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i TR A PRI R 2 BRAE /DN B S IR AR A 245 B 225 S IR AL o AN 2 FRAR I 200, 51X —
VE FNLEE S8 VFVR T 2 FhHR 50 0 0 AP 15 o 1 L6 15 AL 5 (H AN PR T2 16 HR AR08 A DG M 5 B
AR | P AR AE

[0008]  [H R I AFFSW0 2018/0555724iR | LACEE ALY AILACEMML P 2542 &40
SR, WA SR 7, LACE AL A - LACERSA b M B — 25 W e Xy R RIS AR 7= LA B At , W R
L AR E M A A o 1, LACES A BLAT TG 5 T e 1t A v W Rk o 45 SR , LACE UL
VL 75 BEAEARAK 2 8 TS0 T DR IR AL EE 26 1F - LACERAL ) 3 B A DA KUK < L mT e i
A AL I TR BB 73 TG S BR 1N 8 Ak o (R B, 75 BEERE AU I LACE R 3R =, il o, ik
T AT sl di B 2, a0, BT ik 4 i T2 QAR A0 2 i) £ T 20 DL b A 78 il 2% 25 VD I
] it B L 2 B S o

RAARE

[00091 AR WA B K fi < PR N i ) 2R 7 20 g R X, ROl T2 MT57% , BLJZLACE
252 50 B P A PRI T IR AR 5 10 vk

(00101 #E—ASSEi il , A A B FR AL 7 — At o R HE G AT R 2, LR LR 454 -
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i B P 2/74 T
0
1
BOLE N
[0011] s
s
[0012]  FE—Sespiffilrp , A 4L 7 —Fh (R) O % FRAE A8 IS FH 2R R £h , L R A DL N 45
¥ :
o
JOE N
[0013] N \/\OJK/\/,,‘,
[0014] HAFE/DZ90% . 2/DZ195% 2/ 24196 % B /02197 % £ /D Z198% (5l /b %)
99 %6 X LA ot 8 R RS A 1K o
[0015]

S .~
) 4/ o)
[0016] N

(o]

FE— S, AR B FRAE 1 — Pl o R AH ol e A e R 2, LR LU 454 -
o)

S-g
[0017]

=3

FE— LS 5], AR ISR T — A (R) B3 3 PR AE B M AR A R 26, JL R DL N &6
1

S-g
[0019]

[0020]

HAZEDL90%  EDL95% (B /DAI96% (B DAITY% EDY) 98% (ELE
99 %6 % W A st (IR T AL
(E— AN, AR B AR T — PR E RRIH AR 3 , 4- Rk
PLR&EH

41

KR EL, AR

[0022]  7E— LSt 5] ohr , AR ISR 7 —Fh (R) Bt BRAHGNES , 4- —FRd R PR &L, HLH
A LU 45 -
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OH D

=8
[0024]  HEAFFE/SLA90% . E/DZ195%  E /D Z196% B /D 29T % B /DY) 98% B E DY
99 %6 % W st (IR A
[0025]  7E—sesjifsr , A BH Rt T — i 2 B AR A S (LACE) FH R I 25 1T i A4 T =X
A, AR AEAE T XS R AT B B 921 .9.24.9.25.9.26.7.27.1.30. 4. F132.14+0.2°20f4)2
O b B = AN 2 AN 7 — LS5t 491 7, BT IR LACE FR 2R IR &k 1Y) o A4 T2 SRA B RFAIE 7
T XSHRATHEIAEEE11.4.15.2.18.4.19.0.19.4.19.8.21.9.22.9. 24.9.25.9.26.7.
27.1.29.6.30.4.32.120.2°20[20fF A0 B A VYA AN N A BRAGANIE o 78— 8 S 451)
W, BITR LACE AT R £ 1) S AR T SRA B 5 B 4 BT PR X 200 AT B3 PR B AR L A TR 9 X
SHERAT AT 7E — BB St 51 , BT iR LACE FF 2R R R 26 1) R L :RA B S5 7 BT 36 A
FHIF FIFTIRIE 1
[0026]  FE—sesTjifsr , A BHFE At T — P 2 BRI A S (LACE) FH TR R 2k 1y i A4 T =X
B, HARAFAE T, XS 2T S B (1 7.7.20. 7,21 .4, 24.3.F125.37+0.2°20[(120{8 kb A
BT 2 AN FE — B S5, TR LACE F 2R R I 6 (1) & 44 T U B I R AE 28 T X0 4R AT
ST 7.7.20.7.21.4.24. 3. F125.37 0. 2° 2011 2048 b A DY AL TL AN 7 — o5
T3, IR LACE HH 2R R 355 1) it A T2 2B R A 58 Hh Bl (1) XUi Bebn AR AT 5 1l 2 A E A
[ ) X5k 42 T S ] o 7 — BB S it 4] o, TR LACE FPY 2 I 26 1) i 4 T B LA 5 1 9 s i
A LA PIFTIRIE 1 o
[0027]  FE—esjtify)  , A BB AL T — P < B I B R R R IR 2h 40 5, IR 4154
8 3T AR R A /D90 H 5 % (I LACE FF AR R 21 45 i JE B
[0028]  7F—LLSLhti b, A BHER AL T — Bl & LACE F B 2 8 10 df A4 B XA 77325, Pl
BB IR P N DRI LACE FE 2K R 2L 1 v, A LACE H 2R B R Sk 465 5t v di IR T
A AE— Bl 5], ik LACE Y ZE R R 2h A VAR AL T 2925°C
[0029]  #F—LLSLhti i b , A BHER ML 1 — Pl & LACE F B2 8 1) il A4 JE B 7732, Pl
R 7 V5L FE A LACE FE 2B 1% 35 1) W R BB VWA 1 2K T 2910°C , UELACE 2R R h &5
b N A AR T 2B o 7E — RS 451, BT T 2B HE K LACE FY I R £ O VA VR Bl B A H1 &2
K&T4°C, UAFLACE FF 2R R 2 £h 45 & i AT (B o
[0030]  7E ety , A BB AL 1 — e < R JIE B 2R s 1 2 1 o A T 3, AR AR
T XS AT o A 1 4.3.12.7.18.4.19.0.19.9. 20.6.20.8.21.3.23.3.24.2.25.5,
27.6.31.4.33.2.35.0.35.420.2 °20[20{H AL BA =4 DU HAS SNV BCE 24
TE— LSt 5, LACE 2R IR 2k AT 5 B 1 Hb BT /s I XS 4 AR AT S PRl AR b A ) T X A 4%
T
[0031]  7E—sesjifsr , A BHE it 7 — P2 R AR AR 3 , 4 - — 2 2 R F R R 1) &t A4 T
X, HASMEE T, XS R AT AEIE [ 6.2.10.8.12.5, 14.5.15.5.16.7.17.4.18.0.18.6.
19.6.19.9.21.9.24.2.25.1.25.8, 26.8.27.4.31.7+0.2°20f20{8 kb B A=A DU L
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A A BT AN 7 — e st {5, LACE 3,4- —RRIEEHRR T B A S5 130 FrR X
SRR AR AT B E A AR TR ) X R AT 5 1A

[0032]  7E—sesidfslr , A ISRt T — Fhib) 45 i SF BR IR BRI (LACE)  #h 17732, Firik 77
AL LACEE ALY 5 R I B 4 8 5 [ 87 o 7 — S St 491 v, BT el 4 S 6 2 A 2 i A 2
7E— s v, AT A R 2 % B | DL R AR B B PR « AR  FF AR  F13,4- 8%
SRR o TR 8 SR, BT IR I N AE A 38 B IR SR 1EAT o 78 5 AN R S SR ) v, BT i
VTR DA R LR AL TR L 2 S 2 R R E 1) 45 LACE & 1) J7 355 1) — & Si2 i 451
b, LACES L4 5 TR 1 10 42 J £ 1 [ REFE0°C F22930°C VB4 53R L B 2120 °C 28 2925 °C 1 i
BT

[0033]  f7E et fy] o , A BB AL T — b o5 2 R IH B (LACE) PR R R 2R 1) 7
I, TR 7 R B LACE R ALY 5 F 2K R BN 75 JC KV 771 R SO, BT TG /K I 75113 15 el DA
N2 TE K AR e K B S FTE K 21 o 75— S St ) b, i ik TE K I 2 TE K A
el o 75 & AT S, BT IR [ RIAE25°C N GERE 2 D24/, B AR /2,34 815 K

[0034]  7E—Lesjiti e , A BB AL T — b o5 o BRI R EE (LACE) PR Rl R 2R 1) 7
5, TR 7 R

[0035] il 3 R 5 9 Ao TR e AR 3 71 P I ELAT et PE BRI A7 AE T OB, B ARV AL
T S B HR R A

[0036] g Ffr s i A 1) 8 < g H i) 4k 55 RELAR FR R it I 8 4 34 70 ¥ 771 v I ELAT i B 7
HIAFAE N O, A= AELACE FH 25 R &

[0037]  FF—LESLRf ] b , B IR I A 51 A e s KR o A — e S b, B SR R SIS AR
N AE R A HAEBR A7 AE N AT o 76 — S St ] vp L A% 2 IR 5 3% AL 77 ) I B AE AR T 25
C RS N AT o AE— Lo S A5 Hh , 7 Ak IR R = I TR A 5 LR R R T R R 1 I L A ¥ 71
o ELAEBR A7 AE N 3T o 7 — S St 45 o, 3% A TR B0 2 TR v (8] R 5 HEUR R R B R 36 1) Je
AR T25°C VB T30 C IR & R HE T .

[0038] 7 — LSt 5 1, 8 VS NPT MR R HRTE HH i R IDK M m (] A, I ELK
1E 55 R R 2Rl 26 s B 2 R iE— 2540

[0039]  FEAFE LA , B - R 55 & AL I i B 2 - FR R DY Sk o 9 HLZEN, N- — %
B O R MIAFAE N 3T o 75— SE St 451 o, v A (4D = 1 P T A 55 R R A Bt G 5 1) I I 7
i AR 2 B FR G A B 2H 7R R O ELZEN N- R TS R AR AE R 1T -
[0040]  7E— et 5] b , BT ik 75 vk ik — A0 45 P VS M R Ab BELACE H 2R R & , (T ik b L
R LACE F 2R T R R VA R AE Y 71 o

[0041]  7E—sesjifsr , A BHE T — Pl 2 LACE R 2R il 2 R 1 45 i T2 =B 54, B
ATV

[0042]  JFLACEH R g £5 Vs Al 75 28 — 1

[0043] 4 28 ¥ AN N B LACE FH R BB IR 1 75 BT 18 25—V 77 b s

[0044]  ASLACEF ZRA#ER 25 2 — VI AN EE I FIRNR G A RLT 10°CHIIREE,
[0045]  DJ{§iLACE F R IR b 1 435 & TR B4 s

[0046]  #F—LLSZt | h , TR S — VA 72 O N5 OB K B ER A, F BT 55 155
ST TR 2 T M 6 AT S DY SR s VR A

12
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[0047] £ —SEsjta sl b, A A BHAR A T — Bl 2 LACE 2R R R £R (1) J7 % , Bk 77 v A4t

LACEG ALY 5 ZR B BR AN AE 3% 1 ] DA R 2L P 2EL 1A 7 H I 87 = TE 7K PR B I 7K PR L RIS 7K
LM

[0048]  7F—SLsZiti i h , AR BHIR AL T — RIS LACE 3,4- 3K IR T 7k, BTk
THFEEFEFLACER MY 53, 4- —F2IE IR RN TEIE Bt DL R 4L i 2 i v 70 v I Bz = TE K
PR TEK FEE 5K 2

[0049]  7E—LLsjfafy] o, Bk R B AE25°C R AT B /D24/N0E , BiZ /D2, 3.4 85K .
[0050] 7 —sesjtidslrh , A BRI T —Fh G S, HoAL B A R I i < R A
FR ORI R 8 B S B EL B T R R IR 2 DA R 24 2% b mT 252 ) R 571 o A — e st g o , Fridk
MG A BRI B alip) 1 2 3 B IE AR e PR 2R R o A — e S , 2594

EE - B B Al e B o B A R R R £

[0051]  7E— LSt 5 o , o Bk 24 0 25 & W i Fsd FH IR0 FH %

[0052]  #F—desijidsrh , A BER AL T —Fh 25 &4, o it 2 IR AR R 2 VAT
[0053]  7E—esjtify)  , A B R AL T — P A SCRT R I A E ), Fik 259461
H 697 Z4EHR .

[0054]  fF—desijifsl , A BRI T —Fh A &, AL Er e

[0055]  fisi 3 R I A i &%

[0056]  FR 2L -B-FARIAG

[0057]  fFifhhik BEH,

[0058] T3k Hbkf & 5 77

[0059]  ATiEHbZZ ph 7,

[0060] T3 Hh By &7

[0061]  #—Lesijifsl , iR 25 2H & a5

[0062]  £90.5%w/vZEZ15%w/v (T 1 F B AHFRER) 1) BTk i - B AH AR e 26

[0063]  Z)1.5%w/vEZ125% w/ v LN = -B- I HIFE

[0064] 0% w/vEZ)1 %w/vIF 5K EF,

[0065] 0% w/vELI1 Y%w/ VKL E 7],

[0066] 0% w/vEZLI Y% w/ VI,

[0067] 0% w/vEZ210.5%w/ v 55 .

[0068] 7 — LSt 451 1 , BT IR B = IR RELA I Ak A TRt o R FEL Bk B PP A e I 2 = TR ALl
BTHLL 47 Tt 3 TR LBk B 2 T TR 2 1t R MEL ARk i S A ) o 7 5 S St B v, BT AR < TR IH

Tk T 2 A2 Tt TR NEL AR 5 PR R R 3 o 7 AR SC BT IR AT — St g o, o PR IEL R e A B2
(R) -t =% & I B -

[0069]  7E—sesiifil , Brid 254 &9 5 £90.01 % w/v R 2920 % w/v RS EE AT 5.

TE—Se syt o, BT R S R TR B R DL N LR 4L R 4 R AR R R A .

TEAE R St R, BT IR P R T R B Rl A 4 2R TR RO 4 o 7R S AR R S A, BT

7 PR R Y5 700 B, B R TR P R AP A 3R TR R 8 S TR, T A R R R T R A b AR R N
HEAHR,

[0070]  7E—esijita il b , BT id 245 M0 2H A 0 B 2 TmMZE 25 300mM T 5k 5 751, BT ik 5k 52 751 i
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H LN e 4 s 259K B0 AR B 5K BE R S R G o AR 8 St R, B ok FE R
LA ImMEE Z1150mM - {1 F A7 AL S AN S B SR S0 B0 2 DA 29 TmM 2 £1300mM
(R B 3% E B DU 2 R A i) o B )« R I S A e S TR S o AE AR S STt 5, B
gk FEFE B B DL N R AL AL ER B G e RE L H T R LR A A
TAME T & SEREAR R, BT IR 5K EE RIS A0 01 %o w/v &= 21 %w/ v & I &AL AN AL B . £
FIAMPVRE E ST iR ik FERE A E SRR MO 01 % w/ v A1 %w/ v B E AN
[0071]  fE—2LsLyt sl , Bk 254 S5 290.01 % w/v R 21 %w/ v G ] TE4F 38
SERE I, BT iR gz vp57)3de B B DL AR 4 - iR Eh o v 3R] (8, BE R SN — /K& T
IKBERR A ) « L BR Eh G2 bR KT AR R Th 22 ] WG Sh 22 ) LA JCHBSS (P e -7 £ %
¥ (Hank’ s Balanced Salt Solution)) .{EREESEHfE]h , Brid 22 576 & 2 BR 2L, il an,
LR AE Sy AN R 8 SR, PITIR 22 iR AR E 32 L IR ER G il

[0072]  fF—sesijtifsl, Brid 29 -GV HA 21435234 . T L,

[0073] 7 —LESLj e, Frik 25 A G 5 0% w/v R 250 5% w/ v 97 551 o 7E45 5 5K
Tt g, B B T 750328 B B DL AR 2 R FL A LW BLR VIR \ S IR S ) o FE R B S
g, BT IR 25 S AL R LR - AE S AR E St E R, i 29 S AR A
FEARTBIT 55

[0074]  fE—LLSTififh , FriR 25 WA S A & AV e U8, a0, N E TR -

[0075]  fE—RLSLyt 5 , AR ST IR K 254 G WAL & 2R HL e o AR St ol , pirid
BB R, 3 H I A Frid 254 &0 2 T e W B S 2 72 4060
o [E 25 L5 JE R (US Pharmacopoeia preservation standards) .

[0076]  fE— LS5 , BTk 25 W) 2H G 0 B0 2 o R NEL Rk s 2 ) 20 1 - 2B R Y == ) & 1)
PR3 - B- IS o 7ERE .8 S5 R, B 25 0 40 W60 5t < B HEL B 5 25 55 B /R 1 = 1)
FR 2L -B- IR .

[0077]  FE—LE S 4], A SC Rk () 29 H S W A £9250m0sm 2 29425 mOsm ., 2L 2
250m0sm %2 2330m0sm1] 12 12 [ JBE IR K

[0078]  FEREsE Lt , A BRI T —Fh A &, HAL 5 e

[0079]  Z250.5%w/v ZJ1.3%w/v 212.3%w/v £I3%w/v 214 % w/v B 215 % w/v & T
PR RRAR ) P B E Bl i Y R AR 26

[0080] 245 Pt fint 3 I JIE i 1 =5 JB8 /X 1) 2 1 68 TR 6 - B - IR A,

[0081]  Z50.1%w/vEZI1 %w/vEIEALEN,

[0082]  #50.1%w/vEZI0.75%w/ v FE A FE LA 4E 5, DL

[0083]  £0.01%w/vEZ10.5%w/vH LR TR HH,

[0084] M Frik 25 WH GV R A 214 .38 294 . T pH,

[0085]  H.rp Firid 252 & W) A £1250m0sm & £)425m0smf) 535 I BE IR IKR

[0086] M. prik 5 G A 5B IS EAR SN, 3 H

[0087] v pfridk 25 W40 & Wi /& FH T 0 B8 B B A1 22 70 B 2H 6 W) 56 [ 24 B ) TR A
[0088]  fE—LEsLj | , BTk 29 G 291.5% w/ v 292.5%w/ v 213.2%w/v 2]
3.3%w/V Z16.3%w/v 216.7%w/v  Z4111.2%w/v Z111.5%w/v £]15.0%w/v. 5 £]19.6 %
w/ VIR TR 2 - B- TR
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[0089]  #F—Lesijti i , AT IR () 25 M0 2H & W e o R K I o

[0090]  FEASCATIRMIARAT 54L&, Bt - BR N B E £R A% &R 2 (R) - il 3 FR IEL Ak
il £h |

[0091]  FF—2esijifsl , A BRER AL 1 —Fhid e DLk B i 25 WA & i 7 v

[0092] Vg — 5 £ PR = T IELBRH 6 25 152 TR 22 - B - PRORIDAG 4R n 1) 7K Hh DA 1] 48 1t = PR AEL Bk i
AR P 2 - B- BROWIAS H VAR

(00931 ATzt HivHs 5k B 7] ki B 115 7] G2 1) s RHIBTT JE5 7009 m 281 P i 7t < R REL Bl A R 62 TR
Be-B- WG I

[0094]  FHFR BB U 55 pH,

[0095] T3 HuiZs 7K LK LACE 25 iy ik B 1 15 28 S K 2, DA

[0096]  fFadk Hb oo} Bl ik I VR 3EAT K B ASR A ik 25 A &40

[0097]  #F—sesiji sl , ASCHE it 7 — st DU I R I ) 2 S

[0098] Y4 — 5 f5 PR = T IELBRH 6 22 N2 TR 22 - B - PRORIDAG AR n 21 7K Hh DA ] 48 1t = PR HEL Ak i
AR P 2 - B- BROWIAS H VAR

(00991 ATzt it 5k B2 7] ki B 115 7] G2 1) RHIBTT J5 7009 n 281 P it it < R REL BBl A #0562 TR
Be-B- WIS I

[0100]  FHFER BB I 55 pH,

[0101]  AFIEHuES /K LUK LACE 25 iy B 1A 15 28 S K 2, DA

[0102]  fFadkHboxf Bk I VAT K B A S L ik 25 A &40

[0103] 7 —LLSLhti i b , A BRI AL 1 —Fh H TR 7 BRils 5 S8 A0 45 495 AH 5 1) 95 1 e
WG 715, Frid 77 v B4 1) 28 255 R it AR 8 A% SC R ik I — SE Tt 250 40540

[0104] 7 —LESLRt b, A BRI AL 1 —Fh H T8 7 BCRY7 5 S8 A2 495 AH 5 1) 95 1 B e
TS0 5 v, BT I 77 v B0 46 n) S5 8 IR it FH DA H 70 9t = PR MEUBR I 25 < 290 . 1mg 22 4] 5mg
FR 5 PR HELBRUIE L 20 . 2mg £ £ 3mg FA S PR IELBRIIE L 20 . 4mg 22 292 . Smg ) Bt 3 2 HEL B
5210 . 2mg £]0. 4mg . £]0. 5mg . £10. 8mg £J0. Img . £ Img  ZJ1 . Img £ 1.2mg.ZJ1.4mg. 4
1.5mg #J1.6mg £)2. 1mg £)2.4mg£12.8 mgELZ3 . 2mg I = & NE B i »

[0105] b Brik i 2 BR A B i 52 2R B 20, ik £ =ik B B DL 41 i 20« B = IR I
P FH TR & T <1 R LTl A T PR 5 e <1 R MLl 5 S AL A Bl = B EL Rk B Ak 471
[0106] 7 —Hes st g v, m] vt 26 5 Tt FH R B = PR IR B B, i 38 ik = PR LBk s 52 AR 40
AL IR AT — SE Tt 51 1 25 P 2H - 0 T 2o A — L S5, Bl iR 77 v AL n) Bl ik BB
AR Tt FH DA T A 1) PR < T IRl FR R G 26 - 290 . 2mg 22 49 Tmg L BR 20 . 5mg 22 29 5mg B,
£50.Tmg 2 %93 . 5mg . 5520 . 3mg £J0. 6mg . £]0.8mg  ZJ1.0mg . ZJ1 .5mg ZJ1 . Tmg . ZJ2 . Omg . 4]
2.2mg 212 .3mg %12 .5mg Zj2.6mg %] 3.0mg.Z)3.4.%413.9.414.5.4)5.0.416.0.842)
6.7mgo

[0107]  #F—dL Syt ol rh , AR R AL T —Fhde s A 77 Z 0032 1 7 1k N A g
(DCNVA) 775 , Bk 77 92 A4 B it FH A 2080 B RO AR 98 A SR iR AT — St ) 25 05400
TE— LSt v, PRAY 1 52 1603 A R DONVA H JE 2R 1 A4k o 78— Be st 451, 45 17 323
AR DCNVAQJ%@%E’J’}E@C fﬁﬁgéﬁfﬁmqj FIriRDONVASR /5 22 /D 1A - BE 2 /b2 7
BB D3NN FRE B AN TERE (B R DS B
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[0108]  7E—sesifsr , A BRFE L T — Ploke G 75 B0 52U 1 it DR AA 11 4 i 1
Z/00. 1B (D) 515, Brid 77 2 A48 HR it FH A R AR 4l A ST I AT — SE i Bl 1 24
WG o AR 8 SEE A P, B et DRAA ) T 15 B2 38 n %2 200.2,0.5.1.1.2.1.5.1.8.2,
2.5.3 85 JEGSE.

[0109]  FEAR SRR AT vk, 2k S S S A 35 40 A D% 110 52 0 B A5 4 S 52
it 451 1, BT i 55 SR A 33455 A O 1D 9 9 BB 1 A o2 A B B 1 P 910, BB P B B AR
P

[0110]  7E—Lesijitafs) o , AR SCRT IR (1 25940 G 5 2 DA Sk A i) — Fhal 2 .

