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[0031]  fE— sy S, ks Nl &4 -

[0032]
o)
R4
R, R,
o)

[0033] = (D)

[0034]  BRHZj2: ErrEeszysh, Hd

[0035]  pl4.5846, H H &Rk H -OHEL-0- (Ci—CsMV bt dE) —S0aT, LA A2

[0036]  SANTHRSZH A B2 L] B2 M BHE 1

[0037] &A% /D—ARiA-0H,

[0038]  7E—LLsijii 7 e, B AR N -OHEL -0— (C1—-CsE At 2E) —S0sT, AT g2 & /b—
ARUNOH H. 2 b —Rig-0— (C1—Cs P dE) —S0sT, HerP TN E B2 % Al #32  FH B8 1o £
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—ues i R, /D — AR Y -0HEE -0— (Cr-4 P ke 3) —S0sT o £E — L85 jits J7 & p , &
b= RIMSZHE9-0- (CH) (S0sTHEH], Hrh g 2 2684254 . #E —LeS i 7 Zrp, &0 — R
57 3 A —~0CH2CHoCH2S 03T 8%, ~0CH2CHoCH2CH2S 05 T o £E — £ 52 i 5 2 , TOAH. £ — BB 2 it /7 26
Hi, TNa o 7E— L6 St 77 Rrh , S AT Hb ik E 4 &8 Ik T4 8 B B8 T A PH &5 7 (i
), CA RS A AE S St T b, S AN T HIE H LT WNa K" Ca™ Mg ™ lE e
TIAE B A AE— sl 5 b, &N A E (C1—Ce) —heFE 1 IRIE LR | (Ci-
Ce) —JEMENE « 2, [ AN (C4—Cs) — PRI B iz () e P 85 1 o

[0039] 7 —uEsijifiy Rrh , B RO HE A -O0HEL -0- (C1-Cslit ) » 5 F— 2D —PRiA
OHIf H 2 /b —ARiA-0- (Ci—CabiJE) o 7E— LSl 7 R, % MR M ik 5 H SR 22
[NTSE- TN I N YA Y [

[0040]  7E—L&STjiti 7 A, BRI N -OHEL-0- (C1—Cekt 2%) —OH, 2512 B/ — MR
NOHFH H & /D—RiN-0- (C1—Coke 3k) —OHo 7E — 852 /7 v, 20— R1N-0- (C1—Cokit
5) —OHo 7E—Le 5l 5 Z 9, B AR M % B 52 B BEE 52 2 B PR TR R I L 72 T 2 K
$2 IR FEBEAEE O LBk

[0041]  7E— LS 5 7 , 15 Qs Joe S Tk PR TR e 210 P WK B3 22 Joe 6 Tk A K 114
RS RT A LA B 259 488458 7.5 48 7.4%6.5.4.5%88.4.5%87.5.4. 587,558,
5%7.5.5%7.5.5%8.5.5%7.5.5.5%87.5.5%6.5.6%58.6%7.5.6%7.1.6.5%87.1.6.2%
6. 956 . 511 IR (ADS) /RN , H HLF R 1 B 2y -He

[0042]  —ubsijif fy AR A BRI B A (D TR M RIR AT A2 1)
HEY, Hrp ik &9 Bk & H T8 %2 0 1R 2 2 3n+64 e FE 1 IR 358 43/ W K 40
T AR SCHTR 4B Ve TS & B MR AT MR A&, BT SRS T AE Y B A2 1k
B T ECA P AR vy BRI R EAR B o 3 e 2 5 v DUAR 5 75 BLEAT AL DL BRI LA R s 1 o 1 B0
BTk o

