 0umiFik: . 2>F-3,000/M10
umfFRL > T 1, 0004 10nm BT B 2 F-40040 1 0nm R o 26— L6 5245, A4 20 & 4 o ks 1)
BH B 242 AE 10m AR FR A 2 F 10004 25um ik « 20 F- 6004~ 25um Bk 5% /b F- 2004~ 25um
Ko

[0144] AT “JR R AL A2 17 B 24 55 45 2H B W A0 3 S B A e R S0 7 2 T 52 P 19 5 AN
T e /MU R P 5 185 a1 R 508 1 R TRl s J B0, 00 3 A A e AN AR 1) 98 1 I o A ST
B AN -G AT DAL = i B S D I B 1 R JER e A K 4

[0145]  4pA ST AR A A “Ai A1 8 1) A2 72 9800 BUH R o R BHI AR AE B 5644 T 2 &4
g5 M ORL BT IR T R b KL BRI VS G W, A FE A SR AR Z A R R A B B (native
material) o WA SRS FAY , RVE “RAR EAE” AT AE gl TSR 230 i i B R S
o AL, AR AN 15 G A AL I A L2 48 /95 96 4l 5 BE A et 22 /D97 %6 4l , I
HL 3 B AR 1k b 23 299 96 A o 2 5w DL ek 497 a2 it v sl AR A Hh i e AR ArT FeAth 7 vk
PEA o FE ST T R, AT = 48T G AR T B 8 WA 06 T 2 4 it 22 N R RN
KA 7K.

[0146] AT T-2H A0 “OT BRI B 24 2 48 TIH 78 7E — IR PR 28 28 0 AN 3 /N B
VRSB S A I B A AR A ) R R RN I B T L 2 EE A TR U | A R 2 R
il it o

[0147]  ARSCHI & TGP “BE 0 A7 B 2 = 38 LR A, BE TR 54 M ke L 5 HAh
W R TRIR G Bl DA o Ath 77 S 3R 2 S W) A R ERC T o XA R ZH A A 38 M i 2 v B
Hed, 3 B R i 82 N\ 1 (vascular access port) B Oy 26 it FH

[0148]  “fI& (dosage)” BB H#E hng/kg/ K \ug/kg/hmg/kg/ K 8img/kg/h K~ il 7] o
A& (dosage) A& MR F € 775 7 S it I o3 ) & - “FRl & (dose) ” & AR AR R B LA Jola
=2 it FH 2 LB & a0, Dlmg Bing IR 751 38 7 B 48 6F #4755 & (absolute unit
dose) o 7|5 (dose) B Tl 71| FH FI IR B, 1 1 LA BE ZR B (W) i AR (m/ v) B =
BEE (n/m) T XN ARTE R YIAIC, K E 1) 7 & (particular dosage) 72 H — 75k
B 22 SRR 1) 0P Tt FH 7 5877 AR ) o FEAT AT AR 0T B AR 8 1 2 OB B SO BRI Y

[0149]  “H. ... .. KR 5. ..., HE"H.oo o HAAT ERE N
“Hoo. RSt A BRI TR TR AT Bt A L O LR AR TR BERE Rt R e

B 22 M) o 71 AT A [R) By — B 49k it FH B DA T 58 S (1% 1] o 0 feh s 498 e FH o 751 P DA DL B — 7 Y
LB fh ) 5 RS A it FH

(01501 “PK” #ig ) /& Z54RBh J1 MR DL o C M RE SN AE S B8 JYTIA] i TH 1R d sy 0L 245 I P
(ng/m1) o Ty HEE XN ZCp AL THI FRINE] (min) - AUC, & 2440t FH L 21 25 W) TH AR 1)
I3 25 WA g - I 1]l 42 B9 S T AR (ng © h/m18kug * h/ml) o #4810 AR HH I BR 2
(clearance) € - 1 [ F A 8 XN B LA I 18] 58 4 Th Bk e 24540 2 5 10 I B I 2% /) A4 AR
(ml/min) o
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SE e f51
(01511 AR SCHR AL AR St 49 A B A5 S T8I AS SR 22 0 N 5 I AN NAZ AN A AEAE A
7 T A2 PR AR o