[0111]  HAF TR ZWAEEME25C FEFI0EZ FBREEDIS% B 96% &/
97 % B %2 /98 %6 [T 4 F: () = P AR

[0112]  H AP FTRZWAEEWE25C FEFI3HZ R TR DIS% B 96% . &/
97 % B %2 /98 %6 AT 4 1 () s = B AR 5 5%

[0113]  H AP TR WA EMEA0C FEAFI3HZ FBR TR D80% Z /A 85% . &/
86% 2= /87 %  m & /88 %6 1) M1 Uh B 1) i~ PR AEL A

[0114]  7E—sesTif b , ASCHTR I 25459, 2 T % i, 72 A AR B R 1A
I 29 SR KR e BRIR FER /b 2f & /b 2. 505 B /03 % B3 565 . /4
5 B B DGE B T E DS B DI B A 1045 1 I K KB S BR K
(Cmax) »

[0115]  FE—sesifa ol , A SCATR M 29 &9, 2t F T I, 77 A2 R L8Rk B O 8
R 2 A E KR BRIRE 2 /D2f5 B /02,5 5. B35 /03 55 . B bAfs,
ZOSERD6ME EDT 5 RSB DR A D LORS B B K R o TR K
(Cmax) o TEAREE S , Bkl BE AT AR FR N S F B AT 4 R

[0116]  7F 4% 5 St 49 h , 24 LA T LACE Y HPLCUE i R i, A SCRTiR I 25 41 540
BWENFL2% NTFL1% NTFL0.5%NF4) 0.4% NF£90.3% /N TF£10.2% B/
F£50.1% HILACER 4 & W Fibr o

[0117] 7 S B () ELAA 2 it 451 4 DR DA T 4tk JEL o sz i 43 ARTAS ) B2 R = (1) B 93 400 %0 9 3R T
A1 BT 5 W o

B [=115¢ BA

[0118] P14 M 1 1 B AH B 2 A £ 1 45 T2 SN XRPD A

(01191 [EI24R Mt 1 < 1 JIEL ol s 4 ik P 6 ) 22 s Al R A e T I
[0120] &I 3FRAIL 1 i = IR NEL Bk 6 - Bt I £ FF) #AV EE B ik A i 1
[0121] P44 M 1 1 7 BR AE IS P 2 R R 6 405 0 1 aRA R xS AT S
[0122] P54 M 1 LACE R FRE IR £6 1 sCAR) Z2n i B AR A I
[0123] K64 Mt 1 LACEH AR IR £ % sCAR AL & 73 i v i I
[0124]  E74R M 1 LACEH AR IR £ sCARY AL AR M 2L 41 (FTIR) itk
[0125]  PI8HRME 1 I v B AE A A R £ 1 SUBI x T 2R AT 4 1
[0126] P94 M 1 LACEH AR R £ 1 sUBAY AL AR M 2L 41 (FTIR) itk o
[0127] 10326t 1 LACEF 2R AL #h /K B ZE s il E TR A i
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[0128]  FEI1142 4L T LACE FH 2R A4 R £h 1 =BV # & A ik o 1

[0129] 124845 T 7EAN [ S A T ANTE AT AR il XRPD 73 A A B 3 R A B HH R B 7R 28 11 7
HEATY W EIi NP

[0130] [ 13424k T B 2F BRAE ARG , 4 - ¥ FE 2K F R SR 100 45 b B R xS 2R AT S

[0131] P14t 1 A~ B IR AR NE Ak 40 1) &5 it T 2P SR R AT B IS

[0132] 153844 T MLACE F AR R £k . BAC . FINa.C1C il it 2 15 ) Ak, LA B ok | A 5 F
ARBAPREN 0. 02 % BAC F10 . 5% NaC1 1) 25 2% e i dit () S L6 A4 P X AT S 1

[0133] K163 Mt 1 i i o 5 J7 v o) o PO % T HELB I PP 2R AR R ). HPLC t 3 181 9 H.
ST R) A (S) FA AR &

B A

[0134] AR EMIHIE T “AAE" 2T EM 34 (B AN 28) b SE3L I HUH D Re
Fir 0 75 B2 DL SR H U D B8 VR T A I & I8 9T A A R TR YR DL R R R
AEAY, s FL AN T O AFAE B B AR IR & W FLEh I AR e PRI AR B, DL S AR B FE VA
7 A PAENR 2L B0 6 o R R G AN/ B IR Y e

[0135]  RiE “MRBHAHEAR I 2 F51d H T 5 AN A 3h ¥ i IR 20 2R 8 f g 2 A ok B 23 L )
T e e 8 B A 1) BB IR ACRE (55 B A A/ RS BEAHAR) B G i) 5B S Y A H AR A
LA/ BRI

[0136]  UnASSCRT H , & TR B RS , RiE “VGJT (treat.treatingdl treatment)”{E—
SE St 451, 2 FE e P T B A (RI, 0 Bl BH 1k Bl sl 2D g B H: 8 2 — Filfe RRE R 1
f2) AE /AL, “YRYT (treat.treatingitreatment)” ;& 8 IRAE B O 3 2= /b —Fh
SRS E, OREA e B3 A B 7 X — AN St , Va7 (treattreating B4
treatment) " JEFBAE S A& b (0, A FE I FPER RS E A EAEBR B (0, SASER R
SE ) B3 R R R B RS o AE X S — AN S, V89T (treat treatingik
treatment) ” A& i TR BAEAR 2 B P A5 B HORE R (1) R0 Bl Fe sl g

[0137] WA ST A, R TE “32 1387 5“7 48 A MEHE N FL3h, BFEE AR T R K
EFIL /NG N NI TN N o S et B v K e I L - E ) NI o2 5 9 ]
W R IE “ER T B S ET 2 18 B A SR e iE (BP e B AG) H HOKE MR IT s a5 1
N UNATSLFT F an SR 2852 3038 (3 e b B2 B el g &7 T IR IGTT
52 55, AR A FTIR A2 A E R AT B T BN AR 8 SERE R, 52 i A B DA 18 5 AR
N AE— LS, 523038 J2 L1402 41858 \ 445 B 24165 % \ 2145 £)55 % L £)55
L1654 \BLLI65 L7555 T RAE N

[0138] WA SCRr A, “HR 7 2 FRIR I AP 3R 1w, HAE MR BA & M (R bR ATss g
)= (bowman layer) JL i JG5# /12 (descement membrane) N J7) &5 45 HEFE (cul de
sac) M-I G4 (RPAIESZ) .

(01391 AR ST Y, MR ot FH 5 R R vt FH 1) S5 LB 6 R B8 Pl 350 2 it P 0 HIR R 1)
B 3053 WA S 5 16 &5 M3 AR A T - SRR 5 Ak (R AR %) o

[0140]  4nASCAr A, “22 5517 2 FRHR I TC ) & , G A0 355 P it FH 1 25 Y0 406 W B 6 28 O
AN 250 o AE — LE ST 5] b, 22 B0 W DAR 25 B 2590 2 1 B B IR 2EL 43, aniy s 771)  pH i =5

17



CN 113387923 A ﬁﬁ HH :I:; 10/74 7T

7R 7 A G
[0141]  4nASCRT F, ARVE 407 R TR E RS Dy TR EE+10%
[0142] A SCR A, 2 a7 S 45 B AR AL S LSBT G AR 1K) 201 D /B
BT ISR 22 (B HES A A
(01431 AT, “VE AL R F Rt — 2D B 2 B b A 4 R v 18— Al Bl 22 R i 77 )
TR 1SR R/ B T R A T R R R ) 23 R DR U HES AT/ O HES
FAE AT A S A s R R BRI A TR R AT 7 7 0, B R A TR R
T3 B A T e H VA A R s R ) 8 3 45 Sk AR AR AT VRN 2
T ALACE T — RV BAR I VAL S A% 251 B
[0144] AT A, “Hedn 7 2 F N B E WA BUE 2 DN AFE 7> 1A/ SRR
IRAE SRR B T AL A DI T PR G it BRI [ 445 o T 38 P AN BCE 2 A ANTR] K 901 A/ B0
TUAWIEE T2 B, LACE: 3, 4- IR IR 5l LLZ HAGNa-3,
4- “RHIR R AN NaCl 3L A4
[0145]  WASCHT s a-r- B IR (R) - Bl MR A48 FAT L R 45 # i a-r- B R -

0

[0146] (\L%/\)LOH

s-S

[0147] AT, R) - B FRIE ARG 2 45 LA R e+ - B S B AR B 5 - - B 3 R
L B -
9 |

[0148] (‘\L’?’\/\)Lo/\/h‘\

S-S

[0149]  4nASCET A, (R) -t ¢ BR NE A 5 2 48 B T U - v - B 37 BR E B i 6 e - - B
PR AR R £, Horp X -2 i 1

0 P
[0150] & o/\/’;';\

o

(01511 W AR H, “H X (tosylate) ” £F54-H KX L (4 -
toluenesul fonate) If H “IKEEFR £ (besylate) ” EFe KRR £h  (benzenesulfonate) , B H
YENHEFRIBL N 454

[0152] \O\S,O' FH 2R T I AR

SN

[0153] @\S,O‘ R AR

£f 3\

s-S

[0154] 4N, “To e " R TR A S5 S 70 1 JE 1 A/ B R [ R L e e R
[ A A S 7 B PR XA 2R AT A 1
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[0155]  GnARSCRTH , 4ok T IS, AR A Ba i N rid e R T &
Vi) R B K T90E & % , B3 K T°90.91.92. 93.94.95.96.97.98F199 # & % , 3 Hik
BFESET 21008 5 % ) LACERI 4 . HoAR I MRV & 4 & Wi — Fhial 2 P Ad g 20, A/
B2 B 2% JoR R / B R ) % 7 AR R I T 44 5 48 4, LACE R 1 &5 T ] DA A 2 R
afi iy, DA B 3 ik AR AT I ) 2 6 R S 2 52 1Y T BRI A K 90 E 2 % Al
FE, Horp AR /N T 105 & % BIAH R A LACER — Fh ek 22 Fh HoAth 71 20 R0 /B8 52 B 44 Joi A/ 8%
T 2% .
[0156]  GnASCHT Y, “HeAR BAR” o0 T4 B & W fd I =R 40 40 oh 41 &1 22 /90
HE%, A4 K T90.91.92.93.94.95.96.97. 98 FI99HF % .
[0157] WA H, EXEHDEW “HBHEBER" . ERESR A HEY
(modification)” . “Z B 8“2 & K7 v] B I B2 98 BA T s B i 451
(R < B ARG (LACE) shi g e i 2 e a0, e & i s 7.

9 |

[0158] MONNK
-

s-S

[0159] 745 € S, LACE G RXWATE R, B A DL N 454

@ >
[0160] & o ~ANN
e

S"S

[0161]  LACE#: A LA 270 %E 2 BRAS §h 1 3o iR ST Y, “2 B X7 L 2 de R B 3
A" & FEIR 55 LACE £5 1) 45 it 7K 5 W B At 485 T AL 40 o

[0162] 5 T XU £ AT S 0 B 1) AR T8 “JAS B AR R]” T 98 2% 18 S0 2R S e o7 B R o A2 S
P Bl R, ASTISEARN GG B U (57 B (20) K7t 028 B ) A2 Sk, Sl 8 2234027 1k
B 5 AT AN G4 HE AR L AR X 08 550 JSERE 7 Hh 2 L ) A8 S 1 DA R by 5 ot JEE L LR B e
A 8 AR ot TR G At A TR AR N B3 2 RN B0 PR 3 B AR S 2, I HL AN AR s 1kl £
[0163] A SCoe HY AR A 4b 22 3000 B A R om R AL I B 3 BL AL &1 R 7 R bnid
2o AR ARC AL S RAT A S S M NEoR S5 1 B 1 — AN AN i B A
0 JiR o B o B ) R AR o T RS NI B AR S e [ A B R
BRI R, 001 CL e ORI NG TR, B 4 B, A B I D5 B s s AT L K i
N 2 FATAT IR R A3 (S BB R A 2% ('l F010)) f e & s He P A7 7E
AU P 2 3 1R °C) Ak A0 o L) A7 2RI ik A P ) AR 78 (FMO)
J BB 5 A (1 FPHECH) A SR BA (i 1E L R W7 2435 (PET) sl
KRS 23348 (SPECT) , W3 25 s 05 AT D E) » B B8 (U PEIR T
[l A2 Z AR A AL B I 3 a] DUE R AR U EARN 53 2RI B, ] an s a4 1) (/) A7
FARIC AR ARBR A0 S 118 FH A R A A %

[0164]  UNASCAE FHAREVE “245 52 LRI 32 (07 e Fa 2 & B 22 AWV 3 1) AR L4L &40
MR LG AN/ BRI R I B R E A 5 NSNS W) 4 2B i A o v A i 2 (R 12k
A 3 BB S B A 7] R ARE 5 B 2 A/ KRS B AR o

[0165] AR FL AN GURF B A SCATR 1 25 W0 1 & W0 B AR — A 0 AR R IR EE mT B LA
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AN AL RN, B, EE /R (%w/v) =T/ ZTF (ng/ml) BER (M) B2 B8 /R
(mM)
[0166]  fiff = P HEL ek g 14 [ 4 7 =
[0167]  LACEE ALY [E AT 302 TE B T « 15 FE R IR 1 « AN R e LK 4 i 3 Uk ) o X
T 3UTE IR 8 1 1 RN A7 251 M DA B (1) 355 T 2 0 R 0y o AR 9 5 R IR B A 2 T 5K
SO T I ekl DA R A QAR SRR I R 4 A AR ) R
[0168]  [A Uk, £ — 5 [T , 4% K BH I BTt < B MBI 0 25 o 76— 05 T, A% % BRI Bt =BG IH
BTG £5 , BT IR B S T B e h 75 £ 5 1860 %6 RHIKT &2 R /N T 295 % /N T- 214 % /N T4
3% B/NT 292 % B /K 53 F/BAE 40°C R 1JE 2 JG R B 7INT-2 96 BB fif o 7EA4RF 18 SE it 9
FIT IR < e FEL Rk 25 A2 s I EL TRk R R PR 2
[0169]  7E—esTjifsr , A J BRIV 2 it 3 B MR AU 1 &5 i 28 o 7 — Se st gl o, AR B ¥
STl = B RETR I FF 2R T R 2 o TR AR5 22 S 451 v, A R BRI B — ol 4 ot %% < T HEL A g Y
FRTETR Eh o 704 72 S BB b, B o BR EL AR P 2R R 2k B SR LAl i X 7R S St o
i o BR REL B I PR R 262 LA DL N 45 M1 (R) B = R HELBR I P A T R 25 -

0

11

[01 /O/g\d ’!‘/ L

70] w2 \/\O’K/\/%,
[0171]  HA E/D290% 2 /024195% 202196 % /D 2A)97% /024198 % (a2 /b Y
99 6 S%of A Tk B PRI R e A A2 o FE R S SIS Tt A9 P, < TR BB PR R R SR B A B 2 (R) -
BRI Y 2R IR 3
[0172]  fE—BESEfd] p , AR AP Ko — it = 1 JIEL Bl S A R 1 56 o 7ER5 18 St A1), AR K
WA Jo — T 4 s B = 1 LG I A R PR 3 o 764 7SI T A5 v, Tt < TR NEL Bl P R Tt e 2 52 R A
AR R AR E SE AT, B R AP BRI AR PR B HA BL T 5B (R) Bt < IR BBl i
ERTICENE

=S

[0174]  HAFEDLA9I0% B ADL95%  E D 496% FE /D L9T% B DY) 98% EE DY)
99 96 o WA I B PRI R e R A o E AR S ST A5, B = IR IR B A i PR S B A B (R) - B
P& FH B e AR TR R 2

[0175]  fE—e S fs] i, A48 B I — Pt 7 BR IR A R AL ) R AR B4R (R) - AR 1R
FIELTRR PG OLAK ) o 0 4 S S A8 Hh o AR R B BT = TR EL TR A 42 1) 485 it 2 o 7 — 8 ST T 451
o, AR AV S — P 2 BRRE AR S 3, 4- R R IR h I A R0 2 (R) - o BR HH Bk g
3,4- ZRHRHR EL AR E L, AR IV R IR IANS , 4 - R ORI Eh 1 25
B
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[0176]  FE—SesTiifsr , A BHFE it T — P 2 BRI A (LACE) FH R fRd I 2k 1y it A4 T =X
A, HARAELE T XS R AT BRI AE % 921 .9.24.9, 25.9.26.7.27.1.30.4.f132.10.2°20f1]
20{F b B = ANEE 2 AN A — S8 St o] o, A B B AL 1 — FRLACE F Rt 2 £ 1) & 14
R A, HAR R T, X R AT B fE B 1 11.4.15.2.18.4.19.0.19.4, 19.8.21.9.22.9,
24.9.25.9.26.7.27.1.29.6.30.4.32.10.2°20 120l &b A = A PUAS A A
ANBHE 2 AN FE SO SAg Hh , AS R R BRI 7 — MPLACE FH RS IR 3h 1 dn iR T A, HEA
S 4 TR X SR 2R AT S P A A ] R X 2R AT S P o A — e S 5 e, BT LACE F %
FE TR A6 1 it AR T RA B S5 B 7R FoR S AR _EAHE FIFTIRYG 1

[0177]  FE—esTjfslr , A BR SRt T — Pt 2 B IR A (LACE) FH R fs I 26 1y i A4 T =X
B, HARAEAE T, XS i S B (1 7.7.20. 7,21 .4, 24.3.F125.37+0.2°20[(120{8 kb A
=B 2N A B ST AT AR B SR A T — PRLACE H 2R Rt 2 £k 1) vt A4 T2 0B , LRy
HELE T, XSHRATHTEIAEL [ T7.7.20.7.21.4.24. 3. /125,37 +0.2°20#) 2018 4b B A5 DY A Bk
FANE A —Le S, AR B BRI T — Fh i BRI AR (LACE) FF R M 2 5 1 i A T 3K
B, HREAE T, XS R T S EIAE 6 1 7.7.11.5.15.4.18.5.18.8.,19.2.20.7.21.4.23.0.
24.3.25.4. 29.6.30.9.32. THI20MH At B =AU LA SAS BN R 2 4MG 7 —
S ST 9 AR R BRI T —FILACE HE R B R 26 1) A4 3UB , FL B 5 I8 R Fs I XS 26
T S R JEE A A [) P XA 2 AT 50 P o 7 — S St ] v, TS LACE PR il 2 6 1) i A T (B AL
HHE O REEAR FARIPIFTIRGIE

[0178]  FE—Les o) 1 , A BB AL 1 — s < 2 JIE B s 2R sk 7 2 1 o A4 T 3, JLARRALE
T XS AT o B R 1 4.3.12.7.18.4.19.0.19.9. 20.6.20.8.21.3.23.3.24.2.25.5,
27.6.31.4.33.2.35.0.35.420.2 20 20{E AL BA =AU HAS AN EDNEBFEZA
W o 7F — e St 5 b, LACE SR 2 8 B A 15 I 1 o P P XS o0 A iy St PR 3 A kL) ) X
LATHE.

[0179]  FE—Lesjta o) , A BB AL 1 — Pl < I JIE B s £k 47 1) s A R 30, FLARRAIE 7
T XS AT R ARG 4.9.18.3.19.5.20.6.22.1.24.0, 24.4.27.4.29.4.30.2.31.5,
31.9.33.6.34.4.36.220.2° 20 20fH AL B A =N DUAS LA S B ECE 245 7E
—HESt g, LACEMIUL ) B A 5 K 14h Jlr 7 (XS Zeofn RATHT B B A EAHIEI X 5 4l
WK

[0180]  7E—sesjidfsr , Ak BHER T — P2 R AR AR 3 , 4 - — 3 B R F R R 1) & A4 T
I, HARAEAE T XS R AT P AE 16 19 6.2.10.8.12.5.14.5.15.5.16.7.17.4.18.0.18.6.
19.6.19.9.21.9.24.2.25.1.25.8, 26.8.27.4.31.7+0.2°20f20{8 kb B A =4 DU L
AN EANETE ZANE  AE S5, LACE 3,4- “R ARSI BA 5K 13
TN XS A AR AT S B J S B AR IR) R XS 2R AT S I

[0181]  Hili& LACER & 44T 20 J5 i

[0182]  #F—LLSLhti i rh , A BHER ML 1 — B & LACE F B 2 8 1% df A4 JE XA 7732, Pl
BRI BT N I B LACE FE 2K R 2L 1 ¥ v, LAAELACESS & v dm AR T A . 7 — 1
St ) R, BT IR LACE FF 2R R R 2k AR VA VR AL T 2925 °C o 78 — SE S 451 v , AR B34 17— Ff
LACE FZR RS IR &h fh A T 3CA , FLIE ik 00 77098 0 B LACE 2R IR 21 i i Wi, A LACE
gh N AR TE AT 15
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[0183]  7E—sesjifsr , A IRt T — Pl 2 LACE R 2R il 2 5 10 & A4 T =B 54, B
R 7L FE NG LACE FE 2B % 3k 1) T W BB TR A 1 2K T 10°C, DUEFLACES: & N dd AT 20
Bo 7E— LS5, BT 77 2 B0 45 44 LACE R B I 8 (1) T R B BV A ET IR T4°C L LA
LACE FH BB IR #h 45 &0 A i AR T 2B o 76 — S8 S 491 1 , A A BHAR AL 7 —Fh LACEFF R RS IR 1
i AT 3B , ol ik LACE FR 2R Al g 25 IRV VR BRI A A B AR T 10°C L BK T4 C T #1115
[0184]  7E—esijtify] h , A BRER AL T — Bl 2 LACEER 1 732 , B ik 75 VA B A LACE S
5 TR R4 JB B8 e B o 7 — S St g v, A R B (it T — FHLACE SR , i fHF LACES b
V)55 R 1) ol 45 i 2 S T i) 45 o FE — S SIS BT IR B4 S8 2R 2 B SR B R o A — e S it
B, Bk R A WLIR , U 2R R TR W RIS 3, 4- L IR F R o 764 R St vh , A K
SR T — Fhifil 2 LACE F R BB R 2k L LACE KR BR £k V5K LACE 3,4~ KW IR R0 7%,
B 77 2 B 45 (ELACESE AL ) 5 2R B IR Y CRERER £5)  FF ORI R Al (FF 2R R £h) (843 ,4- —
T2 HL IR RN N, DLy B BELACE HF 2R B 2 £ L LACEZR T R 2k VBRLACE 3,4- ROk H
PR & o 7 — LSt (51, BT I S5 B 7E B 3@ IR R BEAT o TR 8 SRt R, BT IR ¥ 703 E TR
Wil . B B B o A E St R, BTl e RELAE £90°C B 2930°C TR AR 2 = 0 L B
£)20°C £ 2925 C IR E R 3T .

[0185]  FEAF i St 9 1 , A i B AR AL 1 — Bt 26 LACE FH 2R R 2R 1) U7 325, BT i 5 VA 46
fELACES AL W) 55 2R it 8 S 7 65 38 10 9 7R R S L o 7 — 8 S it 451 v, A R B 41 1 — Fob
LACE F 2R iR &, 3@ b A8 LACE S A 4 5 FR 2R sl B0 145 3 P 9 7] P e 82 T 1) 7 o 75
SEHE BT SOSLAE TC K IR W TE K P B T 7K B S B TE /K 2 15 3T o ZE A 58 St 1)
BRI 2 TE K AR, 37 TR RN AE25°C R 4EREE /024 /NI, B ZE /2. 3.4 85K .
[0186]  7E—uusiifa s, LACE H 2R R £k 40 W 1 77 & Hh B 3R AT il 4 o 7E4RF 2 st 9l o
AP R T — PPl R RN 5 B LACE. H R ER : .

0
" & LH) ERR T B
OH = LLIEZS
-
7 Gitm
: ol
o} |o
0187 ol
[ ] Ho/\/N\

> o/\/Nt\
XS_S
LACE ¥ % &k 2
[0188]  YE—LSfiffs|Hh , LACE FH 2R AR 2R il DA T 7V il 4% -
(01891 it 3 IR 55 ¥ AT S I A7 2B 3 A ) it = J TR 4, A%

(01901 st F ik I A4 FA) ot = 2 o 1) 4 5 MEL SR PP R 7 56 S B A A2 LACE FR R TR 6
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[0191]  FE— oS foi v , 75 5 R AR R 0 R 36 Jse B 2 1T 0 125 T IR i A T At = B [ 44
ARt 1w, 7 5 REB R 2R R £ e S 2 JTAS 73 25 BT 38 Vi A B < R A T4 o

[0192]  7E—s sl , 5% o BR -5 15 AL AR S B 7E 238 PR VA 771 b 1R 4T o 7R e st i o
JT 3R Y 751 A2 DU S Wk g i 2 - B 356 DY SR I » F — S8 St ) b, B 2 TR 5 v A SR A I B A AR T
25°C B T 10°C RGN HEAT o 7047 e S5 w5 B = B8 53 A 7 ) R S FEAR T-0°C iR
R BEAT , BRR G L5 /NI 24/ L 23N L 292 NI L B 1IN PR IR ] B o £ 2 S i 451
i, TR SE TR SR LI 2N 291:0.8- 2910 1. 3 BRI . 1.2 FE45 8 St 9 v, ok V3% 4 55
PR W%, fON, N - IR IR W 23 (O SR R IR B RN, N - R
BB W Ji o 7 — e S AG o, B v A0 A I R o A — SRSt 491, S R S T AL
T IR SLAERR AT AE N BEAT o R4 78 St 9] 1, BT i B2 AF S A B o 7E — Se St 49 v, Bl i
B, a0, PR SRR 1,8 R A iR - 1,5 R4 3 (4.3.0) £-5-
52,6~ - BT HEMEIE VBN, N- P2 2 G TR E S P, BT BN, N- 5 2
W AR T8 SR, 5 R 55 PRI IR W 7E.2 - FFY DU PR IR L 7EN, N- 55 TR 2 2 B 11
FEAE R AR T 25 CHOMR B T SR 2492 - 37N LA 7= AR Mt 3 B ok e v ) 7 o 708 5 S it 491 -
T I VR AT 7R D S A T HE I S S R IOK M H (R4, AT e L 7E 74 ) AR T-0 C R T 1oL
N AERF R SRR, T IR PUIA TS AT I FE ik o E A5 58 S R, B A E R T v s
OB Y8 MR H 43 B BT I S B R e e ) 44

[0193]  7E— ezt 45 7 , Fr iR v A0 PR 3 IR ) 4k 5 Ll PR A il e 58 70 60 AT )
{EIEHAEBR AT ATAE R RN, LA A2 LACE A 2R B R 6 o 78 — e St 9 v, BT iR VS 75102 2 - T 1
PATR 20 ~ 2 - 5 I S0k g DY S PR IR s L VR 5 o 75— S S 51, V5 AL TR 2 R v (1]
5 AR R 2R R 3 1 e REFEAR 125 °C VB T30 C MR N b AT , BREFEE£12 /i 241
R LI2R BB Ry IR DR o AE — LE STt 7] 1, 7% A IR i = TR (1] 4% 5 EL Bl FH i e 256 ) L 28
NZI110.8-291 11 3 BRAL L 1o FERE 8 St 91 5 I Vi A 0 i S TR 1R 474 22 ik 3 R IDK M
() A H HL T 5 REBRE 2R 8 26 1 I TR 9 77 A PR B 2 G~ B TR 5 ) o 7 — L S i 43
Hh, S TR IHTVE MRS FR PTUE HE TR LACE FY A H 8 6 o 76 4 58 St 49 b, TR s 77 2
AT R o 7 R e S AR R I A 3 1 7V O B 8 N R H 43 B BT IR LACE FH
ANER LR o

[0194]  7E—Sesifa il , 76 6@ B IE R A MR 1t — 20 A BEFT IR LACE H 2K R 26 . 76
— LS 5 R, 7R R R TR LACE FE 2R B R 2h o 7E — e s 45 v, BT IRV FR2 2 - T
PR 216 K BCVR B9 o 70 i St 51 R, 75 P P o A B ], R B 4RI T-30°C . 7
— St 4 A, P T P R A B IR B ] i R IR B /N L 201 - 3/NIE L 2 LN L 29278 L 29370
I\ Z34/NI] L B L5 /NI o 7 — S8 Sl 5 v 38 3@ 1R T v A P B O MR S o
BT i & Mok o

[0195]  #E—LLsTjifa i , AP F P4t 1 —Fhidack DL 77 U] £ LACE HF 2R B R 6 11 45 4 T
B 77725 + W5 LACE FF Rt i 6 1 A A 28— 75 9 LS I 36 5 77 DL AV W 25 SR LACE
H SRR TR b FE 0B o AT A b s LACEFR ZRRRFR 1 . 55 — VA A AN S8 i AR S8 H1 2K T
10°C BRAR T-0 C [ o 747 28 St 49 1, BT i 38—V 72 O - CBE KBRS 9 7
5 5 S R, TR B8 AR I L2 - TR R SR T R | Y R | e R A . Ry
SE SR, BB 28— 2 - T ERRUK VR A, I BT 28 522 TR . 78 HoAh
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R S, BTk 55—V R G FF BB 55 50 N B

[0196]  fE—RLsLytifol , AP FefR At 7 —FILACER ZREEIR £L , H A A /PN T 2910% /M T2
9% INT2I8% INTAIT% /NT216% /INT2) 5% INT254% /NT213% /INT292% /)
F 251 % 8/ NF250. 5% KILACER) 4 59 Fi o

[0197]  FE—sesijififilrh , Rz feft 7 —FLACERH R IR Eh , KA A /N T21% /N T2
0.9% /NF£10.8% /NTFZ10.7% /N T £0.6% /NTF£0.5% /NF£0.4% /N T4
0.3% /INF£10.2% /INF£10.1% /INTF£10.05% /T 21002 % H8 AL 55 1 24 Bl 724 5
SR R, BT IR A B AR 0T F R R R

[0198]  FE4F E SLhtafsl b , A & BHHR B T — Fhitil 2 LACE 2R R R £R (1) J7 V%% , Bk 77 v A4t it
LACES ALY 5 ZR R R A AT & 1E IR 7 I B o 74 78 SR 5 BT ) S AE T /K 71 Wi e
TR AR S JE 7K H I BTG 7K S R AT o FERE 58 SEHAgH , B i 752 oK OO I HLBT IR I
EAE25C N YERF i ik 24/ .