[0043] /R 514 SAE-CDAT A4 £ 45 SBE4-B-CD . SBE7-B-CD. SBE11-B-CD.SBE7- v ~CD 1
SBE5S— v —CD, ‘&A1 143 55 B F 3R T SAE-CDATAE W) , Hebp=15.5.5.616 ; 7 H.5 B A71E T34
4T 117 AN o Ja P A 2 o AR PR 7= 491 14 1) SAE—-CDATT AR P A 45 :USAEXx—R-CD (:(2) 1
ARLLRT AW , Horh SAR ATk B L ik (SME) fifk 2, FE gk (SEE) figh 7 FE ik (SPE) figf | FE ik (SBE) <
it [ FEIE (SPLE) Bl O J: /5 (SHE) 5 x (P38 B BURs 2 AR RE) 91-18.1-21811-24 ;R (B}
PRIRIRE I IR G5 14) 53 5 9 BER v 5 A S CDNIRRIHE o FTiR SAE B BE ] G138 A8 S0 A FF I FH
TP B T B0 AR 125 Tl B T B el B 00 BH 2 7 P 25 1. B T SAE-CD 2Ry
Z BB T IORRG , R L, & mT BLLAAS [R] () SR 8 ok $e 4t . T SAEE Re A M & & M Py &+
0H5G BH B T A LR T 8057 LA K BRES T I e LR 893 - SAE-CD R DA A4 B — SR AU 1Y
Ul 3 F BN [F PUAT 3 7 R AW . AT DLIE I AR BT A7 AR I 0 BT R P SR B 2 SAE-CD
[0 5 o 51 40 , SAE-CD) 25— #h 20 AT DL B LE SAE-CDFI AR 9 58 — £h 2 3088 KA e
T o O B4 £5 T 20 HE A R 7 20 8 A5 7 i v [R) AR, LA 55— BUACE I SAE-CDLL B R[]
HUAR 1 55— SAE-CDR] DL FL A5 58 K ) 5 L EEL AT

[0044]  — st 7 RAEHESAE-CDHI A &4, H i SAE-CDJ2 B A UL T 45 1 1) B— 2R R A%
(SBE-B-CD) [t | SRk AT =4«

10



CN 110167543 A W OB P 7/24 T

R(I)(.‘Hl O
O OR
O RO RO

OR
[0045] o
OR CH,OR
O
OR
ROCH; OR

OR
OR  Rro
O O CH,OR

ROCH, O
[0046]  H.rp - ANRIMAST i y-HE— (CHz) 4—SO0sNa , 3 H G — (CH2) 4—S0sNa & [4] 1) ~F- 2 HUAL
FEN6ET 1.

[0047] 4| 4% SAE-CDAT AE VI U5 VE 2 M 2 4 EE B AR R e FE AL 5 70 B 1) — FBOD B
SAE-CDIRJ A 275 1 T 42 A2 e B e A 2 R 18] T ST o 497 2, b e 6 A 30 1) 50 38 e 8 2%
1 AT DL Bt 38 SAE-CD R F-) i Joe ke 258 [T 1 ~F- P57 EDUA R AR~ 3533 [X 3, 2 o0 A o B e 6 e 1 ) )
FEBEAC L AR 4 T A FH R A bt A RIS A 5 o I HL, A8 bt Ak TR 48 Ry S PR B 751 2
FHUY U E ISAE-CD#: , B AR FERS it Ak 2 5 AT B T AC P IR

[0048] I, O AN A TR e B A 0 SR 7 VA B, il , 1) FERME 25 AF T L RR AT A AL
F BRI RITRE 5 S T 18 T e i PAY 1 i o e st 92 6 1) e 2 A 101 5 2) AT ade st ) s S 34
BErROImN S5 A B A ) DL W R I B b A s DL K 3) PR A 71 Hh R S B A Joi o 48K 22
) SCHR T IEAE KA ot v SE TR e A A2 3R 5 IR, — 2822 SCER A T 148 FHIERE L — 5
7N A EDMSOE st be B A ) S L 711 o SCHR 28 I 57 A5 AR 751 LA sk i Joe 4 e 7