[0152]  sEjiifsl1

[0153] s vb o ML SRk FEE Ak

[0154] DL it 49 4 (1 76 M\ 2 . Smg 25 20mg 14 Y0 [ P 9% S R 101 IR ) B 0 R I b 2 — K &
W FR) I 28 6 5 v A0 751 == B 91 (dose proportionality) o iB3EAE T EM2. 5mg & 20mg )
O P I v e — K G IR B A A= )R

[0155] XMW FLELHE 10 A FE RN 32 0 (R PE ) 28 /b4 4 5203 1) S, A AT 12 56
A BUE  BE HLAG R 28 SURF AT, 120 T4 1 1T R A5 5 R 2 . Smg 28 20mg 1 771 & 3 [l (1) 57>
YR R TR B PR I8t v 20 P 7510 B 48] 1k AR 246 5 A6 R FH S o 7R 9697 I 225 9, 524 35 205
AR R B R N b 2 (2. 5mg s 5mg ; 10mg s 15mg s F120mg) 4 N5 72 Bl ALK o T 6 44 52
W e 6T B, HF BAE AN TT I 2 A7 AR 2 /D4R P (washout) .
[0156]  FEVRYT JE AN I BRI 11 IR ZE 24 R 0B IR TLE 1R 4 24 5t [ B 1l FH %) 2> R 24 40 e
B R F T 0 iRt FH BRI A6 TT i A a0 R VR TTA-— 2. Smg N Vb e iR A 1A~
UG FSC 1) 22 FEL R e B 5 ¥R 9T B - — > Smg N v o B JE AN 1A UG P 1 2 BB R i 3 5 ¥ 7 C - —
10mg fIN; b 2pe Fios B AN 1A UE C A 22 B 75 e 2 5 697D - — > 1 Smg N Vb S AR FE AN 1N UL L ) %2
R IR HE s FIVEITE - 20mg IIiE D 2 (BN 10mg I Vb 2 IR #8) kB A B W R R
R 218 : 00AMH 240mL ¥ 7K LU FL A ST 25400 - B 1 LEWI 98 249 4 it FH 2 i A2 JE i L/INESF P 22
Ab, VPR B ROK ARG 2 a4/ N WA it 6 .

[0157] ST REANEIT H B RE 445213, 7R 25 24 o 167NN A WSC £ I i AN PRV o FH T 1 e
ZiREN J1HBH BI, AUC Cpy Ty WL o« RBURHEE T R 3 T R S R A 40 A
PR WL 5E) o % FH T s 70 2 AUCRIC ., JEEAT 24 3 V8 LA - LU e R 25 P 9 11 24
REN F72F 508 L LR T 7 B0k IR (2. 5mg . 5mg . 10mg « 15mg F120mg) Ji HIise vb = ) 2
MR 2580 J12 S50

[0158] 1. 1 ARt FH AN TVt G i b o< i 254X 80 112 250
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O B6 R A TV 368 & Aok 7V 2 64 254X, 3h A 5 Ak

4 JUIT - ¥ 4 (N=10)
25mg | Smg | 10mg | 10mg 15 20 #EO9 %Ccn
AUCq... (ng-h/ml) o i LV. mg | mg
Cax (ng/mL)' 90 171 346 380 539 | 669 0.98 (0.95, 1.01)
Tax (hr) 61 110 232 212 382 | 393 0.95 (0.88, 1.02)
FA 1, (hr)® 0.5 0.6 0.5 - 05 | 06
. i) 1.5 1.5 1.6 1.5 15 | 1.6
[0159] ;L;;,)( e 461 488 476 438 469 | 499
CLg (mL/min) 43 45 53 53 50 53
F (%) (90% CI)* 196 222 250 208 234 265
92% (0.86, 0.97)

P 2 F 10 mg IV 9 Co (ng/mL).