[0199]  FEFsE SRt rh , A BHIR M T — Pl 4 LACE 3,4- R ERH R T7%, ik
TEAFEELACER A 53,4 - — RO F RN AE G 38 1V 771 e B « 5 45 18 St 9 - P
A AR TG K T a0 JG 7K R S TG 7K R BTG 7K G AT o FE R 8 S A R, BT IR I 5
FETCK PR, I B TR SR AE25 C R 4ERE 2 024/ N, BZE 22 3.4 BB R o 7 XY E 5L
i, 3,4- R IRANE DS, 4- T RERHERAGHILIE (W2- 43O MR x
S SR ASE P2 A o

[0200]  LACE#LIIZ5PeH &9

[0201] 7 —LeSLhti i b , A SCHE A T 8- FR AR BRI 26 1 25 WD 2 6 W0 o £ 5 58 SE Tt b, i
AT S TR LT P 25 2 Tt < TR MEL Ak P Y R R 5 = T Ik s i R 3 0 = T I Ak s
Ay B < TR NE BRI S D o £ 8 S5, AR STHR AL T 8 < R Ll 9 FR R R S 1 24
MIHE)

[0202]  7E— LSyt 5 , it < R I R 7E 25 W0 2H 6 W b 1 A B D 2k T 1t = I Lk 1S BH 29 1
210.1%w/vELI0%w/ v A1 %w/vEZI5%w/v B Z]0.5% w/v1%w/v ZI1.1%w/v. 4]
1.2%w/v291.3%w/v Z]1.4%w/v 211 .5%w/v  212.0%w/v.212.3%w/v Z£]2.5%w/v. 4]
3.0%w/vZ] 3.5%w/v 214.0%w/v Z]4.5%w/v Z]5%w/v 216 % w/v 21T %w/v 218 % w/
VA 219%w/ v BRZI10% w/ v o 5 BRAR , £h 10 SEBR 1 20 b B O T B s AR E R  l an,
2. 2% w/ v B A ARG FF R 26 % 1. 3% w/ v IR B == BR AE AR B o B R B A E S, 5
WA H ot LB & MARRRE BRI, B, Yow/ v KB f#, Yow/va] LLa] B AR R IR N
mg/ml oK1, 1.3% w/vXf N F13mg/ml o 7ERE & SE R , FriR 2590 5968 5 290.8 % w/v .
292.1%w/v 292.2%w/v 213 . 7T%w/v 214 . 8% w/v BLZI6 . 4 Y% w/ v IR FEE ) i 2 R HE ek T
FRORR R £, 1IX X T 290. 5% w/ v 291.3% w/ v 291.4%w/v. 212.3%w/v £13.0%w/v
294.0%w/v B B HBR R FH 251

[0203]  fE—LLSLyti o , Brid 2504 &0 6 5 TRRKS o 75— LS (5], PORIRS A2 72 4 2k
B-PRIRG (HPBCD) o 7E4F 8 STt 5 H  BRMIFE LA L) 1% w/v AR Z)30% w/v B2 5% w/ v\ &)
5%w/v216%w/ v 2110%w/v 2115 % w/ v Z119%w/ v Z]20 % w/ v Z£]25 % w/ v B 2130 % w/ v
[P B A AE o TEAE 5 S5 R, Bk 2504 & W0 00 &5 il SF BR IR ) 201 240 288 /R M8 5L
ZIVE L1 5 EE R RN R THPBCD o £E45 5E SRt o, ik 25 AL B E A1 5% w/ v
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2.5%w/v6.5%w/v £115%w/v. B £119.6 %w/vI{IHPBCD . £E — L8 St i) , Fridk 25 M2 &
&2 1.5%w/va212.5%w/va213.3%w/v 216.7%w/v Z111.5%w/v %] 15.0%w/v.
% £919.6%w/vIIHPBCD.

[0204]  7E—SLsij 5 o, Firad 245 W 2H 5 0 6 S R B VR T 70 o 76— e S5 Hh R R 9 T 7
FERAAPE (carbopol) BERL A1 4k 2577 (B, Fe N B FE IR 4P 4 38 R L A 4 20 VIR RV,
RO ENEET B R H I R O SBE VIS I 407 IR O BN IR £ I g Joe R
BEW A E IR A S ERETLLFE0. 1 %w/vE20%w/vIITJEE N, 802 0.1%w/v.4)
0.2%w/v.210.3%w/v.210.4%w/v . 210.5%w/v Z11% w/v Z12%w/v.Z13%w/v L4 %w/
V215 %W/ v 2I8%w/ v Z110% w/v ZI12%w/v 2114 % w/v 2116 % w/v.£118% w/ v BL 4]
20%w/ v o LERRE K8 ST K B R 15 7R P A 2 B R 4R 4 3k (HPMC) B2 £ 8 4 4 3 i
REVIM Y ZET), HENMNO. 1% w/vEZL Y%w/v. BRZ)0.5% w/ v . £E4F & S jita 7 o , kG P
VA9 75 2 HPMC o £ HoAth S Jti 491, G FE R 7102 IR & B, LB N2 % w/v 213 % w/ v 4
4%w/vZ] 5%w/v 216 %w/v LT %w/v Z18% w/v B9 % w/ v B L4110 % w/ v ZI11 %w/ v
Z312%w/v 2113 %w/v 2114 %w/v ZI15%w/v Z116% w/v 217 %w/v.Z]18%w/v.£]19%
w/ v BLZ)20% w/ v o FERT RE St v, 58 & T 2 PEG300BPEG400 « £EA4F 1 S il 5] v , il B2 1
TIFIIEA FAT RHPMCEL# HE A% FARZPEG 300.

[0205]  7E—s&siji il , A SRR I AH G BA 2 /D 1cPL & D5cP. 2 /010cP, 2D
20cPZE £ £ £1200cPHIKLE .

[0206]  7E— LS 5] , BT IR 25 W02 S W00 5 G2 i 1) o 3 1 2% R T DL AR AT 2
1) AT LA 32 20 B 1] i BB pH (191 G 5 AR STRTak) 10 A8 6 252 oo 751) 00 02— o Al PR s 42k S 51 A0 355
TR Eh &z phf) (), B R — S AN — K & /KB IR A 8N « IR ER 2% vl AT IR IR R 2%
PRI BIIR R 22 i) DA SCHBSS (B e 117 3h 30D - AT LA T BHEE pHAS By ot g2 i 1) &
& B AR E S, Z2 R LR ER SR PR AR, £E — ST R, BT IR 25 M2 AN
B & G AE — s, IR (a0, 3h1R) el (191 4, S AL EN) K /K I TR Bl A 4 2
WA pHIF T 2 BB ) pHYE | (9, oA ST iR o

[0207] 7 —LesSLhti b, ik 25240 & W B A 42 81 pH. £E — Le S5 v, ik 25940 &
MBB LAR L5 LA L1624 . 28 244,84 4. 38294 . T 8294 . 258 294 751 pH. 7E4F
SESEHE G g, ik 29 -S ) B 294 51 pH £E — S8 s ) v, FHER (4, £ 1R) Bk (1]
S AN KR TR B 2 25D YD ) pHA T B SHEE R pHYGE L (40, WA ad) o
[0208]  7E— LS 5] , BT IR 25 W02 & W00 75 9K BE A o A 3 1 o B TR AT DL AR A 2 i
) I G 5 B2 551 v () A — b I L AT DL 35 B 1 B B 19K FE 7R o B8 15K 2 7] (0 A BIR i) 42 S5 451
BIFEEAA SACE A A 25 % bl B2 1 i L R HIR AW - A B 19K BE TR A PR ) 14 s
P ELFE H R A BERE s H T VIR & S R E W) AR 8 S A R, gk BE 7 2 DA
i 272 150mM . B Z5 25 29 150mM . £150 2 £9150mM. 2] 10028 25 150mM . 5% 2150 2 £7100mMf) &
FFAEI B8 75K FE A, 3L 5 15 100mM S 5 1 1 50mM - 5 i i 200mM - 5 i1 250mM - 5 5 e ik
300mMP) B A7 AR A B 7K FE 57 o 7E — e St 451 v, ok B 77 2 AN B EUAL B, Ho i o 2
0.01%w/vEZ)1 %w/v ELZ10.1%w/v £]0.2%w/v.£]0.3%w/v.£]0.4%w/v.Z£]0.5%w/V.
£0.6%w/v 2] 0.7%w/v#£10.8%w/v.£10.9%w/v ELZI1 % w/v o AT H 0 H AN B0y
PR UL %6 w/ v it i BE AR AT DA LAmMER 7S o 7545 8 LTt 491, 9 B2 5751 A2 A o 7 5L A2 S it 451
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L FALEALANZI0.01 % w/vEZAT%w/v 250, 1% w/vEZ0.5%w/v B Z10. 1% w/v. 2]
0.2%w/v 270.3%w/v.270.4%w/vZ]0.5%w/v.£]0.6%w/v.210.7%w/v.2]0.8%w/v %]
0.9%w/v BRZI1 % w/ v BEAFAE £ B AR S5, AN LA 290. 1% w/v £90.2% w/ v\ 8L
£50.5%w/vHBATFAE AR ARSI, AL L9025 % w/v 210 5% w/ v BRZ10.6 % w/v
B AFAE  AE B AR sz it v, EARANLLZ10. 1 % w/ v 20. 28 % w/ v BRZ10.53 Y% w/ v AT 1E .
[0209] 7 —desti i , A ST R M A WAH G B A 29200 8 L9450 =B /R /T
(mOsm/kg) MI75IF s JBE /R MR BE o 745 78 STt 51, AN ST IR I 25 4 & W) 2 S5 1), Bl B
H #1250 % Z£1425m0sm/kg 8%, 21250 F #1330m0sm/kg . 5% Z)260 % £1300m0sm/kg {5 1% [T &
IR

[0210]  7E— LS 5] , BT iR 25 W20 & W0 00 55 7 T8 7)o 3 1 77 i 7510 AT LA AR A 2 i
1) B LE 77 J55 71 R AR — o AR PR P S FE R FL & (BAC) IR IR /S i dik =
4% (cetrimonium) 50 T BE. 2 — MDY 2.1 — 44 (EDTA) B Z=4:4h -1 (Polyquad®) %

NG E U (PHMB) A2 2 A &% (PURITE®) | iR 4 . SofZia® . 541

G B FITE TR 23 A G A& = T L 290,005 % w/vE 0.1%w/v.£90.005%w/
VA Z10.01%w/v.£]0.02%w/v £10.05%w/v 5210 1 % w/vIK) & . £ — L8 S i 4] b, b5 JEg 7
Fe R LR A — ST, R FL A AL T 290,003 % w/ v EZ10.1% w/ v 870.003 % w/ v+
0.01% w/v.0.02%w/v.0.05%w/v.0.1%w/vi& .7 —Lsejfr, Bk T4
0.01%w/vak0.02%w/ VIt & . 7 — LSt 5l b, BTk 25240 & Y0 B & iR Bl 248, Ly
210.1%w/vEZI0.5%w/v B Z)0.1%w/v £290.4%w/v BL2]0.1%w/v.2]0.2%w/v. 2]
0.3%w/v.270.4%w/v BLZ)0.5%w/v. 1E— LSt , Brik 2540 &0 & DL b prid iY
IR AR FL A R A AE— LSt (5], FriR 25 S &40 0.1 % w/vIFT &R
L ZLER , 5290 3% w/ v I B IR o 724 SCHTIR AT — St 49 , B 5 7504 T HR T 8252 1
B RS, BT A S A S TR

[0211]  7E—Susz i 45 v , A SO 58 1 25 W 4H & 0 vl 2 3 T I 791 3 1Y) 8 T 3% 1 71
AT DA AR AT, ) AT I8 3 T 9 P ) o A — o, LS 5 SR TS M AT R B 3R T v
7 o A B8 - 2R T ¥ 1 75 P B ) S 1) 0, 5 SR AR 2 0 M D i (9, SR L AL RSO [5R (L &
H5) T 7K L ZLp P R TR ] W 36 WL L E IR 60 (3R (R 2 4) it /K L B4k s s rg IR R e ] L 58 1L
FUBEREA0 [ 3R (B 20) WK th 2L WS B B AR AR TR ] W 58 (AL J) Ma /K Ll Lm0 I B H R IR TS
A ) WK L ALRE BE — IR IR 55 L ALBE R 65 [ 2R (A 2 M) oK Ll B0 B — A I R
fg)) KA LS ERRH (B0, RACHENE M0 RA L HELE M40 RA L
WA E FR M50 BB A AL E R I60) (R A LB AN Il (B, BE L
(160) B4 A5 (30) —EE [Pluronic F681] ALK (42) A% (67) —EE[Pluronic
P123] BRA 2N (54) BAENE (39) —EE [Pluronic P85] RN (196) BEA I (67) —
iz [Pluronic F1271180RA LM (20) RATNM (20) —EE [Pluronic L-441]) (B 440
T i B TG  JE 47 I T PR G B L AH A o 70— Sl St A5 v, 32 T 1 712 5 L U 80 3R THI
T EFILE TR 25 SR A IE R AT LLAEZI0.01 % w/vEL 5%w/vIFJERE AN (Blhn, 2
0.05%w/v.210.1%w/v.Z10.2%w/v %] 0.5%w/v 211 %w/v . Z12%w/v . Z13%w/v. %14 %
w/ v BUZI5 Yow/ v, BE T IX H 4 i HUE P VE ) o fE—Se st A S E R

0
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FE v PR 2 TR L AL RSO0, I HR L AU RESOR & AE0.056% & 5% HIYa N (il an,
0.05%.0.1%.0.2%.0.5% 1% 2% 3% 4% 5% , B3& T X LL 45 & HUE AT AT L ) o 78
— s R SR E R, R ALEE RS0 F N0 . 5% o fE A S T (AT — S 5]
i, RS PEFAL THR A AT 8252 1 & o AE— Se S, BT iR 25 WA S A & R TS PE
[0212] 7 —LeSLht b, BTk 252406 W0 & A DU A o AE— S8 St 451, B A5 B 4L
IR ER A B o 7E I3 — AN SE A, HUAAA ) S A A e H K . & 0 P A 7 AT DA A Ak
CL RN AR S T A T H (R A — Fobr o AR i) 14 S 9 A BN LR L - B M R A T R I - B
RH W VY AR R PUIA MR I 2 BR AR R £8 N- LBk F- DR =R (L - PRI AT AR IR A=
B LIRS AR EURIRE , T R R 2,6- - BT 28 -4- Ry K 2 IR g
B AR R 4 S0 SR AKX R BR B . R AR A2 25 E AR B By« 5 A BR o 34 1. % i
(ascorbyl pasthyminate) ENEARFREN . | FEFEIREHARL1,3-T B PY[3- (3,5- —-#
THE-4- RN ER) TN TR 2R DU B R I B R N IR , 2 - S0 2 % I WK P R R R A AR o 22 28
Y EET AT EGEE T UAEL0. 1% 2 A5% MuBE A (B, 250.1% .24
0.5% ZI1% \£12% £13% 214 % B 215 % , BUR: T I 2o 4 78 HUE AT VS ) o fEAS SCA
AT, AL AL TR R AT 52 1 & AE — LS b, B iR A G A
TR

[0213]  #E—sesijtifsrh , BTk 25 W4l & W0 & A R s Re R Sl () AE Ak bmT 42
2 1) e YR AT DA AR A0 0 A IR o AT — B o 451 4n , AR )AL 2 R 4 32 1 e B T DL 2
Al iE 2 54 e E AR AT (e 2 0 B AC T AR) (1) R4, T (i ik 30 TR 7 IR 2 v g
fE— P B I8 B AV A T2 1 e mE Ys 0 AR ] e S 4] G035 S R R s AT AR A (gl
WM H AR AR 2R R IR 2- B R A A IR 2 B %55 , pl el i
AU (51140, 41 %0 85 6 260 B - 6 - T 1R (GOP)  INERIR s (191 4, TN R RR <. B8 LB  FLIRR £h 5%
HATAY) N8B (a0, N8 197 iR sl HAT A= 4, ol an Bp. - L — - A = - H-yh e A As) &5 (il an,
NADH) . A=Ak 5 Bl 52 R IR A IE &= T AAE0. 01 % w/vE5 % w/vIra i (1,
0.05%w/v.0.1%w/v.0.2%w/v.0.5%w/v.1%w/v. 2%w/v.3%w/v.4%w/v.85%w/v) .
TE— LSz ), A2 YAk 2 e s Un e A B ER 20158 o 78 — Se s o) b, AR 22 R =2 TN &
MR o 7£ — LS 5, N B RR O BE B N BRI 2 7E0. 05 % w/v 5 % w/ v YaE B A (4
0.05%w/v.0.1%w/v.0.2%w/v.0.5%w/v.1%w/v.2%w/v. 3%w/v.4%w/v.8i5%w/v) .
TE—LesE ), 2 S E B, W RIEN0.5% « fEAR AT IR AT — S, A&
SCHTR M 25 G A B A Re B

[0214]  fE—LLSTjf | b, ASCHRAE T 249G, BT iR 254 & 05 it S BR IR AR e &5
[0215]  F2 P %L -B-IAHIHS

[0216]  fRiEHbak FEFF,

[0217]  fde Mk B 45 771,

[0218] T dth &z phm), LA B

[0219]  fRiEHb JE 7.

[0220]  7E— LSt , BTk 25 & V)2 K o

[0221]  #F—2eSijidsl , ALt T 24 &, ik 5 H &V a&

[0222]  290.5%w/vE £95%w/v Gk T-0i 3= B EHEER) {05 - B AE Bk e 6
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[0223]
[0224]
[0225]
[0226]
[0227]
[0228]
[0229]

212 % w/vEZ125%w/ v RN 3 -B- I RIK

B =12 300mMIF) 7 FE 71,

0% w/vE 2120 % w/ VIR EER 7,

0% w/vEZI1 %w/ v 22 5], UL K

0% w/vEZI0.5%w/VIKIBE &7 .

TE— et g, AR SCHRAE T A A, ik 29 A & &
290.5%w/v AR 215 % w/v Gk THi -7 BE NEBE) (1% BRI A 25 »

[0230]  Z32%w/vEZI25%w/ v FE 5 3 - B- IR R

[0231]  f% =yak 300mM IRy 7K FE 55, Frad s B2 77k ) bH DA 2R 4 - B8 ok B R E s 1ok
B35 R ARG,

[0232] 0% w/vE £120 % w/ v RS L 157,

[0233]
[0234]
[0235]
[0236]
[0237]
[0238]
[0239]
[0240]
[0241]
[0242]
[0243]
[0244]
[0245]
[0246]
[0247]
[0248]
[0249]
[0250]
[0251]
[0252]
[0253]
[0254]
[0255]
[0256]
[0257]
[0258]
[0259]
[0260]

0% w/vEZI1 % w/ v 22 5], UL K

0% w/vEZI0.5%w/vIKIBE &7

TE— et g, AR SCHRAE T A S, ik 29 A G &
£90.5%w/v AR 215 %w/v Gk T5i 7 B NE AR (1) B 7 B NE Rk e F R g 28
212 % w/vEZ125% w/ v RN 3 -B- I RIK

B e 125 1 50mMER] 25 -5 JB2 771 5 e v i 300mMIF =l B 15K B 77

0% w/vE 2120 % w/ VIR EER 7,

0% w/vEZI1 %w/ v 22 5], UL &

0% w/vEZI0.5%w/VIKIBE &7

TE— et g, AR SCHRAE T A S, Itk 9 A G &
£90.5%w/ v 215 % w/v (T B B TR BRAR) 0 - B IR A s AL 4
212 % w/vEZ125%w/ v RN 3 -B- I RIK

B e 125 1 50mMER] 25~ 5K FB2 71 5 e v s 300mMIF) =l B 15K B 77

0% w/vE 2120 % w/ VIR EER 7,

0% w/vEZI1 %w/ v 22 5], UL K

0% w/vEZI0.5%w/vIKIBE &7

TE— et g, AR SCHRAE T A S, Itk 9 A G &
£90.5%w/vERL15% w/ v (G THi 3 B R BRAR) (B = & IR B s R R PR 2
212 % w/vEZ125%w/ v RN 3 -B- I RIK

B e 125 1 50mMER] 25 -5 JB2 71 5 e v s 300mMIF =l B 15K B 77,

0% w/vE 2120 % w/ VIR EER 7,

0% w/vEZI1 %w/ v 22 5], UL &

0% w/vEZI0.5%w/VIKIBE &7 .

TE— et g, AR SCHRAE T A S, ik 29 AH G &
£90.5%w/ v 215 % w/ v (G THi 3 B TR BRAR) 06 = BR R B s S04
212 % w/vEZ125%w/ v RN 3 -B- I RIK

B e 125 1 50mMER] 25 -1 5K JB2 71 5 e v i 300mMIF) =l B 15K B 77

0% w/vE 2120 % w/v IR EER 7,
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[0261]
[0262]
[0263]
[0264]
[0265]
[0266]
[0267]
[0268]
[0269]
[0270]
[0271]
[0272]
[0273]
[0274]
[0275]
[0276]
R I
[0277]
[0278]
[0279]
[0280]
[0281]
[0282]
[0283]

SELA
MNIRE

[0284]
[0285]
[0286]
[0287]
[0288]
[0289]
[0290]
[0291]
[0292]
[0293]
[0294]
[0295]
[0296]

0% w/vEZI1 %w/ v 22 5], UL K

0% w/vEZI0.5%w/vIKIBE &7 .

TE— et g, AR SCHRAE T A A, ik 9 A G &
290.5%w/v R 215 % w/v Gk T5i 7 B NE AR ) (1) 7 B NE ke FH R iR 28
212 % w/vEZ125%w/ v RN 3 -B- I RIK

B e 125 1 50mMER] 35~ 5K JB2 71 5 e v s 300mMIF =l B 15K 77

0% w/vE 2120 % w/ VIR EER 7,

0.01%w/vEZI1 Y%w/vIIZE M5, BL

0% w/vEZI0.5%w/VIKIBE &7 .