[0049]  7E5E B be bk Ak 20 B, SEHtiSAE-CDI) 73 = ANZlifl o

[0050]  Hfik | AERE ke He Ak Aeh A2 J5 T SAE-CDI ¥ 2 AN[E] 3 & 7 3 o I, 4 &
SAE-CDFI 7K fétlfliﬂzl-(?%uﬁff\zﬁmu}iﬁzlﬂllioIr«'«ﬂ‘ﬁ_uT%ﬁF}}\/‘ﬁSAE CDIF) K IR e
FeKI 51 o IR B8 7 V0 45 B R R S 55 g BEAR T LS AR R L RS e e K
KB TR S R T8 . 2 W, 5140, Ma (S.T.P.Pharma. Sciences (1999) ,9 (3) ,261-
266) , CAPTISOL® (fi#f T J& ik~ B-3A W1 K5 44 ; Pharmaceutical Excipients 2004;
Eds.R.C.Rowe,P.J.Sheskey,S.C.Owen;Pharmaceutical Press and American
Pharmaceutical Association,2004) PL % 5¢F il 4% SAE-CDATA: W r) HoAth 22 Sk

[0051] Il 4% FH T A STk 1) FH & 1) ik SAE-CDZH & W ) SAE-CD— Uk ) 5 3k 1) ] 2%
JiE AT FStel la%s NKIH55,376,645%5 . 555,874,418 5 f555, 134, 1275 3¢ [H & Fl;
ParmerterZE AN 253,426,011 5 £ E L H|; LammersZ A (Reel.Trav.CMm.Pays—Bas
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(1972) ,91 (6) ,733-742) ;Staerke (1971) ,23 (5) ,167-171) ;Qu&E A (J Inclusion
Phenom.Macro.Chem. , (2002) ,43,213-221) ;YoshinagaffJ5£5,241,0595 3 [E & F) ; Shahf)
6,153,746 5 £ [FH L F;Stella®s AMIEEW0 2005/042584 5 PCTH R 24 I ; Adam®s A
(J.Med.Chem. (2002) ,45,1806-1816) ; Zhang% A W0 01/40316 5 PCTE PR AT Tarver
2 N (Bioorganic&Medicinal Chemistry (2002),10,1819-1827) ;Ma
(S.T.P.Pharma.Sciences (1999) ,9 (3) ,261-266) ; JungZE N\ (J Chromat.1996,755,81-
88) ; LA K Luna%s A\ (Carbohydr.Res.1997,299,103-110) ,i@id 5] FPE- AT 43 A TN 2
HAARL,

[0052]  £8,049,0035 3 [E L I i1 75 I A0 PR 25 452 J7 72 Hp A FH (R0 v Akl A ] DA
£ SAE-CD 5k}, T 38 e A0 PR MBS 55 8 )5 ¥ 1) £ SAE-CDA & 1) H 1, 4 st 51 F
FENAR ST o HARIT A SAE-CDI 7K I VR H B 22 7K B0 77325 AT DA B8 5 FIAR) 4R 1 18 5545
AT AR TR ORERERER ES TR ESHEE TR 20, 6, Ma
(S.T.P.Pharma.Sciences (1999) ,9 (3) ,261-266) , CAPTISOL® (i T L kB i ks
N 25 IR 27712004 s Eds .R. C.Rowe , P. J . Sheskey,S.C.Owen;Pharmaceutical Press and
American Pharmaceutical Association,2004) , it 5] FB BRI N A, DA Kz HoApth 5%
F- il % SAE-CDAT AW 225 SRR

[0053]  ASCHTIA R SAE-CDA & 9ids v LA ALFE AT A= 4k () BRI K (SAE-CD) FAAT A=A ) 3R
BIFE I A ol an, n] LA £ SAE-CDZH A4 LLBLFE % T A7 AE I S R I MRS I B =1, 0 & /1
F-50 % B R AT AEAL OB . BT ik SAE-CDAH & Wi 7 9 1 Sz it 5 R A6 A & 4% B Bt
0-5%5%-50% /NT5% . /NF10% . /NF20% . /NF30% /NF40% B/ T-50 % AR AT A=
TR RIS I TR

[0054] &5t Z B & L Wy At e S Bk PR MRS I 4L &

[0055]  —Lsijifa 77 S M 25 FLEL B0 £ I R W 5 DA ST o SR Bk I RAGG 5 L o
fot FE Bk PR RS 5 5 2R R 1 BE R EE 20 . 01 2492, I HH B 1 50 AS B B N- 2 ik
PR R L F AR R L R e R L R SR B LR A