P lEdk,
SEeTHk.
> 3FF 10 mgIV 4 CL (mL/min).
ARt F 10 mg LV.AF A MAVR A, AT A e0 A (E 10 mg)8) IR AUC,.fi.
A g RS 55 69 7] 5 e ] R4S,
[0160] 17 H T (o sk it 5] 1 Fh 3 A 58 0k 1 AR SF) & (2. Smg 5mg + 10mg « 15mg F120mg) J& i
P& VD 24 B AR 357 M0 2R FEE - N TR AR 00, , e 7K 28 A $8 767N AL 27N 2 TR] i A2 4 o (] 2
AN T B ARGR R (2. 5mg \5mg  10mg  15mg F120mg) Ji5 MM VD 2 i) B AR 14 1L SR 94 - It
(AL o
[0161]  Sjsif5)2
[0162] Wy Ny vb ot FH = 1 J5 8808 Residual Effect) HITFEAL
[0163]  ZHIFAAEXNE A (double-dummy) B AL 7 P 70 % HE PR 022 B 750 % i
) BRI B 1 3 e B A SRR 7, B S A AR A RR 22 4 59 1 R 2 1 32 i3 v B T ISR 25 (open-
label) 5555 B JA BABI 70 o 4 520 35 BE AL 70 B 22 3496 9T GRITAVIRITBRNGYTC) i &
— A, IRV IT AT 3ANE T RN BAAE X7 it H o o TR 97 A, 523838 Halic s 7m) 21
Be¥b 2 10mg s XF TI697 B, 32 H HACHR &= ) 9 P8 v (Flurazepam) 30mg ; 3 H X T-1697C,
AR FRUSC R B ) 2 B R o R B A 2R LR AE AR I TR B 11 ARt FH 521 AE B AN V6 97 A 3
TR M 25 25 B e AR R B 225 24 5 ~ 36 /N (BE3 R I /=) fEAEAL - 2 51697 I -39 %2
REZ 5 7 HEIEIT A A% B 6Tk vb 2 PK, 78 25 1R B9 5= DU 8Os 25 1)
77 3 0 AR it FH B 7 & B I v 2 10mg (KR TD) « fEIESHR YT B & 2 RIfFE 2 14K
R i BA - it 98 2 5 8 LG R 7265 %5 FI80 & 2 ] (R R 1Y) & 4F 53 M Al itk =2 il 2, Horp
{8 G K5 AOIRAS Mini Mental Status) N24,1&H A& /b55kg. A 52 3 F2U 1 0mg F iR
W —IKE I FEFN30mg Y F PG (92 X 15mg I FEFRAL) |, D9 s b 2 A GeU VG v P 5 42
ALV L) 22 B
[0164]  PPA ) 32 S22 R B HE 245 20 3N 70 % (pmés 245 J5 HRS #iz 2P R I (psychomotor
performance) «ic4Z /7 yER JI AT [ REHE I &) s vbac 254380 Sy 2 g o 5 F 3
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TR kB I BiFE] (Choice Reaction Time) Flllg St IA efl & 14 (Critical Flicker
Fusion) , NP2 (B F 5 10mg) 7E45 2 J5 97N AR H S s RN , T3 14 225 s Pa v (30mg
FAFRIEE) AEAH [F] A I s I 2 RN o e Ak, I b e AR A T R R I H A I (22 O B
A Y& AR 38 (MSLT) 3 7475 & #e ik (DSST) VIBEE idAZ J3IHER - B 4K 345 (Body Sway)
FIF| 2 HEAR PEAN 0] % (Leeds Sleep Evaluation Questionnaire)) b aAis HATAA J5 18 250w
PR

[0165]  ARAHHHEL AR N G1KE IR 2 B3 R 05487 T AN B ik 55 A0 7 S50 >R f 8 AR SCH s 1) B
PRSI 7 28 BV 22 55 R o S (1) 4 [R) 4 s I A AR 22 SR W 7 o
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