TE— et g, AR SCHRAE T A A, ik 29 AH G &
290.5%w/v AR 215 %w/v Gk T5i 7 B NE AR R (1) B NE Rk e B R R 28
212 % w/vEZ125% w/ v RN 3 -B- I RIK

B ey 125 1 50mMER] 25 -1 5K JB2 71 5 e v i 300mMIF =l B 15K B 77
0.01%w/vEZ120%w/vHIFE R 7,

0.01%w/vEZI1 Y%w/ v, LL
0%w/vE210.5%w/vIIBT I, BTk B 6 5503k B B CL T 2 e 20 - R FL e LA
KRG

TE— et g, AR SCHRAE T A S, ik 9 A G &
£90.5%w/v AR 215 %w/v Gk T-5 7 B NE AR ) (1) B NE e F R R 28
212 % w/vEZ125%w/ v RN 3 -B- I RIK

B e 125 1 50mMER] 25~ 5K FB2 71 5 e v i 300mMIF) =l B 15K B 77

0% w/vE 2120 % w/ VIR BRI 7,

0% w/vEZI1 %w/ v 22 5], UL K

0% w/vE2]0.5%w/vIir 7 55, Bk B 8 70k 3 B DL H R 20 - (LAY S R
Y,

H iR 5 AH & A LY R

TE— st g, AR SCHRAE T A S, ik 9 A G &
£90.5%w/v R 215 %w/v Gk T-5i 7 B NE AR ) (1) B NE Rk e B R R 28
212 % w/vEZ125%w/ v RN 3 -B- I RIK

B e 125 1 50mMER] 25 -1 5K JB2 71 5 e v i 300mMIF =l B 15K B 77

0% w/vE 2120 % w/ VIR EER 7,

0% w/vEZI1 %w/ v 22 5], UL K

0% w/vEZ10.5%w/vIKIBE 7,

Hr iR 25 & A RIS A & A ae &

TE— et g, AR SCHRAE T A S, ik 29 AH G &
£90.5%w/v AR 215 %w/v Gk T-5i 7 B NE AR ) (1) 7 B NE Rk e B R R 28
212 % w/vEZ125%w/ v RN 3 -B- I RIK

27 1mMZ 23 150mMA i 5 B SN SAL B L S VRS W A e ) 2 7K R 771, B &Y

1mM 22 Z3300mMIX) 326 B FRH 55 B A7 b 1 il 7 — 1 K HLVR & WD AL s iy 2L 7K 277D

29



CN 113387923 A ﬁﬁ HH :I:; 22/74 11

[0297]  290.01%w/vZ 2920 % w/ vIrRL FE U5 7, BT i Ak B2 U 15 7708k B3 B DL 2R 4
RO BE AN LR ED,

[0298]  £50.01%w/vZE 21 %w/ v ZZ I3, BT ik 22 vhiflizk H B LA T ZH R 20 - B IR 3k 2 e
7 (B, BEEE — SN K-S KB BR A AN « SR Eh 4% v A R AR 22 ) BN RR £
Gz 77 LLAZHBSS (B3 -4 $h VA D

[0299]  H A prd 5 G EA 414,38 294. THIpH, BA K&

[0300] 0% w/vEZ0.5%w/ v &7,

[0301]  FrhFriR 25 S A& RKIL I EAE & EMI =R &0, Bl , NE R .
[0302] 7 —desijidsr , ARt T A G, ik 43 H & VaE

[0303]  240.5%w/vER295%w/v Gk T-0i = B NEHE ) B <= FR NE sk i HH R he e 6

[0304]  Z12%w/vEZI25%w/ v FE 5 3e - B-FR R

[0305]  291mMZ 29150mM) 3%k H HH &AL 8N AT L 22 TR A P 2H s i 41 1 ke B 51, 2
ImMZ2 2J300mMI1) 36 H HH H B2 B A5 e R « S VR A WA s iy 2E 1 5k B2 571

[0306]  290.01%w/vZ 2920 % w/ vIrRL FE 5 7, BT IR Ak B2 U 15 7708 B B DL 2R 4
RO TBE A7) LR ED,

[0307]  £450.01%w/vZE 21 %w/ v Z2 I35, BT ik 22 vhi5izk H B DL T 2H R 20 - B IR 3k 2 e
A (4N, R — SN KA KRR A )  LRRER G hn RS,

[0308]  H.A prik M G EA 414,38 294 . THIpH, B K&

[0309] 0% w/vEZ0.5%w/ v &7,

[0310]  FLrhFriR G S AR & RILE I EAE & EMI =R &0, Bl , NE R .
[0311]  FE—2eSijfidslr , ASCHE (it T 24 &, ik 45 H &V a&

[0312]  290.5%w/vER295% w/v Gk T-0i = B E B E) 0B <= Fk NE sk i FH R he e 6

[0313] L5 i = PR MEL ok s FH A it I 56 55 R X I = P 2 TR 6 - B- IR A

[0314]  250.2%w/v & L1 % w/ vy ik B B S AL S A ZH RS ) 2H 1 5K FE 570, B2 TmM 22
21300mMA 3% F FHH B B A BERE S IR G W 2H R A )k B A

[0315]  £50.01%w/v & L1 %o w/ vIFIHRE BE S 7, B iR B2 15 7050 B i 25 4E 2 77 2 R )
H, UK

[0316]  £50.01%w/vE£]0.5%w/vIIZE M, Fridk G2 7 e B B DL 2 0 4. - iR 25 2%
PRI (D, SR SN — K G KRR A ) SRR ER G iR R HIR G,

[0317]  HA prik 25 WH GV R A 214 38 294 . T pH,

[0318]  Hrp ik 25 2H & AN & BT Ja 7 AR & AR Wb e Re s, i an , N R, It
H

(03191 o prak 254 20 & Wi /2 T TG 1 i B A 22 570 2 2H 6 W ) 25 1) 245 L7 S A o
[0320]  7F—desijidsl , AR T A EW, ik 45 H & VaE

[0321]  290.5%w/vER295%w/v Gk T Wi = B EHE ) 0B <= FR NE sk i HH R he e R

[0322] L5 as i = PR MEL Aok FH A et I 56 5 R I = 1 2 TR 6 - B- IR A

[0323]  250.2%w/vE L1 % w/ v ik B B S B NS AGHRZH BS ) 2H 1 5K FE 570, B2 TmM 22
21300mMAT 3% F FHH B B A BERE S IR G W 2H R A sk BE A

[0324]  £50.01%w/v A& L1 % w/ vIFRE BE T 7, Brads kb B2 15 7030 B i 27 4 2 77 2 R )
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H, LK

[0325]  £50.01%w/vZE£)0.5%w/ v 27, Frid 2771k B i PA T 4Lp i 21 - IR Hh 22

M) (B, BERR —E— K S KB IR A ) SRR iR R G

[0326] b TR Z4MA SV R A L4 .35 2454 THIpH,

[0327]  JLrh prik 25 & A E P AP HARES A ae =, B, WaERR, If

H

[0328] I pirik 25 W) 20 & Wi 2 F T JC W i 8 4 25 55 B 40 6 W 1 DI 245 i 977 g s vk
(European Pharmacopoeia preservation standards) .

[0329]  fE—Lesiafgih , A SCRR i 7ML S, ik A &

[0330]  £50.5%w/vEL)5%w/v (BT Hi ¢ BR AR B AR (155 = B AR B lE HH R i 46

[0331] 295 P it o B HELAR I PP 2R TR bk 25 B VR ) R R P T 22 - B - FROR S

[0332]  £0.2%w/vE L)1 %w/vIir)ik H B AN SR ZH R AE I 5 FEE 711, B2 TmM 22 2

300mM¥y e H B H #& I A BERE S R -S4 i 4 )k BE AR

[0333]  £50.01%w/vZELI1 % w/ vk FE RS 70, B ok B 15 773k B 2145 22 70 20 i)

H, LK

[0334]  £50.01%w/vZEZ£)0.5%w/ v 27, Frik 275k B i PA T 4LR i 21 - IR h 22

M) (B, BERR — A — K S KB IR A ) LR ER G iR R G,

[0335] LTk 2G-SV R A 4435 494 T pH.

[0336]  #F LSyt 5l , AL T WA G, BT iR A SR 5 £10.5% w/v. &

1.3%w/v 212.3%w/v 213%w/v 824 % w/v (G Tt = BR HH B IE) 110 B = B EL o i HR

AR 2

[0337] 295 Firad it o MR HELAR B P 2R TR k45 B VR ) R R FE T 22 - B - FROR S

[0338]  £50.1%w/vZEZI1 % w/ v 5K B, Brid ok B2 57k 5 B DL H i) 4 - AL A

18,

[0339]  2450.1%w/vAE£50.75%w/v PR BE V75, Bk B2 8 5 57503 B R 21 48 2550 4H ik

RI4H , LA K

[0340]  £50.01%w/vZE2£J0.5%w/ v 27, BTk 22751k B i PL T 4Lp i 21 - R Hh 22

M) (B, BERR — S — K S KB IR A ) SRR iR R G,

[0341] b TR 24MAH SV R A L4 .35 2454 THIpH,

[0342]  Hrp TR GMAEVACE Y EFIF EARENEAR, IF H

[0343] b ik 252510 2 T 0T W B 20 2 701840 & W ) S5 18 24 SR By g Fm ife

[0344]  fE oSt , A SCRR AL TS, ik A &V

[0345]  250.5%w/v Z2J1.3%w/v.212.3%w/v 213%w/v 8214 % w/v (G T B = R HE Bk
B PR < 1R MLl FR R e £

[0346]  Z91.5%w/v 212.5%w/v £I3.2%w/v 216.3%w/v ZI11.2%w/v Z£]15%w/v. B}

2719.6%w/ v RN 5 -B- IR

[0347]  £50.1%w/vZEZ)1 % w/ v 5K B, Brad ok B2 7k 5 B DL A ) 4 - AL

18,

[0348]  £50.1%w/vAE£10.75% w/v PR EE V75, Bk R 8 9 57503 B R 25 48 2550 4H
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[reH , Bh %

[0349]  £50.01%w/vZE£]0.5%w/vIIGE M, Fridk G2 o7 de B B DL 2 i) 4. - R 25 2%
PRI (D, SR — SN — KB KRR A ) SRR iR R HIR G,

[0350]  HH prik 25 H G R A 494 . 38 294 . T pH,

[0351]  H A prid 5 G A OSB3 EAE SN, 3 H

[0352] o pradk 254 2H & Wi /2 T TG 1 i B 0 2 5702 2H 6 W K 25 1) 245 L7 S A o
[0353]  fF—dbsijidsl , A LRt T A G, ik 5 H & VaE

[0354]  290.5%w/vZJ1.3%w/v 212.3%w/v Z13%w/v B Z)4 % w/v (& TR FFRIETH
5) [ = B REL Bk e FE 2R e 28

[0355]  Z91.5%w/v Z12.5%w/v £13.3%w/v 216.7%w/v ZI11.5%w/v 2£]15.0%w/ v+
BA119.6 % w/ VIR N 2 - B- PRI

[0356]  £50.1%w/vA& L1 % w/vIF) 5k FEF, Brad 5k B2 713 B e DA 2H R 41 - AL RIS
[aiin

[0357]  £50.1%w/vEZ10.75% w/ v RG B R 5 77 , B Rl B 15 7703 B b 20 4 2557020 B
[r2H , Bh %

[0358]  £450.01%w/vZE£]0.5%w/vIIZEM ], Frik G2 7 de B o DL 2 0 4. - iR 25 2%
PRI (D, SR — SN — K G KRR A ) SRR iR R HIR G,

[0359] M prik 25 H G R A 2494 38 294 . T pH,

[0360] A prik 25 G A 5B G713 EAE SRR, 3 H

[0361] o pradk 254 2H & Wi /2 T TG 1 i B A0 22 570 2 2H 5 W ) 25 1) 245 3L 875 S A o
[0362]  fF—deSijifsl , AR T AW, ik 45 H &V aE

[0363]  290.5%w/vZ)1.3%w/v 212.3%w/vZ13%w/v B Z)4 % w/v (& T iR F R IETH
5) [ = B REL ARk e Y 2R e 28

[0364] 255 Frid i = BR HE R I 55 B 7K I BP0 2 TR 22 - B- PO RIHS

[0365]  Z50.1%w/vEZI1 %w/vEIEALEN,

[0366]  £J0.1%w/vEZ]0.75%w/ v R A4 RBr L3 4 2, UL &

[0367]  £50.01%w/vEZI0.5%w/vH] LR TR HH,

[0368]  H:rf R 254l & AT 294 . 35 294 . TIMpH,

[0369]  HA Tk 25940 & W) A £1250m0sm % £)425m0smit) 1535 [k BE R K

[0370]  H A prik 5 G A SBT3 EAE SRR, 3 H

(03711 o prak 25420 & Wi /2 T TG 1 i B 2 2 5702 2H 6 W K 25 1) 245 L7 S A o
[0372]  fF—deSijidsl e , ARt T AW, ik 43 H & VaE

[0373]  290.5%w/vZI1.3%w/v 212.3%w/vZ13%w/v B Z)4 % w/v (& TR F R IETH
5) [ = B REL Bk e FE 2R e 28

[0374]  Z91.5%w/v 292.5%w/v £]3.2%w/v 216.3%w/v ZI11.2%w/v £]15%w/v. B}
2719.6%w/ v RN 5 -B- IR

[0375]  Z0.1%w/vEZI1 %w/ v &AL,

[0376]  #£0.1%w/vEZI0.75%w/vIF RN I FE4F4E 2,

[0377]  £50.01%w/vEZ10.5%w/vH LR TR HH,
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[0378] M prk 25 WH G R A 241438 294 . T pH,

[0379]  H:Ah Frid 2540 & W) B A Z1250m0sm % £1425m0smff) 1535 [ JBE IR W B

[0380]  H. A prik 5 G A S 713 EAE &R, 3 H

[0381]  Hrr prak 254 2H & Wi /2 T TG 1 i B A0 22 570 2 2H A W K 25 18 245 L7 S At o
[0382]  FF—dbSijidsl , AR T A G, ik 43 H & VaE

[0383]  290.5%w/vZ)1.3%w/v 212.3%w/vZ13%w/v B Z)4 % w/v (& TR FFRIETH
5) [ = B REL Bk e Y 2R e 28

[0384]  Z1.5%w/v Z12.5%w/v £13.3%w/v 216.7%w/v ZI11.5%w/v 2£]15.0%w/ v+
2196 % w/ VIR N 2 - B- PRI

[0385]  Z50.1%w/vEZI1 %w/vEIEALEN,

[0386]  £70.1%w/vEZI0.75%w/vIF R A I FE4F4E %,

[0387]  £0.01%w/vEZI0.5%w/vH LR TR,

[0388]  HH rik 25 MH G R A 414 .38 294 . T pH,

[0389]  H:rh AiTid 2540 & W) B G Z250m0sm & £1425m0smif) 1535 [ JBE IR W B

[0390]  H A prik 5 G A SBT3 EAE SRR, 3 H

(03911 o prak 254 20 & Wi /2 T TG 1 i B A 22 5702 2H 6 W ) 25 1) 245 L7 S A o
[0392]  FHF W% B 42 7 E 4 &Y US (EP . B8 JP 2 BLRH JE br vt & AT RN R
KNI AR T, B0, Moser,C L2 A\, AAPS PharmSciTech. [AAPSHIZG R 120114E3 A ;
12 (1) :222-226H . fE—LLSLht 5 , BTk A &P 2 T R B 4 2 A EH S YH
KRN (EP) 24 S5 g Fm i o 75— Le St g v, Brik 25940 & i 2 T W i B 40 2 7 2
EWIH A (JP) 245 #5 bt

[0393]  fE—RLSLyti 5 , AN ST IR B 25 24 & W0AE A Ph R AE AR & B, SB T 7ET
T B AR I W AE T B BN /N T 1. 01 og e /b, A/ BAE 14K B5F Bk AR Vi AA 1)
WIGETHEAS /N T3, 01og 9D, F/BUAE 28 KIS MBRAR A= WA () 14 R+ By e 3 n - 42—
S S5t 51 5 AR ST (1) 245 P AH 6 YD A P I BEEEE B PR AR AR B I, SEBIL T AETR (14
R FH28 KIS MR A= W Wl aG v H S e 35 m

(03941  FEPt hnml B A 14 S it 5] 5 AR TRl () 25 ) 26 & W AE FH A0 B Pk 5 A 0 4 i & I
S T AE24 /NS B B ER A VAR I 46 T SRS /N T Togl skl , F/BAET R B MK
a% A DRI WILETHECAS N T3 1 og I8 /D, A1/ BAE 28 K B M A= M AR i 14K 50 Je 1
I0 o TEARE 8 SR, A8 TR IR 1 245 W 20 5 W AE A T PRk A= M i & I, S8 1 #2678
B BB AE AR BRI 46 T S AN /N T2 1 og R Rk 2D , A1/ BYAE 247N ) Bk AR A= P 4k 1) 4]
BIHECAS /N T3 og P2, A1/ BRAE 28 T Bk i A= 490 A4 (1) 20 T T H5R Tk 2 o A — 2 5 it 51
W, SRR B 250 A & YD AE R PR B B PR R AE MDA IR B I, S T AR 14 R I Bk A=
AR WILETE S TF AN /N T 1T og i 98k 2 A1/ B AE 28 R if Bk 5 2R M AR 1) 14 K T B0 o 1
I0 o £ — LSt 51, A SC Rl (1) 25 W 406 W0 A T 19 B B0 TR PR R AE AR & I, Sl 17
TR NFRER VAR WG S EOR /N T-210g BP0 AT/ BAE 28 KI5 M Bk A= P44 1) 14
RATFEH T3 0

(03951 Rt hnm B A 14 S it 5] 5 AR ST Rl () 245 ) 20 & W AE FH A0 B Pk 5 A 0 4 & I
SEHL T AE VAR R TR 0. 1% B AR 9D, DL A FE28 R IN 5 E14 R 2 Ja 7K T AH
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I) /N T L1 A0 B T E AR B BB AR S 5 R, A SCRTIR I 25 W A S ) AE R RE B
BPRER AR R IE B I, S2I T AR 28 R 5 7E 14K 2 5 B 7K AR R BN T i s A it 5
[0396] 75 A SCHTIR I At A= AR BRI H A — 2 o, A0 B P sk A ) 1 2 4 3 2 8 8 3K
R R SRR R B R A T B2 o FEARR E S, B BE RN B AE iR R B
R PG B B A AE AR ST IR B AR AR B D AR AR — R, PR AR AR TR
10° Z 10 B P& TE AR A /m B P SR8 o AR STRT IR, A it S b i “Te B &4 T
ST EAKCEA IS0, 5log.

[0397]  #F—Sesjta )b , A SCRTIR 29U & WAE25°C R0 2 Ja & E£/095%
2/096% 2 /97 % (B A /D98 % W 4h I Bt < PR N - 7 — L8 St 5, AR ST IR 1Y
LI EIAE25C PEAEL3 R Ja 5 £/095% B /096 % & /097 % (5L & /98 % K W] 4A
(N0 BRI BRER o 76— L8 St b, AT IR K 29 & AE25C T i fE 2> 108 (|,
FoL 800, 108 .30 A 136 .9 A 12 A 154 AL 184 A.214 A R12440 A) 2
JEEHHEDI5% E 96 % F 9T % B E /D98 % IR R R S R AH AR o 75 — L8 ST it
Birb , A SCATIR K 25 A AEA0°C FAEAF1I3 I Ja & £ /080% & /85% . £ /086 % -
F/087% o & /088 % [ W) Us S AR 2 BR PH ARG o 7F — SX St 5 h , A STAIT IR 1) 25 0 2 54
E40°C P REAE /D108 (B4, B, 10834 H 13 .64 A9 A 124 AL 150 .18
AMH21 D A4 A) 2 5 SH E080% B /85% B /A86% /8T % (Hi E /88 %
(10471 8 1 i = PR LA o

[0398]  7E B ARPEEIE ISt , AR SCETIR 2L E ), it T R P A
BRI 29 S G KR SE IRIR I B2 5 B D2 55 B3 E 3.5
B B ARG B DS B D6 5 BT B DSAE  E DO B D105 1 oK 5 KB 2
B E (Cmax) o FEREIE SEHEAG]H , iRl B2 T 77 2 FR N B F R AT 4E 3R

[0399]  7E—usifafilh , ASCHTIR I 254 A9, Mt T T, 72 A AR B R 1A
IR 2GS WIR K R SE R IR FE ZE /b2 & /b 2. 505 . B35 B3 . 565 . /4
5 E5E B B T4 B DS E DI (B E D 1045 1 B K AR o BR IR S
(Cmax) o TEAREE SEHEAH , B Rl BE AT AR PR TN S F B AT 4 R

[0400] 7% — &St 5 o , A SCAIT IR 1) 25 0 & W38 T R 35 e FH o 4510 G AR SCRITR  25 4 20
WA 5 e HR 5 B 5] A A A ST 4 B 308 SR8 o 7 4 St 451 R, 24 DA AR XS T LACERY
HPLCU& i AL S, A SCRTR A A -GS /N T 212% N TF291% N T290.5% T
£10.4% /INF210.3% N TF210. 2% BN T 250 1% FILACER) 46 S WFf

[0401] il LACE £k it il i ) 7 ¥

[0402]  7F—SLsijfpl e , ASCHEIA T I8 LR 5k 4 M LACE SR 254 54 -

[0403] o — 5 B 1) B 2 TR MELHRI IS 6 N8 7R 326 - B - PAORIDAS 2 n 81 7K Fp DA st % 1t o TR HEL Bk B
FFR TR 5 - B-FRIRE [V

[0404] T3k Hb A 5 P55 7510 il P58 9 745 7510 2% v 751 ARTSHs 3 70098 n 381 B iR i < 1 AR T AN 2 TR
Be-B- WG I

[0405]  FHEREHH A 15 pH,

[0406] ATk HBTR IN/K LUK LACE £ A ok B 15 2 e 2K BEE, DA %

[0407] {3k b o} vk VS VR3EAT K B DA H it A ¢ FiC 1) o
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[0408] 7G5 , LACEEE J& LACE I R Rt 2 £ o 75 — LSSt 491 v , 8 ol B2 15 741§
LACEZR \ 1/ B2 A 2 - B - FORIRE /R A 48 VA 0 o AE — SS St 451 v, 44 i < PR IR B s AN 2 A
F-B-HOWIRS TR & IR AR T-30°C L BLAE20°C - 25°C 2 ] o £ — SL S it 451 o , V& 7E T MRS A
(lan, 25D AR AT o AR Le S A5, {5 R S A A N B R IR T T pH o 7 E STt
e, 3BT T B U X 2 2 A AT K B o AE S AN SR S TG R T VR X A R A
TRl T AR 2 TR 225 - B - FRORIRE 110 i 2 VA RN/ BV V3R AT K BT o PR 7 S A5, K2 33 45 P 7K
[0409]  7E— LSt , B 2 ) 25 WA G W e B 2 N HR R Hp o 7 — S STt g o, B AR
EH UL TS LR IS s B R )% (HDPE) VRN (PP) IKE 2R & 4%
(LDPE) X K — W R 2, g (PET) AZRE VU4 £ M5 (PTFE) o 75— LS5t 451 o , AR FH R A2 IR
-HERE - B (blow-fill-seal) 2 E 7F —LLsTita b, R 2 ZF 225 E 70— st
B, B A — D B 2SR E S MR 28 7R S AN SE il R, AN E SRR I - TR
FAMA S R S D AR R R IE R

[0410] i FH 51

[0411]  Ff < BR AEAR IS £ 72 =X (B4, GnA SCATIR) ] FH 1697 BRI 5 8 A0 4549 AH DG 1 9%
Joa Bl G 7 vk R o S AR A 440 A OC IR 5 BB A

[0412]  FE—Sesjti gl rh , AR BRAR AL T — P77 Z 00 32 IR B 1 73,
R 7V AL 1A 32 TR IR Tt PR T A & I A SOk AT LACE R T 20

[0413] 7 —esz i) vh , HR B850 A AR« THRRE (9 N B3 B BEAR 1 (R B4R S A 5%
PESBEARYE) A0 0 B (45 0 F 995 1 R TP ) 7 Y IR IR 3508 28 SR o 745 i S it 3]+, BR
R AR -

[0414]  FF—Besjti g rh , AR BRAR AL T — FiB T A 75 Z 00 32 IR B 1 73,
7L FE e FH 25 AR S0, BT IR 25 0 2H 6 B A B D i FHLACERH &8 710 A 25 FE [ 2
TN ER A S EEITZA 0.1%E10% (F111,0.1%.1.0%1.5% 3% 4% 5% -
Bl Fi 5 BUE 2 18] AT AR 95 BB B4 A o R HELBRE B 26 . 1, 1.5 % w/ v I LACE &AL 4 %6 o7 T
1.3%LACE. 7E45 € SE a7, A R BHFR A 1 — PGy A 75 B0 528 R IR S5 i 16 7 v
B i J5 v B4 it FH 232054 » BT 25940 ) 605 VR R A FHLACE BH 85 11T A~ 5 FE B
BRI ) iR S R 10.1% E10% (B41,0.1%.1.0%.1.5%.3% 4% 5% -
BYHE T BUE 2 8] AT Ar] S ) AR = TR RELBRl g FR 2R R R 3 o 70 s ST it 5]+, IR S8 0 s A2 o2
TEHR .