[0056]  fF— LSt 7 Z2H , B e R PRI RS 1550 £ Ik 2 2 1 (1) B VR L 290,01 2 /N T 1
TE—SE STt 7 9, e SR A G S50 2 TR 2 R I 1 B R L N 2490 0582905, £90. 058
£10.25.210.05% £70.2.£10. 055 £90. 15,80 £10. 07 2= £10. 15, 7F— Lesjifi 77 R , i e It
Tk ER ARG 5 6 2 Tk 2 35 Ty 1) JBE R B 91£90.06.0.07.0.08,0.09.0.1.0.2.0.3.0.4.0.5,
0.6.0.7.0.8.0.9.1.0.1.1.1.2.1.3.1.4.1.5.1.6.1.7.1.8.1.98(2.0.fE— L85 jfi )5 &
Hh BT IR ARG 55 0 2 T S B T 1) R R TR 2490. 15

[0057]  7E—UBsLf Jy R, X A FR R SR FK E N 2 Img /mL 2 50mg /mL « £5mg /mL & £
20mg/mL 8% Z18mg/mL %2 £)12mg/mL . £ — L& 5 it 77 R, X LR & 3L 1y 1 R 9 2 8mg /mL &2
Z)12mg/mL o 7E—LE STt 75 R rp , 5 B B IR FE N 291 0mg /mL o 72— S8 S il 75 2 vpr , S5
RS S W 1R R &2 /0 2 20mg /mL o 78— B Sl 77 R, X £ BRI (1 B v & /b &4
30mg/mL . 7E— L85t /5 2 , X 2L Tk Wy U B N 2133 me /Lo

[0058] 7Lt 77 28 , Al be ik PRk P RS FL A 20 1M 22 29 50 0mMIR 94 &2 o 7 — B8 S it 7
Forb Bl PR RS B 2 10mMZE 29 400mM AR i B o E — LSz it 77 2 v, s e i Tk A R A
HA 25 1mM % 29 150mM AR A B o £E — L8 S 77 2 v, Bl e ik Ik A DA B A /N T-200mM - 190mM
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180mM~170mM~160mM150mM~140mM-130mM.120mM.110mM~100mM-90mM.80mM.70mM-60mM.
5OmME) R B o 7E — LB St 77 58 vh , il o ik I AORIRS B AT /)N T 40mM L 30mM - 20mM  10mM - 5mMER
MR R B2 o 72— L8 S 7 S8 v, T e 5 Tk A AR 2 AT £4200mM - 190mM , 180mM 170mM ., 166mM
160mM.150mM.140mM-130mM.120mM-115mM.110mM-100mM-90mM-80mM-70mM.60mM.50mM.
46mM . 40mM - 30mM 20mM 10mM SmME LmMERJ & 52 o £ — L8 St 7 S H , B o B A MRS H A 2
10mME R B

[0059] 7Lt 77 S b, fe e SR WA A WIS LA 2 g /m1 22 29500mg /m1 IR FE o 7F — &6
St 7 Zer, i b FEBE IR RIRS B A £150mg /m1 ZE £1400mg /m1 ()94 FEE o 7E — BB St 7 R, il
Fe LRI FS B 2910mg/m1 22 29150mg/m1 (PR FE o 7F — LSt 77 28, fif o S kP M 6 L
£ /NF500mg/ml .400mg/m1 . 360mg/ml .250mg/ml200mg/ml+150mg/ml.120mg/ml.110mg/
ml.100mg/ml.90mg/ml.80mg/ml.70mg/ml.60mg/ml E%50mg,/m1 i)k & . 78— Lb s 5 =,
i ot i K AR AS 2 /N T-40mg/m1 . 30mg/m1 . 20mg/m1 \ 10mg/m1 . 5mg/m1 8 Img/m1 FJHK B o 7
— e St 7 R, B R BRI RS LA £9400mg /m1 . 360mg/m1 . 300mg/m1 « 250mg /m1 +200mg/
ml.190mg/ml.180mg/ml.170mg/ml.166mg/ml.160mg/ml.150mg/ml.140mg/ml.130mg/ml .
120mg/ml1.110mg/m1.100mg/m1.90mg/ml.80mg/ml.70mg/ml.60mg/ml.50mg/ml.40mg/ml .
30mg/m1.20mg/m1+10mg/ml5mg/m1 B¢ 1mg/m1 (1) BE o 7E—LL S 7 S8 Hh , Tl e S Ik A M K
HA29100mg/ml {9 B o 7E—LL 50 57 S8+, fe e S TR AR FS B A 29200mg /m1 )R B o fE—
Be Sy S, Bl b SE IR A RS B 20250mg/m1 (1R B o 7E — LE St 7 S, B e S K BA B
& H A £1360mg/ml (I

[0060] 7 —LEsL i 77 ZEH , A STk I 55 & /N T 45108g /ml \9ng/ml \8ug/ml . Tug/
ml.6ug/ml.5.8ug/ml.5.50g/ml.50g/ml 4ug/ml.3ug/ml.2.6ug/ml.2ug/ml.1.50g/ml1u
g/ml.0.5ug/ml.0.1ng/ml1.0.05ug/ml.0.02ng/mlEK0.01ug/ml i) N2 FE A5y o 76— LB 52 it
7, B SRS A /N T2 . 6ug/ml BN IRy  AE —Le S 7 B, Brid il S A /N T
0.05ug/ml IR 2 AR .

[0061]  7E—HES )7 ZEH , J T BT i 5 A (1) 0 2 B 2 2 1 1) e i, A SC i I 1) A5
ANTLI0EREY 8ERY CHEEYN SERY AEEX 2HEREY  IERY%.0.8HRY% .
0.6EE=%.0.5EH=%.0.4EHE=%.0.2EE=%.0.15HE%.0.10HE%.0.08EHFE%.0.05
HE%.0.01HE % .0.005H & % 50. 001 5 5 % K10 T ALK Wy o 76— Le st 7 R, BT
JiFr 3B ) 751 o B4 6 2 P 22 e P () S B, BT R A /N T 290 . 20 5 5 06 R S Ry o fE—
BE S 77 S, BT Bl R BN 2B = G 1 s BRI R S AN T 40, 1I6E E %
[R50} B B 2R Y o 7E — LE ST SR R, B T BT R )50 R BN £ B 2 BRI 1 2 TR IR A
/NT£50. 005 H 5 %6 1 X 2 FE KT o

[0062] A DL 7E & i fith A7 2% A 2 J5 W52 P 3 ) 751) w7 o) 2 2k 2Ry () B o 7E — S8 S it 77 52
W, PR B 155t A7 175 C 2 5 & AR SCHT I () 0 4 38 2R 1 1Y) B o AE — LB St 7 R, 7E
P BT IR 7 A7 T15°C 2 J5 I8 A SC AT il B0 2 2R K W 1 & 7 — S s 7 b, (2 Fr
A HFMEAE T25 C 5 M B AR SCHT () 6 2 38 2R 1 1Y) B o 7E — LB St 7 B, 7R Bk )
AN AT T-40°C 2 Ji7 I A SC il B S B R Ty 1) o 7E — S8 St 77 S8 b, 76K i ik #1551 i
17 F10%.20% 30% 40 % 50 % 60 % 70 % 580 % [T FE 7K T 2 Ji& Wl & A SCHT ik () 5 4
TR () B o AF — BE STt 7 Ze TP, FEK BT 1l 55 At A7 160 %6 IR BE 7K - 2 5 I B A ST ik
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FR R 28 28 Ty 1) B o £E — LB St 7 S, AR TR R A 1S F 2 L3S A AL A
F6A JTA H8A .90 A 104 AL 104 A 124 164 H .20 AEi24 A2 5l
A SCHTIR R0 28 2R W ) o AE — LSt 7 S, FERE T IR ) 7525 °C 60 %6 R BE T i A7 12
AN H 22 S5 D8 AR SCHTIR B 28 LR T 1 & o AE — S8 St 7 B R, R BT IR 1 71 25 °C R %
F7120 A2 J5 DS AR SCHT IR 0] AR Ty (Y =