[0415] 7 — LSt 5 v , AR B3R T — Fhad ik i) 52603 it A RE R LACE H 2R 1 12
R TR A2 R 1 I B IE R AR /) (DONVA) #7214 7B B b2 B B /b3
BE B DAN7 B 8L D5 AR TV A S s H , PEAS T 52 B IR DCNVAH
FELR I AR AR — Ut A7) h , PRAG T 5213 1 B IR DONVA H FE 2R 1) A2 4K

[0416] 7 — LS 5 , A B $R A T —Fhid ik i) 52603 it A RE R LACE H 2R 1 12

EL W BT A2 AR B DR AR B TR FE R N2 /00 . LG (D) (B141,0.1.0.2.0.5.1.1.2,
1.5.1.8.2.2.5.3 805 MG JE) B 5 o fE— e s jiti 5] b, A BB AL 7 — bl i {6 4 . 5

A R0 I LACE FH 5 i R 6 F2 R V6 7 Xk BT ik 4 e 1) 8L AL 4403 1) 5 9% o A — S8 St 81 AR
RBIFRAE T — Fiad s 7 A 7 B A2 It A RO I LACE R SR i R h K J P i 52 10
PR HR P8 it PR AR P ) e 1) i
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[0417]  Fi&

[0418]  fE—RLSLyta o , AR SCHE ML T — i FH V697 BT 5 S8 A 47 497 AH S 1 2 o B B A
N2 AERR 1 7775 , Frid 77 VA4 In) 38 it FH£490.001mg - 22 2950mg = H 7715 AR B = R EL Bk
Fie, BT IR B < R R s 52 2 T 2, 4510 4, 10 = PR MRl i PR R PR . o <1 T IR s A i PR 4
Tt = PR HEL 0 15 S A 4 B = B RELAR B LAk 40 o £ 73 AN S48 R, AR SCHR L T —Fh T30
¥ BT 55 A A 3400 FE S I 9 98 B S5 a2 AR RR ) D %, BT I T v B ) A 2 HIR it A s
H 7RIE 9290 . Img 52 £15mg I 3 BR LB  £90 . 2mg %5 £ 3mg I it 2 BR AR BT L £90 . 4mg 2 4
2. 5mg I <7 R NEL AR E , B iR B = PR NE i 52 ER % =X, 4510 4 , i < 1R MEL Bl i FR At R &5 Vs =
P Ik S 2 T P R = T JIEL i i S A4 B = IR B BB A 470 o 7E S A St 451 o, AR ST
FRAL T — M TV T BB S AR A 55 A S R i B S5 a0 AR AR 1) 7V Bk T A
Fh A AR 290 . 2mg. 0.4mg£70.5mg£]0.8mg£J0.9mg £ 1mg ZJ1. Img. ZJ1 . 2mg . &
1.4mg #J1.5mg Z)1.6mg £)2. 1mg 22 4mg. 212 .8mg 5L Z)3 . 2mg o H 71 & FI B 2 B JE 55
B, BT IR B < B R s 52 26 2, 4910 4, 0k = PR MEL Bl P R R0 s <1 T JIRL i i A s PR 4
it = PR HEL B 15 S A 4 B = B REL AR i AL Ak ) o A — S STt 48] 1, PIT SR 8 <7 TR FEL Al I 5 2
S TR N E R R R & o 7 8 SE o), P i S BRIR AR 0 & (R) - B P PRI B 2
T F3 AN STt 51 A, i A B S IR BRI 5 0 & A BTl (R) - Mt < FR NEL R B HH Rt R 5
TERF E SEH) h , ASCHRAE 7 — M F 1697 BT 5 A 0493 AH 5 14 95 T B e A 4] T <2 4
AR 1 7795, B 77 VB 966 1) £8 38 BR it FH DA T A H 77 000 = T AEL A I R R G & < 290, 2
mg & Z)Tmg B Z]0 . 5mg £ £)5mg . B 20 . Tmg £ 273 . 5mg B %) 0.3mg.#ZJ0.8mg.#J0.6mg. %]
1.0mg%J1.5mg %)1.7mg 2.0 mg.£)2.2mg.£J2.3mg.£)2.5mg.#)2.6mg#)3.0mg£)3.4.
£13.9.294.5.215.0.£16 .0 BL216 . Tmg o 7F 3 &M 1) STt 451 7 5 ek fmd 7 IR I A i 4 75 i A
ERTE R) -0 BB BRES F R R 3 o B RN DR A 2 1 70 B B DA R ) i ) B 4
RS EIRESAlE=ih

[0419]  Jiti s A= A BT &8

[0420] 7R E S , 4 B it = BR HE B 15 58 it FH T A8 38 (O IR G - 76 5 7 S i 5 o
Jr 3 Tt FH A ) PR 2 490 G B L 5 6 6 P i A B - TR & Ak (RI AR 2% 19

[0421]  7E—SESL 5] , BT IR B = IR NEBR 6 25 , 197 ), 8 = TR JEL i 5 FR R s IR 6 it~ TR
JOEL T P A ik T 2 o = I MLk i L A Bt < PR E B R A 0 vl LA B R — AN A =
AN PUAS LB FLAN 73 R G B e FH T 523 o PR St 9, B LACE #8 8 H il FH— Ik W
R IR o AR — S5 1, BT LACE 3 455 H it FH W IR o 7E 45 58 STt 451+, Birik LACEZR T
DLAE—R R ERWUR VAR S RSBAER T 52 3508 — IR AE— Le s ) -, BT ik
LACE#h W] DAt FH Bt 2 5 2912 ] VBUR T 2912 )8, il , 2= 094 A B A A 2064 A
/09 N H B E DI,

[0422]  f—desijt ) A, 259 2 J5 /2 LACE £5 i e FH 30 o 72— e st 41 A, 2454018 30
SRR R /DL L B, B, 290 LA =B A — A AV A B A=A BV 4004 H
Z1IHA H 41640 A 29 9 A 29120 H. 249184 A B8iZ5244 H .

[0423] i F 7592

[0424]  fE—RESLyt 5, AR SCHEAE T — i FH V6T BT 5 AR A 40 497 AH S I 2 o B R A
B2 AR ) 7738, Frid 5 vk B 4 1) B3 AR FH AL &9, B iR 25l &AL
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[0425] i~ R AR 56

[0426]  F2PyHE-B-HHIHG

[0427]  fRikHbik BEF],

[0428] A3 ikl B2 18 5 741,

[0429]  fTafesth&z i,

[0430] T3 b JEF 711

[0431]  fE— LSt , prik 25 H S V)2 K o

[0432]  fE—SLSLyt 5, AR SCHE AL T — i FH V6T BT 5 AR A4 455 A S I 2 o B B A
B2 AR ) 778, Bl 5 vk B 4 1) B3 R FH AL &9, B iR 25l &AL 5

[0433]  290.5%w/vE£95%w/v Gk T-0i 3¢ B EHEER) f0 8% - B AE Bk e £6

[0434]  Z12%w/vELI25%w/ v FEPE 3e - B- IR R

[0435] iy ik 300mMF) 7 B 51

[0436] 0% w/vE£120 % w/ v RS BE 157,

[0437] 0% w/vELI1 Y%w/ v, PL K

[0438] 0% w/vEZ10.5%w/vIFIB JE 7.

[0439]  fE—RLSLyta 5, AR SCHE AL T — i FH 167 BT 5 SR A 4 497 AH S 1 2 o B B A
B2 AR ) 7%, Bl 5 vk B 4 1) B3 AR FH AL &9, B iR 25l &AL

[0440]  290.5%w/vE £95%w/v Gk T-0i 3= B EHEER) [0 5% - B AE Bk g 6

[0441]  Z12%w/vELI25%w/ v FE 75 3 - B- IR R

[0442]  f5% =yl 300mMIR) 7K FE 571, Frad sk B2 77k ) bH DA 2R 4 - B8 ok BT E s 1ok
FE55 R ARG,

[0443] 0% w/vEZ120 % w/ v R 5],

[0444] 0% w/vE 211 %w/ v G5, L

[0445] 0% w/vEZ10.5%w/vIFIB JE 7.

[0446]  fE— LS5, AR SCHE AL T — i FH V697 BT 5 SR A 40 457 AH S I 2 o B B A
B2 AR ) 73, Bl 5 vk B 4 1) B3 AR e FH AL &0, iR 250 &AL 5

[0447]  290.5%w/vER 295 % w/v Gk T 0 3 B E B E) 0B <= Fk NE sk i FH R he e R

[0448]  ZJ1.5%w/vEZ125%w/vIF R TR I -B- IR

[0449] 5 1325 1 50mMI) B 5K I 77 5l e ey ik 300mMIR) A 15 17 B 771,

[0450] 0% w/vEZ120 % w/ v G 55,

[0451] 0% w/vEZI1 %w/ v G5, L

[0452] 0% w/v&Z10.5%w/vIFIBi JE 7.

[0453]  fE— LSyt 5, AR SCHE AL T — i FH T I6 T BT 5 SR A4 497 AH S I 2 o B A
B2 AR 0 77V, Bl 5 v B 4 ) B3 R FH AL &9, B iR 25l &AL

[0454]  290.5%w/vE295%w/v Gk T Wi = B NEHENR) {55 - B NE B R AL AL47)

[0455]  Z92%w/vEZ125% w/vIFIFE T 3 - B- IR RIAS

[0456] 5 325 1 50mMI) B 5K JEE 7 5l e ey ik 300mMIR) A 15 -7k B 771,

[0457] 0% w/vEZ120 % w/ v 557,

[0458] 0% w/vE 211 %w/vIF)Ze 5], L
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[0459] 0% w/vEZ10.5%w/vI¥IBi JE 7.

[0460]  fE— LSyt 5, AR SCHE AL T — i FH V697 BT 5 SR A 40 497 AH S 1 2 o B B A
B2 AERR ) 778, Bl 5 vk B 4 e B3 R e FH AL &0, B iR 25l &AL

[0461]  290.5%w/vE £95%w/v Gk T 3¢ B IHBEER) F0 8% -7 B NE B 8 R s R &

[0462]  Z12%w/vELI25%w/ VI FE 5 3 - B- IR R

[0463] 5 ey 325 1 50mMI) B 5K i 77 5l e ey ik 300mM ) A 15 -7k B 771,

[0464] 0% w/vEZ120 % w/ v R 57,

[0465] 0% w/vELI1 Y%w/ v, PL K

[0466] 0% w/vEZ10.5%w/vIFIB JE 7.

[0467]  fE— LS5, AR SCHE AL T — i FH TR 7 BT 5 SR A 45 495 AH S 1 2 o B B A
B2 AR 0 77V, Frid 5 vk B 4 ) B3 R FH AL &0, B iR 25l &AL

[0468]  £90.5%w/vE 295 % w/v Gk Tt 3 B IHARR) F 6% = B I B e S AL .

[0469]  Z32%w/vELI25 % w/ v FE 5 3e - B- IR R

[0470] 325 1 50mMI) B 5K I 77 5l e ey ik 300mM ) A 125 -7k B 771,

(04711 0% w/vEZ120 % w/ v 557,

[0472] 0% w/vEZI1 %w/ v G5, L

[0473] 0% w/vEZ10.5%w/vI¥IB JE 7.

[0474]  fE— LS5, AR SCHEAE T — i FH TR T BT 5 AR A4 495 AH S I 2 o B B A
B2 AR 0 773, Bl 5 vk B 4 1) B3 AR FH AL &0, B iR 25l & 0L 5

[0475]  290.5%w/vE 295 % w/v Gk T-0i = B NEHRR) 0B <= Bk NE sk i HH R he e 6

[0476]  Z32%w/vELI25%w/ v FE 5 3 - B- IR R

[0477] vy 325 1 50mMI) B 5K i 77 5l e ey ik 300mM ) A 15 -7k B 771,

[0478] 0% w/vEZ120 % w/ v R 557,

[0479]  0.01%w/vEZI1 %w/ v, LA

[0480] 0% w/vA&£90.5%w/vIIBI FE 77, B ik By & 7k B B DA AR 20« R AL SV L Ll 2
g R S IR &Y.

[0481]  fE— LSyt o, AR SCHE ML T — i FH V697 BT 5 S8 A 47 497 AH S 1 92 o B B A
B2 AR ) 773, Bl 5 vk B 4 1) B3 R FH AL &0, iR 25l &AL

[0482]  290.5%w/vER295%w/v Gk T-0i = B HHE ) 0B <= ik NE sk i FH 2R me e R

[0483]  Z12%w/vELI25%w/ v FE N 3 - B-FR R

[0484] 5 ek 150mMER) B 15K 5 711 5 e ey 35 300mM ) = 25 1~ 5K & 771 5

[0485]  0.01%w/vZE 220 %w/ v BT,

[0486]  0.01%w/vEZI1 %w/vIFZEPHF], LA

[0487] 0% w/v A& £90.5%w/vIIBIT FE 77, B ik By & 77k B B DA 4R 20« R AL &V Ll 2
g R S IR S

[0488]  fE— LSyt 5, A SCHEAE T — i FH TR T BT 5 AR A4 455 AH S I 2 e B B A
B2 AR ) 77V, Bl 5 vk B 4 1) B3 AR FH AL &0, B iR 25l &AL 5

[0489]  £90.5%w/vE25%w/v Gk T-0i 3 B NEHRR) 0B <= Fk NE sk i FH 2R me e R

[0490]  Z)2%w/vEZI25%w/ v FE 5 3e - B- IR R
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[0491] vy 325 1 50mMI) B 5K JEE 77 5l e ey ik 300mM ) A 15 -7k B 771,

[0492] 0% w/vEZ120 % w/ v R 5],

[0493] 0% w/vEZI1 %w/ v G5, L

[0494] 0% w/vZ£]0.5%w/vEIBT IG5, Frik b7 JE ik 5 B CL T 2 20« 1L LR L R
KM IIREY),

[0495] M. prik 254 G A & A Wk 22 Re =

[0496]  fE— LSyt 5, AR SCHEAE T — i FH V697 BT 5 SR A 40 497 AH S I 2 o B B A
B2 AR ) 778, Bl 5 vk B 4 1) B3 AR FH AL &9, iR 25l &L 5

(04971 290.5%w/vE295%w/v Gk T Wi 3 B NEHE ) 0B <= Fk NE sk i FH 2R he e 6

[0498]  Z12%w/vELI25%w/ v FE 5 He - B- IR R

[0499] 5325 1 50mMI) B 5K i 77 5l e ey ik 300mM ) A 15 17k B 771,

[0500] 0% w/vE £120 % w/ vk £ 1 57,

[0501] 0% w/vEZI1 Y%w/vIZE M5, LL K&

[0502] 0% w/v&EZ0.5%w/ v &7,

[0503]  Hr prik 25 H G A5 R FL A I EAE S A7 re &6

[0504]  fE LSyt 5, AR SCHE AL T — i FH TR T BT 5 AR A4 455 AH S I 2 o B B A
B2 AR ) 7%, Bl 5 vk B 4 1) B3 AR FH AL &9, B iR 25l &AL

[0505]  £90.5%w/vER 295 % w/v Gk T-0i 3 B E B E) B <= R NE sk i FH R me e R

[0506]  Z12%w/vEZI25% w/ v FE PN 3e - B-FR R

[0507]  291mMZE 29150mM) 3%k H HH &AL 8N AT L 2 TR A P 2H s i 4H 1 ke B 51, 2
ImMZ2 29300mMIF) 3% H HH H B2 B A ER  H i 8 i S TR G W 2H R i) 4 1) sk BE 71

[0508]  £90.01%w/vZ )20 % w/ vIrRL FE U5 7, BT IR Ak B2 U 15 7708k B e DL Rl 4
RO BE A7) LR ED,

[0509]  £450.01%w/vZE 21 %w/ v G255, BT ik 22 vhiflizk H B DL T 2H R 20 - B IR 3k 2 e
7 (0, BEEE — SN K-S KB BR A AN « LR Eh 4% v A R AR 42 ) B RR £
2z ) LA HBSS (DU e P4l Shis i) 5 B J&&

[0510] 0% w/vEZ0.5%w/ v &7,

[0511]  HAprid MG EA 24,38 294 T/IpH, FF H

[0512]  H prik 25 WH S WA G5 R FL &I EAE S Ay re &6

[0513]  fE—SLsLyti o , AR SCHE ML T — i FH V697 BT 5 S8 A 47 497 AH S 1 922 o B B A
B2 FERR 0 773, Frid 5 vk B 4 ) B3 R FH AL &0, Bt iR 250 &AL

[0514]  2490.5%w/vER25%w/v Gk T-0i = B NE B E) 0B <= Bk NE sl i FH 2R he e R

[0515]  ZJ1.5%w/vEZ125%w/vIF R TR 3 - B- IR

[0516]  291mMZ 29150mM) 3%k H HH &AL 8N AT L 22 TR A W 2H 5 41 1 ke B 51, 2
ImMZ2 2J300mMI1) 36 H HH H B2 B A5 e R « S VR A WA s ey 2E 1 5k B2 571

[0517]  2490.01%w/vZ 2920 % w/ vIrRL B2 U 5 7, BT iR Ak B2 U 15 7708k B B DL 2Rl 4
RO BE A7) SR ED,

[0518]  £50.01%w/vZE 21 %w/ v ZZ 5], BT ik 22 vhifizk H B DL T ZH R 20 - B IR 3k 2 e
A (i, R — SN — KB KR E ) LR ER g R R AW, UL K
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[0519] 0% w/vEZ0.5%w/ v &7,

[0520]  H. A pridk 5 G B 41438294 . T/IpH, FF H

[0521]  H prik 25 WH WA G5 R FL A I EAE S A7 ae &6

[0522]  fE—SLSLyti o, AR SCHE AL T — i F TR T BT 5 SR A A 455 AH S I 2 o B A
B2 AERR ) 77V, Bl 5 vk B 4 ) B3 AR FH AL &9, B iR 25l &AL

[0523]  290.5%w/vER295%w/v Gk T-0i = B NEHR ) B <= FR NE sk i FH R me e R

[0524] L5 R aaR i = PR MEL Aok s FE A it I 56 55 R I = 1 28 TR 6 - B- IR A

[0525]  240.2%w/vAE£11 % w/vIF) ik B B S EAFN S A B ZH R ) 2H B 5K FE 570, BR 20 TmM 22
21300mMAT 3% F HHH B B A BERE S IR G W 2H R A ) 5k B A

[0526]  £50.01%w/v & £1 % w/ vIFIHRE BE T 7, Brad kb B2 15 7030 B i 25 4E 2 77 2 R )
H, UK

[0527]  £50.01%w/vZE£)0.5%w/ v G275, Frid 2771k B i PA T 4L R 21 - R Hh 22
PRI (D, SR — AN — K G KRR A ) SRR iR R HIR G,

[0528]  HH prik 25 H G R A 294 .38 294 . T pH,

[0529] i prik 25 AH S A 5 BT JE 79 BEA S-S EWi = ae &R, 7 B

[0530]  H:r pradk 254 2H & Wi /2 T TG 1 i B A 2 5702 2H 6 W K 25 1) 245 L7 S A o
[0531]  fE—RLsLyti o , AR SCHE ML T — i FH V697 BT 5 S8 A 40 497 AH S 1 922 o B B A
B2 AR ) 7%, Bl 5 v B 4 ) B3 R e FH AL &0, B iR 250 &AL

[0532]  2490.5%w/vER295%w/v Gk T-0i = B NE B E) 0B <= FR NE sk i HH R he e R

[0533] 255 FiTid hii o R HH B JiE Y 2R Ao 68 &6 45 BE IR K S (K FR TR L - B- IS

[0534]  2490.2%w/vZE 21 %w/ vk B B EALEN SR ZH Rl ) 2H 1 5K B2 571, BR 20 TmM 22 2
300mMP¥T e H HHH 2 B A e WE S R A A R i) AL 5k BE A

[0535]  £40.01%w/v & £1 % w/ vIFIRE BE S 7, Brads kb B2 15 7030 B e 25 4 2 77 2 R )
H,

[0536]  £50.01%w/vZE£)0.5%w/ v, BTk 22771k B i PA T 4LR i) 21 - IR Hh 22
PRI (D, SR AN — K G KRR A ) SRR R IR AW, DL &
[0537] 0% w/vZ£]0.5%w/ v G55, Frik s JE ik 5 B CL T 2 40« 1L 248 L IR
KM IIREY),

[0538]  HH ik Z5H G W) B A 49438 2494 . T pH.

[0539]  fE LSyt foH , AR SCHE ML T — i F V6T BT 5 SR A 40 495 AH S 1 2 o B B A
B2 FERR 0 773, Frid 5 vk B 4 ) B3 R FH AL &0, Bt iR 250 &AL

[0540]  290.5%w/vZI1.3%w/v 212.3%w/v Z13%w/v B Z)4 % w/v (& TR F R IETH
1) Py = T HEUARE I FH R IR R

[0541] 25 Firidfi o B HH B JiE FY 2R Ao 68 &6 45 BE IR I S 1K FR TR 5k - B- IS

[0542]  250.1%w/vR L1 % w/ v 5k FE 5, Brak sk B2 )i B e DA 2H B 41 - AL RIS
[aiin

[0543]  £50.1%w/vEZ10.75%w/v IR B R 577 , Frads R B U 15 7703 B b 20 4 2557020 B
[P2H , Bh %

[0544]  £50.01%w/vZE£]0.5%w/vEIGE M5, Fridk G2 7 e B B DL 2 0 4. - iR 25 2%
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PRI (D, SR SN — K G KRR A ) SRR iR R HIR G,

[0545]  H prik 25 H G R A 29438 294 . T pH,

[0546]  H.r prik 25 H G A EB I 7F13F EAE SRR, 3 H

(05471 ot pirak 254 20 6 Wi /2 T TG 1 i B A0 2 5702 206 W0 0 25 18 245 L7 A
[0548]  fE LSyt 5, A SCHE AL T — i FH TR T BT 5 AR A4 455 AH S I 2 e B B A
B2 AR ) 77V, Bl 5 vk B 4 1) B3 AR FH AL &0, iR 25l &AL 5

[0549]  290.5%w/vZI1.3%w/v 212.3%w/v Z13%w/v B Z)4 % w/v (& T iR F R IETH
1) Py = T HELARE I FH R R R

[0550]  Z91.5%w/v 292.5%w/v £]3.2%w/v 216.3%w/v ZI11.2%w/v Z£]15%w/v. B}
2719.6 % w/ v RN 5 -B- IR

[0551]  2450.1%w/v R L1 % w/vIF) 5k FE 7, Brak sk B2 713 B e DA 2H R 41 - AL RIS
[aiin

[0552]  £50.1%w/vE£10.75%w/v RS B U 577 , B Rl B 15 7703 B b 20 4 2557020 B
[rI2H , Bh %

[0553]  £450.01%w/vZE£]0.5%w/vIIZE M5, Fridk G2 7 de B o DL 2 0 4. - iR 25 2%
PRI (D, SR — SN — KB KRR A ) LR ER R iR R HIR G,

[0554]  H prik 25 WH G R A 494 .38 294 . T pH,

[0555] ot prik 2540 G AN 5B T 7R3 AR & &R, I3 H

[0556] . piradk 254 2H & Wi /2 T TG 1 i B A 22 5702 20 W K 25 1) 245 3L BT S At o
[0557]  fE—SLsyti o, AR SCHE AL T — i FH V6T BT 5 SR A 4 495 A S 1 2 e B B A
B2 AERR ) 73, Bl 5 vk B 4 1) B3 R FH AL &0, iR 25l &AL

[0558]  £j0.5%w/v£11.3%w/v £12.3%w/v  £13%w/v B4 % w/v (T 3 T 0
1) Py = T AR I Y R IR R

[0559]  Z91.5%w/v Z12.5%w/v £13.3%w/v 216.7%w/v ZI11.5%w/v 2£]15.0%w/ v+
B2119.6%w/ v FE N 3L - B- IR KK

[0560]  £50.1%w/v A& L1 % w/vIF) 5k FE 7, Brak sk B2 713 B B DA 2H B 41 - AL RIS
[aiin

[0561]  £50.1%w/vEZ10.75%w/ v RG B R 5 77 , Frads Rl B 15 7703 B b 20 4 2557020 B
[PI2H , Bh %

[0562]  £450.01%w/vZE£]0.5%w/vEIZE M, Fridk G2 7 e B B DL 2 0 4. - R 25 2%
PRI (D, SR SN — K G KRR A ) SRR ER G iR R HIR G,

[0563]  HH prik 25 WH G R A 214 38 294 . T pH,

[0564] . prik 25 H G A 5B I 7F13F EAE SRR, 3 H

[0565]  JH:r piradks 254 2H & Wi /2 T TG 1 i B A0 22 5702 2H 6 W 25 1) 245 L7 S A o
[0566]  fE—RLSLyti o, A SCHE ML T — i FH V697 BT 5 S8 A 40 497 AH S 1 92 o B B A
B2 AR ) 77V, Frid 5 vk B 4 1) B3 R e FH AL &9, B iR 25l &AL

[0567]  290.5%w/vZI1.3%w/v 212.3%w/vZ13%w/v B Z14 % w/v (& TR F R IETH
1) P = T AR I FH R R R

[0568]  Z1.5%w/v 212.5%w/v £]3.2%w/v 216.3%w/v ZI11.2%w/v Z£]15%w/v. B}

41



CN 113387923 A ﬁﬁ HH :I:; 34/74 11

2719.6%w/ v FR N 3L -B- IRk

[0569]  £70.1%w/vEZI1 %w/vIRIEALEN,

[0570]  290.1%w/vEZI0.75%w/vIFRNIEF A 4R BFR LA 4R, LN

[0571]  £50.01%w/vEZI0.5%w/ v LR TR 25 w7,

[0572]  H prik 25 WH G R A 214 .38 294 . T pH,

[0573]  H:rh FiTid 2540 & W) B AG 21250m0sm % £1425m0smff) 1535 [ JBE IR M B

[0574]  HA prid 9 G A EEB G HIF EAE SRR, 3 H

[0575] o Bk 2540 20 6 Wi /2 T TG 1 i B 2 2 5702 2H 6 W K 25 1) 245 L7 S A o
[0576]  fE—RLSLyti o, AR SCHE AL T — i FH V697 BT 5 SR A 40 497 AH S 1 2 o B B A
B2 AR ) 778, Bl 5 vk B 4 1) B3 AR FH AL &0, iR 25l &AL
[0577]  250.5%w/v Z11.3%w/v £)2.3%w/v . 213%w/v 8214 % w/v (G T 0% ¥ 12 H Bk
1) P = T HELARE I Y R IR R