[0063]  7E— LB /7 58 , i ol 77 CE il A7 BT A 7 oAk 30 <o AE — LB St J7 22 o, P ik 1) 77
FEAEAT BT ARAE IR AR AL — LU S 7 S, Bk il 71 A7 AE A U4 (i, 80U =)
o AE B S 7 G, FT I ) R £ A A AE PR SR e o AR — BE S T R, BT i 5
it A7 AE H AT TR SR 10 T 0 2 1) ) % 2

[0064]  7E— LB J7 S8 rh , FEAE AT BT, BTk i) ) v v et ) 4L B 0K 170 005ppm . 0. 01 ppm
0.025ppm~0.05ppm~0.08ppm-~0.1ppm-0.5ppm-0.8ppm-1.0ppm-1.2ppm-1.5ppm-.1.8ppm-
2.0ppm~2.5ppm~3.0ppm+3.5ppm-4.0ppm-4.5ppm-.5.0ppm.5.5ppm-6.0ppm-6.5ppm.7.0ppm-
7.5ppm~8.0ppm+8.5ppm.9.0ppm.9.5ppm.10.0ppm.12.5ppm. 15ppmEL20ppm. £F — LE 5L it 77
S FEAEAT B, BT I ) 77 bV R ) S B R T Lppme 7E — LU S 7 S, FEAE AT AT, BTk i
7R R AP SRR K T 2ppm e £E — SRS T S, FEGE AT AT, BT IR R s R R S N T
0.005ppm~0.01ppm-0.05ppm-0.08ppm-0.1ppm-0.025ppm-0.5ppm-0.8ppm-1.0ppm.1.2ppm-
1.5ppm+1.8ppm+2.0ppm-2.5ppm~3.0ppm-3.5ppm-4.0ppm-4.5ppm-5.0ppm-.5.5ppm-6.0ppm-
6.5ppm~7.0ppm.7.5ppm-8.0ppm.8.5ppm.9.0ppm-9.5ppm.10.0ppm.12.5ppm.15ppmi,
20ppm. £E—LES i J7 G, FE A AT AT, Fradk il 751 o 5 A 400 B/ T 1 ppme 76— S8 St 7 56
Hh, FEAE AT U, BT o) 7] o A AR S8R B/ T 2ppm

[0065]  7E—LBSEi /7 S A, i i) 71 K VA VR o A5 — S8 St 7 58 7 5 P o) 7702 R Y B
Lo N e i N

[0066]  fE—LBSLi J7 58 b, Bk il 7RAN 60 25 B o S [ I o 72— LS it 77 S, il i 7R AS
BB HEER o AR — Se S T ZEh, T IR R AN B S SRR B o AR SRS T =, BT Ik i 7
AN, TR VA T o AE — BB S 7 S BT I ) R AN R R R RIGR o AR — SRS T R
FIv 3 1) 70 AN B, 5 V0 B W o AE — BB S 5 SR, BT AN B S S T A S T &R
B HIF AL 1 Ta- 2 fedk -5 a—HfE S bi-3a, 17B- B . 75— 852t 77 b, B i) 71 R
0, ALk R ] 2 AL o A — L8 St 75 S e, P )R AN B SR R o A — LSt U b, ik

AR S R
(00671 F#E— LBty SR, A SRR (iR EE— DA — Fhel 2 R 2 BRIz (IR
7o

[0068]  7F— LSt /7 227, A SCHTIR I il 71 AL 75 SR il o 7 — LSl 5 R P, BT IR 2% il
BERR ER 2R P o AE —Le St T R, TR G2 BN £ TR Eh 2 M

[0069]  7E—Sesii Fy S H, BB 42 il B A 29 LmMZE £ 150mM I B o 7E — e st 7 2 v
ZE MR 9 £93.5.10.15.20.25.30.35.40, 458 50mM o 75— Le 52 75 22, 22 PR B K
F#13.5.7.5.10.158520mM,

[0070]  fF— st 7 &b, BTk 35 B A L5 = L1000 pH. £E — L 52 5 Z& v, FiTid #1171
[RIPHN L5 . 8 AT . 4o fE— S5 T 2 vh , i il 55 i pH 9 £95.5.5.5.8.6.6.2.6.5.6.8.
7.0\7. 2817 .4 AE— S50t 77 S, Pk i 35 B K T-295.. 811 pHle 7£ — B85t 77 S, ik

14



CN 110167543 A W OB P 11/24 B

il B A L7 08 pHo £E—E8 5t 77 220, BT il 75 B A 295 . 81 pHo £ — 28 S i 77 =, i
AR HFEAT L5, 55 296 0f¥IpH.