[0578]  £91.5%w/v Z12.5%w/Vv 2]3.3%w/v Z16.7%w/v Z£J11.5%w/v.#]15.0%w/v
B Z119.6%w/ v FE A 3 - B- PR RIKG

[0579]  £50.1%w/vEZI1 %w/vIIEALEN,

[0580]  240.1%w/vEZI0.75%w/vIFRNIEFF A 4R BFR LA 4R, LN

[0581]  £70.01%w/vEZ0.5%w/ v LR TR 25 w7,

[0582]  HH prik 25 MH G R A 41438 294 . T pH,

[0583] Mt ik 254 4H &) B £1250m0sm & £425m0smff) 1535 15 BE R K

[0584]  H. A prik 5 & EB I3 EAE SRR, 3 H

[0585] o piradks 254 2H & Wi /2 T TG 1 i B A 2 5702 2H A W K 25 18 245 L7 S A
[0586] s

[0587] 4iE

[0588] ACN=Z.Ji%

[0589]  MeOH= H %

[0590] EtOH=Z.[%

[0591]  EtOAc= & 2T

[0592]  Boc=ifl ] Z:45 FE Ik

[0593] DCM= _—5 Fi ke

[0594] DCE=1,2- —& L¥E

[0595]  DMA=N,N- — Fl 3 2 it i

[0596]  DMF =N, N- — Ffl Ji& FiI ik fiz

[0597]  DMSO= " H 3L V1K,

[0598]  DTT= i JrpHEE

[0599]  MEK= H Jt 2, JE

[0600]  MTBE = H &4 T L ik

[0601] TFA==F L

[0602]  THF=PY&( Wkl

[0603]  EDCEREDCI=1- (3- —~HIHLZ AL N HE) -3- £ ek — W JiZ Eh i £h
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[0604] DIPEA= _RP3LEZ i

[0605]  HOBt=1- 23K I = MK EY)
[0606]  m-CPBA=A] & & 4 H iz

[0607]  NaOH=Z5 ‘A fk4N

[0608] Pd=%f

[0609]1  Pd/C=%EF

[0610]  min=74p%f

[0611]1  pl=4%Jt

[0612] ng=4h7g

[0613] M= B8 /K

[0614]  nM=4HEE /K

[0615]  mM=ZZ /K

[0616] L=7}

[0617]  mlEimL=2&7T}

[0618]  pLEGR] =17t

[0619] g=T7¢

[0620] mg==Z7

[0621] mol=JE/K

[0622] mmol =Z& & /R

[0623] meq=Z%H4=

[0624] RTE{rt=%i5

[0625]  ret.t.=HPLCHR A IA] (234)
[0626]  TLC=#JZ %%k

[0627]  HPLC= fmy R ARt i v

[0628]  RP HPLC= ¢ #HHPLC

[0629]  LC/MS=ra R AH iy / o i v
[0630]  MS= Ji iy

[0631]  NMR=#%H3L9R

[0632]  XRPD=XH+2EH R AT5

[0633]  PLM=1t 145

[0634]  TGA=#AEE & /T

[0635]  DVS= 24y 2 Mt

[0636] mp=1#A A

[0637]  RH= XTI

[0638]  SEM=#14ifiH T A

[0639]  ELFELA T S LAIE B A i B 1 FEFR fhill ¥4 S it 451 o
[0640]  S2451-3UERH T il 8 LACER AL 1) 45 i JE sUFNAE IR B 4541 Ab 2 LACER AL 1)
i

[0641] S5l LACESR A AE I 751 1) 1 fhir
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[0642] 7 MAALACES ALY AE 2 PPl ME AN AR e 7 77 R R 3 12, %% LACE-C1 (100mg)
PR B AmL 3% 38 /N AR I ImL I 77 VR A 0 P AT TR, AR SR 2 AT R AT H AL
2 QIR PP AR OR], NP LI Y MR B T A A HI B ZE R S5 R B IAE R 1.

[0643]  FK1.7E25°C V7K

S R

MeOH BT RZIBGWEFER

7 BR MEEFR, B PHELET RZEHERE L

ACN ETRZIEWEFER

Sk 5 3 MIEEFR, APRELE T RI G EEZ L
[0644] | K BT RZEWEBFER

EtOAc BTk

THF A4 B F R A AL M8

DCM A TRZEWHEBEFRER

MEK s EER, AP P hE T R G AR E

MTBE MIEBERFR, AP AE T RIGHERE L

Ty A Bk Fb M B 4R

LR LT %%

R BE BT RZIEHEBFER

A5 BERARRZE ARG BEFER

A% M BT RZ )G KB B R

RTIE T RZ )G A U fE 6y Bl AR

EtOH BT RZIEWEBEFER

¥ B8R LB BFiR

[PAc T RZ )G A g6y Bl AR
[0645] -

AT k% BT RZEHEBFER

¥R F6 M B AR

A4 JU g

hell: - 3 F 7T RZ )6 KB 6 B AR

QW R2TE |£TRIENEFER

2-Me-THF F5 M B 4K

b Bt BT RZ )G KB RE 6 B AR

B BT RZ )G R ERER 6 B AR

72 AT RZENEBFRER

[0646] R 1T ML, LACES A AE K 22 Bl M 3 771 b 2wl 1K) 9 HLAEVF 22 AR AR PR 3 771 v
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AN 33— D b, LACES A W 7 22 P 7] = A5 Rt 2 [ 44

[0647]  sfFl2 il ik s I I ELACE R AL P 4 i

[0648]  JEHId7E =R K 2 B R M LACE-CLIE AT 7 K Hil & LACE-C1 B 45 1 o )
XS R ISR AR R 3 i PUIA I B B IR M, KA T R4 B BT o X S s 6 45 B,

GEIETER2H.
[0649] 2. LI Ing:
e L AEY 3 M
K 7 R P -
ACN Do =
[0650] | MeOH B F -
DCM IR =
K EFR,ARAEurBEk

MeOH | EtOAc | &% -

ACN IR M PLM: %/ 0% RH
T a4y LACE-CI
DCM |3l |H&He9E -
MeOH 0B 0 -
DMF o e A
DMF | 2% o 0 & 4
[0652]  4n2f W, , LACE AL 4G i [ AE0 %6 RH T 7EACN/EtOAc HHIE K.

[0653] 52453 . /K AELACESE AL 45 it

[0654] T #ffisE & 7 0] LA 2 B LACE S AL W AT T A e 1 45 oK 0T 2, A8 S 4 =K
FEA5 WL 77 b B3E4T LACE 1) 45 i SE 56 o B LACESAL WA AR AE 5 24 K vh , I ELK i 7 I 2]
LACES AL P 7K S T o 1K e Sy 235 B S5 7E T 3R 39 o i NI e 25 BLFT DL, Y2 5 SR 43 LACES
ey E AT K

[0655] K3, 5 E/KIEA HLEFIHF 45 &

[0651]

06561 Ty 1K Ji g W 2 5 14K S5 () W8 5 B
7 il /EtOH (75mg /mL) G G
ACN PEIE Vi
IPA PEIE Vi
EtOH PEIE Vi
L ySREA ] o
MEK PEIE Vi
EtOAc AR RS HH v

(06571 sfoil4 . [ B 128 ¥ i ik
[0658]  fifi FHPH & T A AN L LACEE LA 52 5 £ Fh B 2 1 10 BH &8 722 # o B T-LACE-C1
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U= W00 e 5 L IS BA 100mg MRS 7 7 45 AUFR 9 76 SR, F 78 SR AT VA AL 2
B KPR PR DI 2B KM 20 ABLACE U 222 15 B0 R TE 91 85 T30 B s 2 by
SRR T SRR T R B TH IR B TR L R S R N
B 40 SR HT R IR MR L BEER W (Na,PO,) BERREL Y (Na,HPO,) LB IR — 048
(Nal,PO,) T 43 (Na,,50,) « FIHFCHR L. 3ot 32 124 /N 57 , SRR TR 24 R U LACE SR A
A T 0 185 T B 8 7 7 IR 0 o T 0 VT A S DU 2 0 0 75 T PR VR T«
NaC {6 TF 6 7% 5 I8 2 o 6 B VR W U WA LA 4 B LACE 2k 2. F 224 7R Hh 1 45

FIRIX M SRR T 5055 G TR

[0659] 4. Ehrifiik
2t EtOH FABE | AW ACN LACE-CI :
LACE 7 X WA 20 |/EtOH | A= 20 | #&yHLE
(A 1 84K nL & (3:1 |pL &K
) vIv)
LACE-C# # | NaCl L | TEm | TEmm |11
(Na- LB 2 +NaCl |+NaCl |+ NaCl
LACE-% %8 |NaCl NaCl NaCl NaCl 11
A%
(Na- & kB8
f2)
LACE-BGE | BG4 |Bob— | BoR=| 868k |2:1
3% 4 4h — 4R
(Na-/8 & B4
&)
06e0) T ACE B AR | BER Bk Rk | REk |11
A% XRPD: Na- |XRPD: |XRPD: |XRPD:
(Na-/BG6B; | M AHLGE | Na-BR X | Na-B2 X, | Na-B2 X
f3) 2k (bitartrate) | /A GER 2L | /B GER 2L | /A GBR
&
LACE-E 58 SL8M_4 |SLHBM— |FLH8—_|g5m |2:1
# 4N 4 4R
(Na-§ LBk
#)
LACE-E 58 SLHMAM SHHMA | THMA | §HM |1:1
A3 4M 4 #.4M
LACE-#7# 8 | #-Na-#7# | #£-Na-#¥ | £-Na-47 | £-Na- |1:1
# B BB | R | HAER
(#-Na-#74#¢ #%
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PR 2 & EtOH AR AW ACN LACE-CI :
LACE # 7 X, WA 20 |/EtOH | #4220 | ARGy HLE

(7 1 694X, nL &K (3:1 |pL %
) vIv)
AR )
LACE-47#£ 8 | —-Na-#7# | %KX | =-Na-#7 | =-Na- [2:1
& g WIS | ArER
(=-Na-#7#% #
BR )
LACE-# 48 | &% =Z-Na#F | =-Na#y | =-Na#r|3:1
- (Ve E | R (RS | BR
(=-Na-#74¢ | 1K)
&) XRPD: =

-Na #7# B,

S
LACE-JR3A88 | JL3A88 — 4R | JR3ABE — |JRZABR — | JR248R |2:1
3 4M 4 —%5h
(Na-3% 248

[0661] )

LACE-3R3688 | 3RO A4 | IRFAB A | IRAB A | K28 |11
i + RE B+ R |+ R | AP+
(Na-3£24% | NaCl 4y 2] NaCl
#3) NaCl NaCl
LACE-## % | Na;PO4 + J& | Na3PO4 |NasPO4 |[Na3PO4 [3:1
(Na;PO4) F6NaCl |+ RE [+ RE

89 NaCl | &9 NaCl
LACE-## #, | Na2HPO4 Na;HPO4 | Na;HPO4 | #tf54x |21
#
(Na;HPO4)
LACE-## — | & NaCl ZNaCl | & NaCl | £ NaCl [1:1
E -
(NaH2PO4)
LACE-#% # | NaxSO4 fZ M | NaxSO4 |NaxSO4 [2:1
(Na2S04)
LACE-#3rfn | Foish | BFiR | RFefR | £FR [1:1
AR 2 XRPD: | %h +150 ul
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FrIp2 & EtOH FHEBE | AW ACN LACE-CI :
LACE # 7 X A2 20 |/EtOH | A= 20 | A& HLE
(B R 93, nL &K (3:1 |pL %k
) v/v)
[0662] (IR f R FR R K
5h) i b it A:8
XRPD:
P A
B 4N
[0663] B T 1kt (4100mg LACESUILAIZE 52 15 5L 8 B S ST 54 AP 25038

FRBNAE LA TE 7KV 770 o O B T 5 A8 4 - I DI S 5 o 388 3 XRPD M 00 5 o7 ) Bk A S AL 4
IR BRI AN AE . 25 TR Y I 25 RAB 7R AE — 2R » OB BLACE IR AL M) RTLACE H
AR, (H R ILLACESRAL YR AR A IF BAE T3t — B IF R .

[0664] 35 To/KEE ) Eh ik 45 5
LACE ## X, | EtOH A 5R ACN LACE : %
(BT B 693850 ) By tb R
LACE-Br AFRk, B | K#tAT AT 154
GRAL4R) NaCl, &%
LACE-Br:
XRPD, & FR
K
BT
LACE-I AiFk, BR | BFRERA | A#T 131
loses] | (aRfLsh) NaCl, %% | &A:
LACE-I: XRPD | XRPD:
LACE-I
LACE-OBs AT AT NaCl A== [ 1:1
(R ARBR %M ) 4
LACE-OTs AEAT A2t 47 ~H¥. 1:1
( L 37
¥R AR BR 4H ) M
#2 NaCl 49
LACE ## X, | EtOH HER ACN LACE : %
(BT R &93X3%] ) By
"W
[0666] E1AZ
B, =
4
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[0667]  LACEA ALY RE— 25 A B 7 20 s 36 HI AT THUAE DA B PP I RK A 384T« I A R
TN IR R ERAN TR IR LB AT IR IR — AN BRI R B BRI R AN L DA MR
B R R IR BB 0 5 2RO R AR R 6 .

[0668] 6. ANEE 7 A IR InEh i ik
LACE-# 1 X 7 B9 MeOH X ok,
029058 % D) LACE :
B
LACE B am % | A4 Kt 47 200 uL K + 0 |2:1
(=Na-HA8) #7%F +1 mL
ACN
7o B
LACE-B &8 8.3 | K47 &iFik ALK l:1
(Na-"B 6B A.25) BT |F8 11X, Fe
A BRAE A s
F, Eiticd
06691 XRPD: ## X,
NMR: &£
%5 o
LACE-% & & ARiFR, AT AT 1:1
(Na-g BBz k) [ &
XRPD:
LACE-CL
#2 Na-g
g a9
R
LACE-#7# 8% #; &iFik A AT A #EAT 1:1
(3 -Na-#7# 8 XRPD: #
#) -Na-#7 4%
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LACE-# X, 7 B MeOH X 28 ¥
CBF 1 849 3K50)) LACE :
A%,
AR 2k
LACE-#7#£ 88 2 TR AT K47 3%1
(=-Na-#7 8 8% XRPD:
#) LACE-CL
#2 =.-Na-
AR BR 2
GO R
LACE-3 3482 AT AFiR AT 2:l
(Na-3E 368 ;) XRPD: #t
7 1
LACE-3% 248 £, & | At fT BFR AFAT 1:1
XRPD: 4t
[0670] 5 & T

LACE-RF g 2 | &%k, |&%%&, [200puL K + & [1:1
(I L BR4R) ¥HMHHE | XRPD: & | HF +1mL

5 % T ACN
+100 L | BAR: SR B
K % + 'V % NaCl

MEKRE | B34 : NMR:
J & 49 LACE
LACE-# 3R s 3 | At 47 R IEAT LACE-Cl #=L- |[1:1
(IR 0 B8 4H) RIS B Na
+200 uL &, %
W 4h, FKmA
AR, *5MEILIE
i

R A B AN AXTER | KAT AT 1:1
[0671] [ 7 BB Eh K LACES LY H 5 & e R AL M MR R B 2
FR AN AL HE DA SRS LACE M AR L LACER 45 H iR £h B3, 4- R L IR FH R
‘C-25°C NERS N H BLAE B AT

[0672] K H X LLsSTIG 1) 25 R IR BN T BLACER AL Y 7 i« 52K EREA NS, 4- 2
2 R BRI ) 28 - 28 ¥ 2 A 3, AN SR IEE P20 ok, 53, 4- R R B BRI S B AR
LACE 3,4- “FRRRKHIREE R R3,4- “RIEFZXHBRPAFNaCI I B I =R &1, Fo2 W
AN

[0673]  JEF 25 Fh L IRk S 06 , ARG N 4 i M R LACE FF IR 2k . LACEZR IR £k A1
LACERL )3t H i 3 H T A7 it — 20 R e M I

BRAN . FN3,4- ¥R FLHEH
Tho BRI AL R AE20
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[0674]

[0675]

[0676]

[0677]

[0678]

[0679]

[0680]

[0681]

[0682]

[0683]

KT H T A VEMRR 75 G AR HE I PR B R

TGA (REFHH) Fik

NS TA Discovery
o JE e ) 30°C £ 300°C
EEE e S 10°C/min
RAUARE 20 mL/min

¥ oo & 25 2-10 mg

DSC (ER PR ENE) T7ik

&S TA Discovery

wm g e 30°C £ 250°C 2 300°C
FEE R S 10°C/min

RARE 50 mL/min

H s & #) 2 mg

XRPD (X5 £t RATH) 711 GE AR

35 Bruker D8 Advance
RIS LYNXEYE (ID#X) , FA: 1.597°, %
2o 5.0 mm
a4t CuKo (0.15406 nm)
X HEREBZHF 40 kV. 40 mA
vk, pHE 0.020 &
2HEH 2°% 45° (20 184)
I bk BT ENIREE: 2.5°, KRB FIIk4E: 2.5°
XRPD /7722 (S A=)
N Bruker D8 Advance
Ao 25 LYNXEYE (ID#X) , FF/A: 1.198°, ¥
%2 5.0 mm
5% 5t CuKa (0.15406 nm)
X HERERDE 40 kV., 40 mA
TR, HE 0.020 &
EEE BN 2°% 45° (20 14)
Tk bk MBI, 2.5° KRABEHPLE: 2.5°
DVS (Z£ 43 75 S B)
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[0684]

[0685]

[0686]

[0687]

[0688]

[0689]

[0690]

B Advantage
Y 25 10 mg
& B 25°C & 60°C
dm/dt [ 0.002%/min
NMR (% AL 4%)
L% Bruker AVANCE III 400MHZ
4t 5 mm PABBO BB-1H/D Z-GRD
7.108618/0226
A 295.7 K
o TR 3E R 1 #

UPLC GEE e OB AH B v22) T 1%

BLE Water Acquity UPLC
AEAL Agilent Poroshell

AL )1 A3 (Agilent)
#2 (um) 1.7

R (mm) 2.1 x100

32 (°C) 45

Ak (mL/% %) 0.50

EHARAR (ul)
¥ o 75 5

1

5mL & THr, & 10 mL 100 mM
VP EER (shAa A) A= 10 mL 20
mM v F A J i,

#oe ik & (ug/mL) 800

&K (nm) 210

wAA A 100 mM ¥ Az82 (pH 2.3)

A8 B i

iwireti] (44p) 13

i 5-%F %B
0.00 10.0
11.25 70.0
12.50 70.0
13.00 10.0

AU S AN 5B FAE S T LASRAS XSRS LT 5 18T, L B Bk T iR T )

SEAFRO DB TR R332 J0 X AT AT 1] i F) o 58 T AR 3 9 >R PR 0 6 26 A T
Pzl o WLt — D R, A 5 5 3 R LIRS 25 P R it R 36 AT S PR X 28 4 S5 1D 38
KA ARG o X T AHIE R AR T2 30 1 b 5 228 2 TR 1 2- O RT 5 M — EUrEAE0. 27 AN, IF H.
25 R& 5 LR ATHY MG R P B R 2R R o DRIk, 721 B AR A O Y ) A T AN IR T
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PR 5 AR ST T4 5 110 B 1] v 4 22 1 XS 20 i S8 P 5 4 A [) P XS 8 i 33 P 1 it T XL R A
5 ] o BT 0 R PR X 28 A S A 35 A R [ ) X S 2 7 558 1 AR AT AT o A T 2T 7 NS o B )
VO] P o i XS ZRA0T S5 B 14D S AR AAE 1) B8 70 7 AR A i 52 AR N SR e I TE L A

[0691]  sEf55. LACE- ZK g £ (LACE-O0Bs) il %

[0692]  #FEasymax T.{/Euf g v #eH, [A]4153.0mg (MW 327.93,12.66mmol) [KJLACE-Cl1H ¥R
H12350. 2mg ZEREER AN (MW 180.16, 41597 % ,13.05 mmol) . i) [ /4t ¥R n50mL i) 2. 15 (453
TIHTHR K TR S WIAE25°C T HERE 20/, P2 AR B

[0693] ol & BV VK 45 20 TRRE o B 8 I 1 XRPDAS 25 o B R AIE S AN AN S AL A, R B BH 8
TR TE RS o 3 U S NVR A YD G TR A e e 7 R A i , SR AL DT [ A4 o 1) VR
GRS NN bR 5 R SRS 2 10mg R il o 728 RV VR T 22 " 73 S S R T 1) SR AR )
TRAEY K Z150mLIG A CE/K) 21208 2R &, I BB R G Wik 4s , B8 Mt #Ep ik
AR A 2 L] 1 o 45 29 50mL I T 7K P B o 281) ] 4 DA SR A R b AR R 7EA °C R Fp k3
RAHRE YL UE, I HAFUETFH  10mLIG 7K A R B o 4 [ A4 7E =00 N 508 T 1. 3RS
TR WA E A LACE - FEEEE 203 .673g (64.53%) o LACEZS s I8 5 1 x5 ZR AT ST 0 LI AE R
Fx1,

[0694] 7. LACEZEAE TR £h ) XS 28 A7 e

[0695] i A1
4.3 20.76
12.7 6.95
18.4 4.81
19.0 4.66
19.9 4.47
20.6 4.31
20.8 4.26
21.3 4.18
23.3 3.81
24.2 3.68
25.5 3.49
27.6 3.23
31.4 2.85
33.2 2.70
35.0 2.56
35.4 2.54

[0696] 524516 . LACE - F KA iR &k (LACE-0Ts) il %

[0697] [ 3% 3853 A 500mg (1. 52mmo1) FJLACE-C1H ¥R AN329mg ) F ZE Rl 4 (1. 52mmol)
AI10mL IR TG 7K AT o 44 BT A5V -5 WD 4225 °C T 3R 5 R I B0 o 1) BT 4 [ 44 Fh 75 I 1 OmL ) TG 7K
LM F T IR A AR 25 °C R S RE6 /NI o ok 8B VTR, K 8 i 1L XRPDAR 28, BAR B &Y
PR AN L P8 BV, I IR AR A e i 78 2% L.

[0698]  *YyAVR T UE H 2% 0 [ AN, ¥ 00 1 OmL PR , 3 LK i 45 V5 VL AE 25 08 A TR i
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PR o 908 € B A e LK [ AR TR S iR 7R B S R P g % 3R A T R 29300mg
I ANILACE - F 2R R R 26

[0699]  SE{517 . LACE F ZK R R £k WAL RA Vi p 45

[0700] %K Z1100-300mg ¥ LACE F SRR R £ (81E 24 12 22 H PRV AN V5 il 78 d /D B (1) VA 771
B E VA AR AR AR R I o AV TR 32 PR I B DU FE e BE N 218 A 4

[0701] e $ )\ FPIE B IR &40, B T LACEH R 2 Sh VA MR . i RAEA N E =
T2 I A SR AG B VTR B = VR A e v R 8 B A RHEAT 20 BT, WK /NFES C
it A7 2 /D5 R B - 20 C g A7 22 /b 72h,

[0702] iy i 45 RV 5 L 38 i XRPDAS: 75 6 4% 1) [l 44

[0703]  £%8.LACEF ZE M R £h M RNV 771 o 45 i

il XRPD Y
R X A RS AT
SEM: # 5 K
C i // BHRR
YR /l BERIR
< / ERBR
T eTw 75X A iR RAT
AR
A T AR XA IR
REA . Th (4:1, v/v) 75X A R
AR
2-THR : TH (4:1, viv) 75X A A

[0705]  iBH “//” : B9 RAEVE 7 R sk - m s v A 134T

[0706]  UnZE8FT L, TR R 2- T B AR/ IR &40 Fn2- T B/ O SR & b 45 5 e A=
LACE H 2R B R 1 1) 45 & JE KA

[0707] S5 . i I ¥ U 71 A LACE H 2K s R 2R T e

[0708] BT IEMEMERFSE, B 1 VY Fh B T LACE FF 2R R 26 i) B R IA 77 N T e = 15 )
PAFRASLACE H 2 fif 2 £5 11 45 i JE 3K, B LACE FR R R 6 (1) B2 I A A VRAE 25 °C R A2 J B )
BEEE N HER B S BUAE I W R B S RD e /S WPER A YRR R R A
FIR TR £ 24/

[0709] sk yiE BT 158 v VR L 3 XRPDAS: 25 78 4% 1) [ 44k o 4 SRXRPD 5 i 4 R AN ], )3
I DSCHATGAE — 243 H7 v i [l 44

[0710]  3R9. 1@t ¥ NPT FFELACE H 2R R IR £ Ui e
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B IF M T XRPD %
TR EtOAc 75 XA 42 10 min Z /G 4HIK 44
3 SER v E- e On
[0711] al iﬂ — i’?iﬁ
¥R BIRBR
* PR EtOAc BHFBR
Bz BHBR
R 3F 250 I XRPD EY A
DCM EtOAc 5 XA
[0712] Lt &%A
EtOH MTBE R A
EtOAc BHFEBR
Bz BHERR
[0713]  4nZRIFT WL, 7E25°C T HIPTIE S = A LACE FE 2R T R £ 1) 25 i FE A
[0714]  s2f5]9. 7E4°C F FIVA 724K
[0715] 4 250mgfKJLACE FF R R £k B v 78 1. OmLIK) ¥ 57 (8% — & & LA B AR A ) If
TE4°CRIRBITRFI24K
[0716] ok i BT 45 &V 1 I L I XRPDAS 7 78 o1 (1) [l 44 o an SRXRPD 55 AL g MR AS[A] 5 )3
TEDSCAITGARE — 2 70 Hy Fr i [ 44 . Wi 2R 1O R W, , 7RSSR S T P4l J5 , e 1 58 4 dm e X
(JE3B) «
[0717]  R10.1E4°CF HE R P57 R F24K
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TR 24 X
B XRPD |zf2 XRPD | jzfig
7 BR + X B + BB+ V2K
NMR: Z4fi% XA
U / // //
* PR / // //
ZHF R // // //
(-3 /l + £ 4°C THHEFR
o et
i, f&fﬁ&ﬂiﬁ'—
10 min A = A7 X A
LM CHEs - + 75 X B
); 353 : - BRA, Z0EMHE
LB F A B . - TRA, Z695MBHE
¥ B /l /
MTBE + 7 X B e 5 X B
L + 75 X B + #; X B
V9 A%k 5 X B+ + BB+ HXA
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TR 24 X
A XRPD | i XRPD |z
NMR: %5
7K /f // /!
AER . Rk, |- + 7 X B
1:1v/v
AER . K,95:|// /! //
S5viv
AERA . K,90:|// I/ //
10 v/v
Ty : K,95:|// // /
5viv
T . K,90: |/ I/ //
10 v/v
2-TER - . ;XA
VA RFTHRE |- - XA
[o719] |7ABA : TH |+ X B + 7 X B+ JRE X

4:1, viv) A
2-THEA : TH |+ 75 X B + X B+ JRE M KX
4:1, viv) A
MIBK : TH |+ 7 X B + 7 X B
4:1, viv)
AR . K99 |+ 75 X B + 7 X B
1 viv)
2-THE) : K - XA + XA+ X B
(99: 1 v/v)
MIBK : K - XA + X B
(99 : 1 v/v)
BLEA “-7 o RAARM B T AL

“r 7o e B TR

“I/" BT EERF TSI AT

“ma” KT

[0720] W] AR FEXRPD/R Y/ BAE100°C T #4548 A IE NA AH sl , £ -20°C M /234 H
SR, 7 B AR T i M2 2B A RE B AE

[0721]  F& T EARIE IR AR, 16 W82 BIAENS LACE F R R 2h B i A6 1. om] A9 DL R 7 s
ETE25C R HRBNTREL21KET E BIE B 45 Fom AR N R 11 Ron HLACE B KA R #h 7
Horp v FE T R 45 53 BN B V0% A DI 46 i k.

[0722] K 11.7E25°CF HVE I 7 R 821K
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N 113387923 A 50/74 T
%5 7 X 21 X
1,4-="& 1%, 7 X B
7 R 5 X B+ REH KA
NN 7 X B
), 359 XA
L BR 5+ A Ba HRAA+ RENHAB |HAB+ V268K A
MTBE HXA+ REMNHBAB |[HXAB+ XA
R BB+ HBXA
9 5K XA
AE . RIE 7 X B
(1:1v/v)
2-T &R 7 X B
VAR T AR XA
[0723] 18 e 3
AER . Ul 75 X B 1 X B
(4:1, vv)
2-THE . TH 75 X B
(4:1, viv)
MIBK : TH XA
(4:1, viv) A& 5 fif P
AR K(99: 7 X B
1v/iv)
2-THER : K XA
(99:1 v/v)
MIBK : K 7 XA
(99: 1 v/v) K 5 Fif P
wE “2a” Kt
[0724]  JERAFITEABRI R B &5 R fEER 127,
[0725]  FR12.JEaCARIIE A BI KA

58



CN 113387923 A

" BB B

[0726]

[0727]
[0728]
[0729]

[0730]
[0731]

[0732]

51/74 TL
£ F ik B A X B
DSC %% | DSC, 10 K/min | 110.9°C, 88.5 J/g 80.8°C, 17 J/g
AR I 45 110.7°C, 79 /g
X 44 | 2°-40° (20) = 3
FT4%
#F% | TGA, 20 K/min | £ 97.6°C TF 0.13% # 96.7°C T 0.16%
7 % SEM T~ H AW, R
KB |DVS 0.64%BKEHZE 70% | 0.55% R KEHZE 70%
RH RH
> 70% RH B+ #/% > 70% RH B #A %
AEDVSZGH | #IfEFRT ABARAYN | $IBFERT EBARAGD
XRPD BHRE R A0 XA | BHRE R A X A
AR A (B ELEdh | B9 IE AR ) E 45 4,

LACE F 2 1 £ 2 AR x b AT IR AR R 137
FR13 . LACEH 2R £ 11 A MR XER AT S e

yiilia dfE
11.4 7.75
15.2 5.82
18.4 4.83
19.0 4.66
19.4 4.57
19.8 4.48
21.9 4.05
22.9 3.89
24.9 3.57
25.9 3.44
26.7 3.33
27.1 3.29
29.6 3.01
30.4 2.94
32.1 2.79

LACE FF 2R it i 5 72 U B x B 2R AT Bl m tHE R 147
214 . LACE FF 2RI R £ 72 U B X B 2R 197 B 0

A

d &

1v7

11.49
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113 7.69
15.4 3.1
18.5 4.79
18.8 4.71
192 4.63
20.7 4.28
[0733] |21.4 4.15
23.0 3.86
24.3 3.66
254 3.1
2596 3.02
30.9 2.90
32.7 2.74

[0734] 5510 . LACE FF R 8 2h 11 B AC & 1%
[0735]  FEBARKE P, 40 N & T R 642 ) i) £ LACE FF 2R R 25 o

O 0 0]
J )
N N N
s-S \,J ‘\/ s-S ‘Q/
b7 -'T:ﬁg:—"*"i Eﬁ.%ﬁfi“*“fk tF Ja] 4k
/BN
[0736] | -
HO/\‘/N\*
e ak F R B 2h ¥
o AG
0 | 4 dh Q © |O
¥ - 3
(wo/\/hl\. (W)\O/\/Ntx
s-S $~S  LACE PR &k i

[0737] R NFEFUNE .

[0738] i = FRIK Wk v (B AR 1 i) 45 : 7E20°C T [l 2 S B A H1 3¢ A 68.0g  (419.4mmol) 1,
17 - FHE kw8 n225mL ) 2 - B 3 DY SR AR , ¢ HOKE BT A8 207 A 21 2 - 10°C H- 4
2.37g (18.32mmol) BT IKHE (Hunig’ s Base) (N,N- ~ SRR ALNE) 42 1K, FE60min N ZE 4L
RIN75.0g (363.5 mmol) (R) -HR¢HRZE375mL 2- H 35 DU S Mk i v (99, 3 HL R B Iy 2-
FH 326 10 S P IR o 0 ¥ Y O o 8 S TR S 0 7E60min P FHE 220°C L, B 8E30min - 7E30min
FHIEZ225°C - £KI00EMR I I8 BT IR 15 1 B V7, - L2 - FR L DY S0k il e ook UiE 48 < 1v) BT 45
FIE T OVETR TP ERIN 7omLAK AL T 3L F LR (TBME) , 3 FLEH VA TR HE30min . 76 12h P KH 1A WK
AHZ-15C, A BT B AR -15°C R HidE4 . 5ho st iy e =4, 7+ BAE-15°C N H
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TBMEVEBRIETF = IR K = IAE25C T B TR LA 4296 . 4g (85 %) I 5 18 €0 45 Sl A B B
= R IDK e v [ 44

(07391 JIELAR FH 2R R R 1) il 4% « 7£25 °C F [ 500mL = B 25 H1 3% A 50g (268 . 5mmo1) HI Ak
ik FF L 15 AT 100mL TA i, 7E25°C T~ £E3h A [a) HoH i 4L Jn25 . 1g (281 . 6mmol) N, N- ZHIF 2,
P e .50 . 3g PR Bl A PR 590 o FH B 0 PR o 0 YR R 2 < K S TR S 07625 °C R i #E20h , I
T I HPLC MR M s it A2 o 24 2R R HR 2L 9 1) 7K ~PAIK T-500ppm ), 7E 150min P K BT 15 2%
WA HZAE0C, 3 B BIF W AE0C FHtHE60 min. /=43t o el & , 1 75mL A B e 14
PR FHFAE25°C N ED TIRLAIRIET3 . 1g (99%) 5 13 (45 & 8] A REBR F A R i 2

[0740]  LACE M 2SRl iR £k ) il % - 7E25°C 1 [ 500mL 5z M. 28 F1 3 N 61.0 g (221 .5mmol) B
FHORIE IR 25 .70 . 8g (227 . 5mmo 1) it < FE WK M v 1] 4% 300mL £, fif§ FH300mL A B« 725 °C R ¥4
TIGHE (2.81g,21.8 mmol) A INRN BV, H¥ I NIR G WIAE25°C T HidE27h, [RlI i
HPLCWA I 52 )37 336 7% o 76 [N 52 % 2 S » Vs N6 . 0g i 1t ¢ 4 IR & 78 25 °C F 4 #E30min. &
KOO0 L Y€ B, 7 H A 120mLA B/ 21 (1:1) Peidkid i 88 B BT 3R A5 1 P 5 T T+
I 30°CIHf HAELh N IN1200mL TMBE o Kt T 43 B AE30°C T ik IhiE £ 12h NI
EWAHE -15C AEAhN B TG BIFHTHE E30°CH-#E12h N A EIE -15°C H-4EFF7E -
15 CHpgL 1 2h i I PR A = W FF 4 AR - 15°C T FH300mL A B e 4% = IRk . 7E25°C T 44~
YIE A THELLP74290.7 g (88%) LACEFF ZEM4FR E: .

[0741]  LACEM Z il 5 1) H1 45 it

[0742] g FH2- T M/ 7K B 45 b

[0743] &M IR AL BE - il % 1 450.0g 2- T Wi F118. 0g7/K (KIVR &4 o £E H M B3 i, 4%
5. 0g PTG YRR BIFAE—/NERAr 2 - T B/ KBS o ) 750m1 17 50 . 0g A LACE H 2R Atk
B h 1 S 87 A R IR AR A 092 T/ KR A (444 .6g) , [ FE20°C R i b 7R 41
KA100min 2 J&, 3843 7 35 B GO 12 B VT, 9F B 5 PR Bl — iR N
AR, HH O A R BRI AR R8O 4 B 2 ST, I YRR, FH B D 2 - T e b 3 FR
et

[0744] 455 W75 E H 3 (i 7 31 3500mL i 7 28 Fh 3R 7E B RE R in#vE30°C, 3 A
FE120min N LR N2 - T B (1225.0g) o FEA/NEF N TR 1 B -5°C 2 71, K i i e pE 2 o1
[1)30min. 7E£918.5C M %2 ) 25 5 (1) FF U o K5 B VF MR 76 -5 °C R FFS230min, 7E2/NE 4 0
E 30°C, fRHEAES30°C FRFS:30min, 26 10/ A FIE - 15°C, HEA4E-15°C R k3Nt o 4
VRS (4-TumdLAR I JEAR) , A AR (-20°C)  PRBRIETF3IR, BRI (B /N T 1538
FEL Y8 RN 3 a] , Bl JE RS R R AE BUSIR N B = AE 25 °C N2 22 B N 78 B 2 AR b T8
18. 5/ o FE T 2 )5 » [BIUSL 1 42 . 65g K LACE FE ZE i R £ (85 % 1= 3K) K LACE HH ZR iR 2
T30 (Lmm 75 FL RS T30 40 DU AL A SR AR 58, 7 AR R e 58 B 28 ) I B LACE
BB ER R K

[0745]  fdi FH 2.5 / PRI B ) 25 AR &6

[0746]  JE AL FE : 7£250mL FlexyLABJ W 427, %46 5gffIHlLACE FF 2R % £5 F10 . 65
(10035 A e T O 95 DA T AR S VR B, ZEF0 41 1 R B[] FL AR 4.3 . g I 216 o A8 BT 3R 151
OBV UAFI30°CH R 145 4 Bh o i e B IR, 72 AR VB TE HLA GBI T .

[0747]  Z5% :AE 55— 1250mL FlexyLABJ Wi #gH , & ik SE VAR AR FE R iA230°C, 7E
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60min P 3 i 52 25 C Ak 1) FL R R N TR B (83 . 7g) o K TS VB TG LB €0 [0 VA VR B R A A1 1
60minIf7EL10. ShN ¥ ENZR0°C  FELI17.8°C M EL B 45 & IR T 4R o 44 P19 B Tl o 80 1) B VLA
0°C T PSS /NS o i Y8 B VF VR (S&SILJERS , 4- TumfLARI L JERY) , IF H U FH 20y
A TR (0°C) Peik o 7RIt JE AP HATE] K I I 8 R FFE BRI T A P2 E25 C A2 T
TE B A5 AR o 78 I 35 U S e R 1 TR AB NI AR TR S M U SR RN 4 . 2g I LACE
IR IR £ GER A 1R 1) B, G R 20 BRI 77 R A 64.%

[0748] ik &R M E 45 L7 B A L R

[0749] T = FRIDK M (i) 440 2 RS I 9 L AT A3 5 o 70 B8 ek /b 1 i R — 2P 3R CDT 5 B A
100 I LT RSP 4 B ) T B 40 AU

[0750]  Stof e A i 42 o7 BN HE N R AR 52 381, A () A4 & BT S S A AR Y R, AT
I R) TR 45 R, SRR TE B AR AR P I R IK T 2%

(07511 75 fhl| & JIE Ak FFY 2 il g 2 R U], A8 FH — oy 770, 9 L A B IR 4 1) 2% A S AT
SN AASE T v B il P 25 8 FRAIK 1 RERE , I ELAST I ORIE o B Ja , IO T SR AR dR fe—
AR G\ R P L, RGP rhos A i 1 ) PR R R PR R ) mT e 1k
[0752] A FH2- T B/ 7K ) 45 s SR TR, 71 42 1 st PS8 4 e v 1R FE PR 1) 1) 30°C RE 8 Ry 4
YRR AE AR R G B ], O RN S 5| R SR A, A R IR T AT AR
ZEE R . A X e il T BUE B B, AR F25 CHIlE T e B A5
AR 4 i FE P 3 18], 8 45 ot S TR0 P B I i/ 4 ENG Rk /D T By Wt e RN e % T 75 1)
I 6] AN R B T B A B R B PR 70, B AR ICHFR R 28 35,

[0753] DA N I 23 A1 O 32 FH T s < B IEL i T P A il g 26 A (R) - 1 = 1R Lok 5 R
ERTAEN I

[0754]  Jiii < B HEL ARG FR 2R IR &k 20 BT 1) 23 BT 2%

[0755]  ZELL N Otk 5544~ AHLACE FF ZE R 8 25 3k 47 0 H -

[0756]  A%E EHAA A LB AUVEL I 28 FTHPLC R 4R,

[0757] {411, Agilent 1260

[0758]  #¥:Poroshell Phenyl Hexyl

[0759] Wi :2. Tum, BER R « (5 40, 2244 2 F]

[0760] K& .:100mm, N 4% :4.6mm

[0761]  HFEiE:15°C Hahidb R E:5°C

[0762] izl A: Qi K13, 8gKPF, 5 1L KR A VR i mL A%

[0763]  AH: BRI 4ii +t: B ZEKPF 5 fift 10 1 753 ¥ £E 7K Hh 1 75mMN S B IR B (KPF ) o 810 . 2um
Je e RE e AR it v

B: Th
41 27
[0764]  FfJE: Hﬂ.ﬁl ? 20 25 25.1 30
[min] 45
% B 25 75 75 25 25

[0765]  Jfii:1.2mL/min izZ4THS]E] :30min
[0766] V3G 44 AR - 15uL
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[0767]  F&| UV 34 :210nm

[0768] i 3 W& N i FF 2R PR &5 23 AT 1 20 BT 2% 4

[0769] i it 45 LACE 7K fiff B it = R AR EURL , 10 2 1 = TR0 (%) Xof Bl A 408 i SR M 5 LACE 5 451 4
LACE F Rl i 5 ) 5o W AR 4l 52 o T /K AR LACE 2R f) 7 49 1 7322 0 R = K5 25mg LACE: (51l
LACE F 2K R £h) YA MR 7E 12mL I Z B A 2mL i) 7K R, 1) BRI 9 HH 8 N250uLIFT IN NaOH o 44 945
TRAR AR IR N HFS230 (25) 208, X A2 LUK LACE /K iR b 2 82 o 45 ¥ R 250 L) 10 % F
R R R0 I 7K R R 2238 A AR AR o ILAE AR L T 7 1 HPLC 7 ¥ 7 AT IR < R V8 VRL P R gk
PRAE

[0770]  %:'E HPLCARGAIUVKL IS, Bl UiAgilent 1260

[0771]  #F:CHIRALPAK AY-3R

[0772]  RLJE - 3um, HE SR 4540, K FEIE R 241 (Daicel)

[0773] K& .:100mm, N 4% :4.6mm

[0774]  #H¥E:30°C H B SR : =16

[0775] VR BAH: A: 5] 4 i 446 . SmLEIMSA S 1L ZKIR A RN 4. 5mLIFI50 %6 E A AL BN T
i1l 2% 0 LOOmMF R (MSA) »

B: Tl
[0776] Z5/%: %A 70
% B 30

[0777] 33k :1mL/min 3Z4THF(A] : 20min

[0778]  JELS AR : 1500

[0779]  ALWll UV ¥4 :210nm

[0780]  [&|1642ft 1 bk 77 vk il 2% i it = B AR B s U HPLC (2, 35 1 51 Hous th (S) ik
5 (e AR % B 5 DR ) (6F (R) b2

07811 B F 2% ik

[0782] Belyaev,A.A.;Radina,L.B.;Novoselova,A.A.,Bulletin of the Academy of
Sciences of the USSR Division of Chemical Science[77EXEMFFEAL =R AR,
1988,37,2293-22960L JzTzvestiya Akademii Nauk SSSR,Seriya Khimicheskaya,1988,
11,2542-2545,

[0783] Lukac,Milos;Mojzis,Jan;Mojzisova,Gabriela;Mrva,Martin; Ondriska,
Frantisek;Valentova,Jindra;Lacko,Ivan;Bukovsky,Marian; Devinsky,Ferdinand;
Karlovska, Janka,European Journal of Medicinal Chemistry[BRINZG¥ib 44 E],
2009,44,4970-4977.

[0784] National Institute Of Advanced Industrial Science And Technology[[E 7.
Se 3t TR A RATFFEBE ] ; Tanaka ,Mutsuo; Yoshioka,Kyoko;Satou, Yukari;Niwa,
Osamu;Fujimaki,Makoto;Mizutani,Wataru;Yoshida, Yasukazu,]JP5751578 B2,

[0785] Tanaka,Mutsuo;Sawaguchi,Takahiro;Sato,Yukari;Yoshioka,Kyoko; Niwa,
Osamu, Tetrahedron Letters[PYHA&R+R],2009,50,4092-4095,

[0786] Klykov;Serebrennikova,Russian Chemical Bulletin[f%¥ #ifk2= k],
1998,47,1547-1549,
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[0787]  sEZ4§|11.LACE-3,4-DHBz (Bh/3: & 44) 1 4%

[0788]  ZE100mL N 28+, [7]308mg K] 3, 4- I 2K FH R F1365. 2mg ) 2- 2.3 C RN R
In50ml 1 F L GRFNEELR) W 53 BHE25°C T bk 2120/ N0 o 78 2/NIS) P9 20 VAR AE
20mL F BE 1 11658mg 1] LACE-CLIF ¥ I Fr R &b BRI i 5 , M2 3 LT
VI BV K T AR B WTE25 C R it £ 20/ N o 8 [ L VR A 0 8 L FF 5 AT N P S v
W K UERAE25°C N EE S FAE L0 R EL 28 R 2% Lilk4s - K JE /K A IR (50mL) s
RN R R R S Y 4E25°C R P20/ K IR 8, IF B UF H5mL G /K A
F v o K B UEFE25 C TR 25 16 - 87N LA IR 15:835mg (19 2K [ €4 [ 4% o r= 4 T H - NMR 73 #7 F
JRLACE:3,4- R KHF IR E AL = o1 23F HIC/H M e /R LACE :NaffI th 2R oN1:2,
[0789]  VE & fEULIEFE Y, I R rb 77 A BINaCL A A M EE P b i 25 1 A kB AR 77
VIR B T35 e F= 3t LAy L& HofNa-3,4- — 3L H R £h FINaC L 3t i iRk 35 590
[0790]  LACE 3,4- ¥R JEIK FH R ER I x S 2R AT e s R E R 15+

[0791]  ZK15.LACE 3,4- — 3K H R 2h (I XRPDIE

[0792] ) a1y
6.2 14.23
10.8 8.18
12.5 7.09
14.5 6.10
15.5 5.70
16.7 5.31
17.4 5.10
18.0 4.93
18.5 4.78
19.6 4.53
19.9 4.45
21.9 4.06
24.2 3.68
25.1 3.55
25.8 3.45
26.8 3.32
27.4 3.25
31.7 2.82

[0793]  sfi12. Bt = BR AE AR AL AL 0 1) &5 fi T 5K

[0794] i 3 IR NE AR R AL AL W mT DLE el 49 36 (B & R R IE A 5 2010/0317725H HiR 1Y
FE PP R 1) 4% o fRime 3, B (R) - B R FIN, N- - FR 3k 2 e/ 5 38 A BB 7)) (n — 3R 2 3 e —
W (DCC) ) BIAFEAE T, ARt AR B (n — H FE 2 L mEBE (DMAP) ) FIAFAE NAREE, L2 R) -
2- (CHRREIE) 435 (1,2- ZWRIA-3-28) JRIRER . (R) -2- (CH RS £3-5- (1,
2- IR - 3-48) IR G 5 R SRR A I8 B R R gt — 2D OB DA PR AR LACERIA L 47 , mT A L
A TEREFI S5 5 DR L 4E S 2 0. LACERAL Y B A DL xS R AT 5
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[0795]  #16.LACEMULAIFIXRPDIE

[0796] i A1
4.9 18.03
18.3 4.84
19.5 4.55
20.6 4.30
22.1 4.02
24.0 3.70
24.4 3.64
27.4 3.25
29.4 3.04
30.2 2.95
31.5 2.84
31.9 2.81
33.6 2.66
34.4 2.61
36.2 2.48

[0797]  Sf13. 3% 2 FILACE L i % bb Ao s 1 ik

[0798]  JKIAR BB P A Fa e M - E40°C F#r4E1 8, LACE-C1 . LACE-T FILACE-OBsfE
P 1 DL R Bl pHEE i K R DL R IR A /K R s T AR ZE R AR e 1 (1096 -99 % & fi#) o 7EpH
4. TR, ISR 414 % [ . LACE- 0T s F4 5 1tk 5 LACE - OBs [ Fa i P25 e .

[0799]  HHLIATREE R F (I Fa g P - E40°C F##4E1 &, LACE-C1. LACE-1.LACE-0Bs#l
LACE-O0Ts7 Hi 75 F B A1 £ i v 58 AR A, 78 FoAh A 1) (ECOAC TR TPAFATHE) H 7™ B8 [ i
TEMFRI AT, EAMENO. 1% 75 L5 TR A0 . 1% 75 BEke h 27 il 2 R e 1 (<2%
B o

[0800] [ & Fe e P : LACE-Clun H K297 % W B fif I HAE40°C R e 1 LA K AE40°CT75%
RH T 4421 J& 2% Akt ] # o LACE- T\ LACE-0Bs FILACE-OTs7E40°C FHr4:1 A EFa e, 1
AW ERIE S RIS SR, 7E40°C 75 % RH N RF4E1 ], LACE-0Bs FILACE - 0T s 78 Rl Rk 14: ) FF:
HANLACE- T A LR EFAHE s AT N 4% -7 % [ A

[0801] ke sE M BB B /N, LACE-C1 .LACE-T.LACE-0Bs#1 LACE-OTs#B Hi ™ B [%
fiR A A5 4K, . LACE - C1 A8 URE M 1), 17 LACE - T{# 4 AN . LACE - 0Bs 7~ HH 45 i 5 [ B A1
LACE-0Ts7 i — S T T N & - FEBE I 4 /N , LACE- T\ LACE-OBs FILACE-0Ts J& 45
(1), B T LACE-C1, H B 295 % B fif I HAZ ekl P 89 « %F T+ LACE-T.LACE-0BsHILACE-OTs,
VIERE S REFAEE

[0802] M JE 7 AH 214 : 5% AULACE-C1 \LACE - T FILACE - OBs Y VA& VR AE 7K P IR 2 75 vh £E40°C
NRFS2 R 25 %6 [P R AE B LACE R VA R E LA R IR 7R AR I B — e £ 0. 01 %6 ZRFHL S
20mM R #E 2% )\ 20mM AT AR R ER G2 PR\ 1 Yo Na - FR FH BT 4E 3R V1 %6 Fe P 2 T B AT 4 2 A
0.01% Na-Z —JPU 418 o fE R — W R A 2R PR IR, 596 AU LACE - 0T s ¥R 7140 CT%‘?‘
LJE7R H291% - 3% B R AR A R 078 1 % TN BR A 1% 2 RVA TR H AE40°C R Hr 4t
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HB 7 H 7 R A

[0803]  7£25°C FHe&E1 FARIE AIAHZAE LR 58 7 , LACE-C1 43 B /EHPMC  FHPBCDIY 15
7N H 298 % F13 . 35 % (1% fif LA S /ENa - CMC P 2 IR AN 2H U FR s HH 2% - 3 % [T % il o LACE - T
FILACE-OBs7EAH[F] 24 T B A <2% [P fif . 7E40°C N H5E4L2 8, LACE-C1, LACE- IHILACE-
OBs EA# IR M, MLACE-0Ts7E40°C NRFLE1 B A <2% B AR, B 1 fEHPMCHr , 7R3
BT S R B A 4 % -6 % I % g o 76 AR R R I 1 L T 7E40°C /75 % RH N RFS22 1 ,
LACE-C1.LACE-IAHI LACE-OBsH A & M™% fi#, MLACE-0TsfE40°C T 781 AN H A = %
it o

[0804]  SEA14 . 4b A P A - b 22 R 1

[0805]  #kEM4::LACE-CIAEDSCHI/RH 2N EHAF 58— FH AR AET9.4°C, Horb ks 17.8]/
g, JF B2 —FHARAEL3L.7°C, P 4443, 7] /g LACE S AL@E I TGABIL i 7E64.2°CF
L 1% EEHUR FE131.TC R 1.1 % H HEEHIRAELIT.8°CT2.0% K HEHIK,

[0806] LACE-TI/RHH7EL12.4°C NI BAA S AI82. 3]/ gMAmE . e i@ TCARILH 7F
152.6°C F0.2% M EEHI%.

[0807]  LACE-OBs7xHi7E80.3°C T HYHIE fUFN90. 6T/ gt Js it )iy . il it TGASR I H 7E
139.4°C F0.3% [ EE k.

[0808]  LACE-OTs7nHAFETHAH107.0°C N A BRI s FNT75. 9T/ g B flks o ‘B d 1 TGA R 3N H
7£88.3°C N0.16% [ EH &%k

(08091  FEn#h /¥ &1/ NG FADSCHY , BT A I AP de M) 7212 FVH A I i AN P 46, 2R S
TE 58 AN INPAIE R 47 b o LACE -C1ZEDSCAE A 1 17] @ 30 HH T 2Rk 22

[0810]  SEfA15. JEA P41

[0811]  WRIRAE : LACE-CLAEFRIR 251 2 i FER IR Y - B /E B 75 T58 % RH — K J5 =& WA
(#) . ZEDVS I &, LACESU AL M0 % RHFN50 % RH WKL T 18.6%6 17K 43 - DVS24 IR 28 & AN AT i
(1o & 7E JE R PR Hp & e e T, (HAE0 % RH T 3 i Cryo - XRPDAZ 45 f 11

[0812]  #F58%RH N H 5% — K J5 i DVS, LACE- T /2 JEMUIR K . EDVS 2 G RAZE . &
72 (e JiE 45 v [ A (L % R T A 2% 1 S S B £

[0813]  LACE-O0Bs#h B2 i B 45 it (H IR R I o B TED8 Y6 RH N 52 58 — K J A 3 A (1) (ELAN IR
BB R IR 6 /NI o ZEDVS HH , M50 % RHZE90 % RH & A& MIAR 1) , (EEDVSHF 7T 2 Ji& i T ZEDVSTiE
IR A B B E 45 ST KR T MR TE R

[0814]  LACE-OTs#& & E4h fb it I HAES8 % RH N #r 4k — K2 JEM B A . ZEDVS T, F ik
60 % RHE RIS /N T2 % 7K 53 F HAEDVSHHF 78 2 Ja FE s PR ANAR

[0815] R AR SC P « E ANV T3 R BRI 0 AR P47 S5, LACE - C 1A% RS AR 14D Rl 12k [#] 445 o #EDSCH
AT AR BEXRPDRIF 73 A 18], W22 2T AR o 725 55 H P15 24 /N I BZEDSC 43 #31]  LACE -
IFILACE-OBs A 78 H 2 dR AT N

[0816] BT ERIEFEAM LMW FNILE R, ] WA ZLACE-C1 2R KT, X4 S Ak 43
JB, F HRSE T 76 15 % 464 F AL HE  LACE - TZE R B 2610 FAEE AR N R BLHE AR (B DL Je ]
RE 022 15 B4 i - LACE RS IR Sh A1 LACE I DR R iR 3k 35 W DAAE BRI 2% A1 T AR B, 1 ¥ A AR AT B
it o

[0817]  s{5)16 . LACEH KAl IR 5 25 W) 20 & VI K
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[0818]  RIMLACEELFE/KAH H KK A T REE &Y. K ILLACER) 45 & 4 Fh 2 HR 350 1) o
25 A W RI T BB R T 22 TR 2K, B0 R LACE R Mk BT )3 ol P2 L IR B2 L A [ o SHe b, % B4
SRR T R AN AT 356 o DR, ZEAPT A BSCRIC f) 5t #1) 5 S0 A1) , (DA Z4% il 23 D e D TR Tl o
(08191 A FL 1 22 PR TE 77 LA 4ff e VAR L6 T 7145 sk 20 4 & 0 R (1) T B o JEAT T PR S F-HIR
i 52 PR AT, LA LACE FY 2R 2 25 -5 A [R) W R 750 1 B S 52 P o B S0 BT H il S B =
RAR MR T IR CLERIR — 45 245 61, FHFE 20 /NI, B3 fit FH 29 3007« A7 IR A 45 245 91
FHAEXT R o an 2R 1770 (14 IR S0 52 14 14D 4 SR Pl DL, i e 5 56 B VR 2 1 2 TR S BE R ARG ik
AR Ik T S A R TR R

[0820]  ZR17. FHIANIAIEC 77 TR R A P Tk S 1T 52 P 25

A EARE AL
A B Fa P 2 B8 &
0.7% LACE-OTs (0.44% LACE) 5 2
HP-B-CD |
2.2% LACE-OTs (1.38% LACE) 5 HP-B-CD L4440
HP-B-CD Fi 64 75 5% 64 ) 3K,

[0821]  6.2% LACE-OTs (3.9% LACE) 5 =,
HP-B-CD )R]

1.9% LACE-I (1.33% LACE) 5

HP-B-CD fe 2 2 ¥ A 4F 5 % HPMC 45 7 45 &R 7

j=4

(HPMC) AR
WA 5 30%% =8 (PEG) 300 PEG#E#% HP-B-CD#)
(& HP-B-CD) A Ay 6 M) 1K,

2.2% LACE-OTs (1.3%) 5 10% PEG
300 (& HP-B-CD)

1.3% LACE (CD , 1.5%%3, 0.5%
A A8, 0.005% BAC

[0823] g1 bt L, 58 FHHP - B-CDBJj 146 & W0 Fh I B B, 37 HOTT 3 80K A FIEECE A 5
S AT i 57 HR S A o

[0824]  J& Tk H Pk f 71 52 M FE A E i , 1) & S AL LACE R 2R B IR Sh 29 WA &4,
W ILAE S TR EB AW R B 70 AT DR A I A BOR H ER 187 .

[0825]  3%18.LACE M Zfifi iR 35 e il it 1) 45

%
[0822]
PP BB Fa 2 by &

67



CN 113387923 A W BA H

[0826]

[0827]

60/74 T1
a4 + (Wv%)
LACE-OTs 0.7%% 6.4%
LA =K (%4 7H]) 0.07%

F2 7 A -B- IR AR

2% % 25%

(HP-B-CD) (LACE-OTs 89 R % %)
H iy 0-1.5%
RAATFESHLE (HPMC) 0-1%

& (e, 4E A KA F 4 NaCl 0-1%
AN 2R & % pH4.S
ALK E&Z 100%
B Al (fEikad) 0% - 0.1%
BF R JFRIRE 108-510 mOsm
F &Ly 35-60 mN/m
pH 4.25-4.75

*5% (eps) 1-90

CP52, # 60 rpm T
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TS (NN NN PN FNED) N PN GPUR] NN (U Y JNNN SURGE S N SUDN NN FEER BN (W)
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9Ly 4 4 (AL 4 o 8f e | S¢ 1¢ | €% (ard Ay 4 CC (e A y i A 180 | 6L°0 e A — | Tk s IOV]
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(Am)p & B ¥ u;
WEFLA (W W WM EIAOVI  61¥
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N
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S

BAEY A I S

%]
H

ST . AN TR R T R A AR

[0829]

FRZEMIRI R BERI M, )46 T 2.1 % LACERR 2K

N T AN R TR 700 7 3 R AT HR

[0830]
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TR 25 (1. 3% LACE) P35 R 2 A &4, F8 FLAE S 7 R adb A7 I

(08311 g FHLA T A% i @A T M « 7 45 24 S S0, 1 77 B2 T o oo 25 28 DR AEVR UK |, I HLAE
TRV B Jit FH 2 I, A8 B ) B~ AT R PR B4R 2 T L 2 B o Sh A0 P R PR B S 52 B Ok Sy
AR 775 o Je ¥ 51 5 DA ] e vt (35mL/ HRY) J8 it 4 B 3 2E U R% Vi s it FH 21 4 HR A0 2 IR AR B 1)
SRR i o o 2 R T I 3 il = el = B W B Y R E RN Z R SRR IL Y N RO N
2914575, LA 1EHEAR A

[0832]  FEAF/NE[A] A (0.25+ .5 1. 2/Ni) A BB K Zh 4, 1 AR 47 Hh , FF HLSCER A AR A e
IR E M H 2 AR E H S I B 2 T, B H 2 i R R R DU A VR, F AR 5 it A
ET UK EEH B RZ-80C,

[0833] iy 1 il 4% A FEAE i, GBI W 3g T4 FL A 100mL /K & 5 ke il & 76 Mi111-QZKH 13 %
(w/v) 45l fEOmniPrep 2-mLYREEE b, 4 AAE G ANUK P 13 % F LA OmL AL 5 1g4H 21
MR 250=10) B R H 5 B FE S fEBeadRuptor & PL6m/ s Bk BE #4401 7 8, {2 BE 30D , 3&
AT ARAERS (B RFF AR TR BT -

[0834] AR & 15 LA BETE , K A FhRE it (RS HE RS AERE 5 o 5 3 AR A 255 R o A
FURE ) 1 10-uL 85 73 iR 55 42 2196 FLAE AR H o 1 N S8 FR A AR ¥ (100ng/mL I f£4E 1Y
175 CBENE -d4 BT B i R R ST AR &R T (glyburide) (U ZEKHA 2R T ik Al
N R BRAE I B —Fh) 1980 -uL & /- iR In B B A b B 7 BB B AL, 1) H
HAEAN LR I 2 G 80 - uL 55 70 i I AR 7B 75 , iR &, IF HAR 5 7£ >3000rpm (2103x
g) FAEAC T EOLO 8K EIEW (Toul) #8225 196 FLAR I AH M AL H , F HAR S 76K
2940°C FAERIA T AR BT A TR R Y AEL00uLEAK 0. 1% (v/v) IR TP E
i AT 75 TR & FEE R Z4°C M A7 B B PER

[0835] M <F AN A% 2K AT -

[0836]  #¥:ACE Excel SuperC18(50X2.1mm,1.7um)

[0837]  AFiAH :50°C

[0838]  JAFIA:5:95:0.1 (viviv) ZJE K. R

[0839] ¥ #B:50:50:0.1 (viviv) HEE: ZJi: IR

[0840]  yEHAAFH: 15uL

[0841] i :0.9mL/min

[0842]  {E0.20minZ 1.80min A AL HL M0 HE 4% BINS TR

[0843] LCEAEEELNF -

[0844] Iyt i) (min) %A %B
0.00 60 40
0.20 60 40
1.80 55 45
1.90 5 95
2.40 5 95
2.50 60 40
2.70 60 40

[0845]  fiji = PR HEL R G A 8% 25 11F
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[0846]  #¥:ACE Excel SuperC18(50X2.1mm,1.7um)
[0847]  HIEAH :50°C
[0848] ¥ 71A:100:0.1 (viv) /K FIR
[0849]1 ¥ #IB:100:0.1 (viv) Z i : W
[0850]  yEGFAAFH : 2uL
[0851] i :0.9mL/min
[0852]  {E0.20minZE 1. 20min A AL HL Y0 HE 7% BINS TR
[0853]  LCIAFIBLEZHIT -

BF A (min) | %A %B

0.00 80 20
[0854] 0.20 80 20

1.10 30 70

1.20) 5 VB

1.70 3 95
[0855] a0 29 =

2.00 80 20
[0856]  HRFBZH LR 3 BR/K T 45 R B 7E R 207
[0857] %20 £t L& 2. 1 % LACEF KMk £ (1. 3% LACE) 25 MM &2 Ja G THR ¥
H 2 R R S PR IK P
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B | B S AUC 5 |AUC A |AUC 4 |Cmax & |4t (5
X B9 K Ji JiE K K)
=87 (hr*ng | (hr*ng | (hr*ng/ | (ng/ml)

il /ml) /ml) ml)

A& 63% 66 140 2804 211

F 4. |HPbCD,

#73 | 0.0% NaCl

T &9

%57
6.3% 92% 327 2916 333 A5 F A
HPbCD, R A4
0.5% NaCl AR EL
6.3% 43 24 2373 124 %ot
HPbCD,
1.0% NaCl

[0858] B 6.3% 99 290 2141 381 BAK

BAK | HPbCD, B B AR
(£ [0.5% 1F] A
A4 | NaCl, A
BF |0.02% BAC

HPM

C Ha

R

B2 %5

"fe) &9

5t bk

4)

e | 6.3% 57 373 4709 192 7 1.3%

HPM | HPbCD, LACE TF

¢ 0.5% i# A

NaCl,

HPMC &9
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0.02% BF B A
BAC, 0.5% 4| B B
HPMC 3 o
RAe | 6.3% 36 226 1347 83 EN $
7 # | HPbCD, H ¥ o w7,
AR 0.5% FER A
NaCl, # A &
0.02%
BAC, 0.5%
EIEN
B | 6.3% 114* 165 3202 326 A HPMC
L3 | HPbCD, A BB S
B2 0.5% ¥l HLER
NaCl, s B B
e EXEN
BAC, 0.5% BBt T
[0859] HEMC, R
0.1%:L 3
BR
HPbC | 6.3% 92 37 2916 333
D+ | HPbCD,
PEG |0.5% NaCl
400
3.1% 100* 1039 5719 257 BV 8y
HPbCD, HPbCD
5.3% a9 %570 7~
PEG400 )4
LAC |1.3% 59 398 6021 88 2 B8,
E # |LACE
wam | (CD
Aok | 1.5%% i,
> 0.5%7 &
B, 0.005%
BAC
[0860] 422 °F >k, s FH LA b Firads (1) 7 v VAl B A B i LACE YR B [P LACE FE 2R IR £ 2 W 21 &

Pl IR AR A TR AE A FH L 45 Ros I AE R R21
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[0861]

U MR 2110 25 S AT L, HPMCAE B3I FE AR LACE - FR 2R R PR 2R Al LACEE AL T 1 H

[0862]

W JEEFRILACE - H AR h AMLACE SAR N AR J7 s N 1 HR B0t = 1R

[=]
=]

AR EAER
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T E
[0863]

AT VEALHPMCH 52 , 48 FH DA b B il 1 7 v ) 48 1 ST HPMC AU & e 25 4 &

Y, IFECBE T AE FREAT 55 7K A LACE AR~ R P A= PR P E o &85 AR (/9 DU 2 Ul B -1 BB A

&) s e 229
[0864] 22 %F T+ B HPMCAIAN 75 3 (R AN [B] 24 W 40 & W) LE o 7K AN A1 s b it = IR ANLACE Y 24
KRB 1% 2%
1.5% 2.2% 4.8% 6.4%
LACE-Cl, |[LACE-OTs, LACE-OTs, LACE-OTs,
1.5%% i, |6.3% HPbCD, |15% HPbCD, |19.6%
0.5%™ & |0.5% NaCl, 0.25% NaCl, HPbCD, 0.0%
R, 0.005% | 0.02% BAC 0.02% BAC NaCl, 0.02%
BAC BAC
M | & e |2 e | &
0.5% [0.5% (05% |0.5% [0.5% |0.5%
HPMC | HPMC | HPMC | HPMC | HPMC | HPMC
X (¥F8)
AUClast 60 44.8 57.9 41.9 217 125 1030
(h*ng/ml)
Cmax 220 181 126 39.8 1150 (3401 3310
[0865] (ng/ml)
Tmax (/> 8F) | 0.25 0.25 0.25 0.25 0.25 0.25 0.25
B X (LACE)
AUClast 0.382 0.144 |1.17 19.1 3.28 0.504 |15.9
(h*ng/ml)
Cmax 0.449 0.415 |2.35 74.8 113 0.892 |66.7
(ng/ml)
Tmax (/i) [ 0.25 0.25 0.50 1.0 0.25 0.25 0.25
AR (BFR)
AUClast | 395 264|645 567 1260 |729 3720
(h*ng/ml)
Cmax 859 667 1530 |649 5940 1670 | 15300
(ng/ml)
Tmax (/) 8f) [ 0.25 0.25 0.25 1.0 0.25 0.25 0.25
A (LACE)
AUClast 92.9 32.3 77.4 48.2 150 492 693
[0866] (h*ng/ml)
Cmax 129 82.5 178 96.3 653 802 3230
(ng/ml)
Tmax (/> 8f) [ 0.25 0.25 025 |[0.25 025 (025 |025
[0867]  fm 3220 W, A0 S HPMCAR £ P b 38 in 1 B 0300 F5C i v+ 7 5 S R LACEIKR 2 R

Bt 2 R FILACE ) AE W R
[0868]

SE45118 . LACE Y 2R A iR £5 B il i A A2 M IR
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[0869] fTHEﬁzmr“inHﬂEﬂ%z AR ANAE I MR S5 AE T, X & FRLACE I 2R R R 5 24
VI AW AR e PEHEAT IR o 45 SRR U AE N 2R 239, A N IE il it FP LACERT 46 & 1 7 4 b »
FHBRIER, wﬁTLACE%MMMBﬁ%JmW% PEo a0 B O, 78 NS e PRI (7E40°C
N13JE) H, LACEF R RE $h 2520 & Wy EL LACE S A e 1) S BB A i o & HPMCANAS 2 HL iy
AR T R e
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‘TW %L0°0 'SLO-IOV %P
: 5 Hd OvE %Z0
%PE0 %IES | %0006 - %160 | %IE96 - %920 %1786 IDEN %SZ0 ‘OWdH %S0 '3J4d
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S
%85V %605 | %Ly68| %001 %001 | %9616 | %¥Z0 %0¥ 0 %2586 | HJ OVE %200 ‘10BN %520 ‘009dH
%SL ‘T2 %200 12-30V1 %E €
g
%ECS %0¥'S %0E 06 %ELL %101 %1 86 %8C°0 %LED %1066 Hd OvE %Z0°0 ‘IDBN %S0 ‘02ad
%9 FWw 2001030V %S}
S HAOVE %100 W T %L
%CC T %CV9 %1868 %690 %611 %VE ¥6 %SC0 %L¥0 %CS 56 ‘JOBN %SZ 0 "OWNdH %S0 'a0a9d
%51 * T2 %L00 'SLO-30V] %8’
Sy HA OvE %100 10BN %S0 * W
%8Y'E %LV9 |%S1 8] %z %0T1 | %606 | %90 %9€°0 %89'L6 ¥ T %10 ‘OWdH %S 0 ‘G09dH
%E'9 ' T 200 'SLO-30V1 %L T
(S 8%) [CHFB%) | oo | FE%) | CHFE%) [ap o0, | (FB%) | CHFE%) | arppo
wndn | wey | T wdny| wrw | TP pwhwd wrw | TES
501 % £+ 0.0t (5013 £4D.SC (801 £4D0S a0 by
() 20T - T 2 5H0 4 W CT¥
=
S

X108 2 TG 1] it ) 2 — 2B R PEWTE T s tHAE TR 224w

[0872]

24 AE13 AR LACE H AR th 25 WD AL 5 W) A e 1k

[0873]
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£ 5°C F 13|& 25°C F [£40°CF
M 5 )3 13 A& 13 &
MLY% (% R %

99% 95% 76%

1.5% LACE-Cl, 0.5%7 &8, 1.4%
ik, 0.005% BAC pH 4.5
2.2% LACE-OTs, 0.07% L. % 2, 6.3%

HPbCD, 0.5%NaCl, 0.02% BAC, pH[100% 98% 88%
4.5

[0874]  p 294, LACE-OTs, 0.07% 8 2; , 6.3%
HPbCD, 0.5%NaCl, 0.5% HPMC, [100% 97% 87%

0.02% BAC, pH 4.5
4.8% LACE-OTs, 0.07%C 8 2, 15%
HPbCD, 0.25% NaCl, 0.5% HPMC, [99% 98% 88%
0.02% BAC pH 4.5

6.4% LACE-OTs, 0.07%Z. % 2,
19.6% HPbCD, 0.5% HPMC, 0.02%97% 97% 88%
BAC pH 4.5

[0875]  nER23FNER24H By W, , &4 LACE H 2R R iR £R FNHPBCDI) 24 W) 4H & W A8 s A e
M T AR e P, AT RE A% 75 PR 55 BI04 5 4% 11 T K i A7 o A2 1 25048 3% [ LACE HH 2R i
Fi% 5 11%) T i) i A0 ASE FHHPMC 1 389 00 %) 28 40 R F A 45 1 067 & B N A5 H 4518, S HPMC AT
HPBCD) LACEF KAt 2 £h 25 W 4H & W01 T I R B 9 o

[0876]  s2f5119. BACS FF 2RI R A5 AN AL BN 52 1]

[0877] AR B R I NS R, & A FL A B (BAC) ML ENILACE HH 2R IR 2h 245 W 2
B W K FE 29200 - 40058CK 1 /NG5 it BT o 24 (58 B il B THIR 31 S IR B AR A R . R
2577 T W, , A5 LACE P 8 Rt 6 2R FL AU  ANGUAL BNI 25 WD A & W AE v 38 JE T B T 45 ol
i o

[0878] Ny 1 WIE & G BRI S5 4, il 4% 1 & AR 8. 0. 022 BAC AT 0. 5% NaCl ) 2%
S C ) it o S C 1) 5 5 VA SBUS HTE B T 45 A UKL o 72 259007 il L5 B 1) R R I 2 gy
it (B15) 5=k B G40 B R B R BT 1 o 10 o AR B 2B, A LI L8 0N 75 A7 BAC AT Y %1t
IR HAGH LACE,
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T 4R AL 2R AN ELETBACH) 254 AT T B i IR o DRI, A R BH 1 1 6
A NI FL T LACE FR R B I8 5 FC 1) 5w 00 LAt B 83 7000 o DAk 1 S 977 T3 750 EF BUAIG, 5L Pl - 55 28
BIRE 45 B R R B R0 TR, 6 T 1) & B AR A D R, , 7 56 [ 24 L bR o R X 25 T
i 5 L B B AN B AT 7 T 7RI 2 P 28 gk AT

[0882] i LA A2 T EAT AR « xof - Pl e 1) &, PAS FLRPAS [R] i Bk A= Pk (3%
T A ER T A R I B R T B L 3 (o R RN PG B 2, IF R R 28 1 0 B V6 TR i o
f2/ml (CFU/m1) (IS o B B A P i VTR B8 T 1421 28 R HURE o 7 EURE (1 B 5 , 5
FES AR LORS 2SR EE A B K B RS 7R3, R 100u 1 B2 T A K B IR AR HH T H 3070
B ATIEF TV T Log il - 75 35 1 25 JUARTEE T, 22 552 25 2 A 0 (0 7 JE 25 SR ik
FRUEUTT o

PET 4= Log # Y
6B |24 EF|[ 7 X | 14 X 28 £
USP/JP| - - | 3 T 38 A (M
[0883] Z
L 14 £)
BeA/AE | USP/IP|- - NI  [NI NI (M A745)
= I 3o

[0884] Sk H Ky J FYLACE FF 2K R 2k 25 W 2H & W 875 Jig A0 R AR ) 45 SR o U AE R 267
[0885]  326.LACEH AAHEER Th 259020 A W 55 35 B ik 2

way
(%w/v)
0 (& 0k
[0886] - . i 3 L .
Lace-OTs 0.79 1 2.2 |1 4.8 gDl #) 64 (221122108
LB (=
0.07 10.0710.07(10.07| 0.07 10.0710.07 - 0.07
KAH)
2AE-B-F
2.5 6.3 15 119.6 - 196 6.3 | 6.3 | 2.5
ik ]
HPMC 0.5 051051 0.5 0.5 - 0.5 = 0.5
8 0.75 1 0.5 1 0.1 | 0.5 0.85 - - 051 0.5
oss7] | PHRR 2 B N - - 101 ]0.1]0.1
MR - - | - - - 03| - - -
BAC - - - - 0.02 - - - -
pH 45 (45145 | 4.5 4.5 45 (451145 | 4.5
USP B & |t ﬁ ﬁ ko | it |smat ||t |aat

[0888] 426+ BT UL , LACE F 2t 12 i 25 0 20 & W th ~F- ORI /2 USP - i3 JE 223K 1 e
935 J63 70 5573 5 770 B3 o R EE 27T RIS T PR 22 JRE 750 A A2 USPISTS JBS 45K , iy I %%%%W
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[0891]  -LACE P 2R fi % Hh i 5 £E 5 ZUTR 5 DRI I 88 280 i 5 T v
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VA SRR T — LS o R
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