[0071]  #F—LeSLhti )7 =, ASCHTIR B il ik — P dh  AE — Se St 7 B, ik 24
FALH.

[0072]  {F—ubsijfi 7 ZErh , BTk #1177 B A £9100m0sm/ kg 2 £1500m0sm/ kg ) & & 50 7 115
RS (osmolality) o fE— S8 STt 77 S b, Fvads il 1) ) 2 & e 4 1308 IR W FE N 4
200m0sm/ kg 2 £1300m0sm/ kg o £ — LSt 75 G, v ik i 7 i B 6 5 7 T8 3B IR IR N 4
200.225.250.280.2905%300m0sm/ kg o £ — L& 77 ZE v, Biridk il 7)) 5 v 1508 R K
JE NZ1290m0sm/kg

[0073]  —HUsi )7 R TG — IR MRS 48, A0 B < X 4 Mok 2 25k My At e i Pk A R , 3L
HH T I 6T L P 2, ) R o 2 T A AR D [ A T 2 o AE — S STt 7 2, s o BE R PR R
5506} 2, Tt 4 5 19 () BE IR B R 290 . 01 2 292  7E — LSt 77 S8, e SE R RS 15 060 £ R 2
FEM I BE IR LN 290 01 B2/ T 1 AE— B8 S i J7 2 v , Bl e S TR IR R 5 %) 2 ot 2 2k I 1)
JEEIRLE 290,055 0.5

[0074]  fE—ESLH T S MR, AR SR IR I il AR i A7 148 D 38 s e o 72— LB St 7 R
Hh, AR SCHTIR B R RAE 48 Ja 2 R S TE R

[0075]  #F—LLSLiti 7 2, F Tt A7 A U I il 77 () 25 4 T LA B A 3 7 6 T30 2 1) v 1)
A o

[0076]  fE—ESLH 7 S MR, AR SR IR I il 71 RIS 7 — IR B 2 IR - A 3 2 Je %A 7
EEIE B UTIE « A SCHTR A &Y B A LEAETT 37 b mT 15 1 A < 1 2 Sk 1y 40 5 4 B 4
(RS 1 o 11 a5 QA4S ST I 1R B0, 2 6T 2 T 2, Iy A e 2 IR A A Y 4 5, 7 R - R 11
IR 2 T DR 3 AR I A T 3 A AT ART P e B €8, T T 85 PR X 2 I 2 22 Py 1 R 48 D e AR
B AR S T HAS U AR TR ()40 75 X6 £ Tk 2 22k By AR Joe S IR A R 1) 4 & A e

[0077]  RE “Zj2 BTz O 8UA” 5“2 5 b nT 252 B RO 5507 A0 S AT FUR A 15 7
B 5T~ A B0 B 7 AT B 7R S5 R R AT S 3R 751 &5 o 1G24 Joit AT 57 A T 25 0 1
W J5T 1) FH 38 A AR TS AR T T R o B 1 AR R T a0 5 3 14 B o AN AR 2 A, 7T
WOHEAEIGIT 45 P 09 3% oAb, T DLALHE A0 F I 25 Fl Bl o 451 40, 7EG 1 Iman %
N Gw%E) (1990) ;GoodmanF1Gilmanf)The Pharmacological Basis of Therapeutics, 58
Jix;Pergamon PressH ik T EZGWAHGWH S &MU 0518, Frik 22 SCikiE it 5
FHEEARFE AN A

[0078]  Afadk LA B S AL FR AR ST B2 &4 iR SCAE A, “Bfr A A B E — &=
A A DI A4, AR R 4 B B 97 SEBR P 4 & i & T DL S —FR =it T30, ik
W LB AR o SR, B — B A7 71 28 PR o) 7] 5 A SR 35 5 Rt FH — IR BRIt A — Ik
12708 o PO b SIS 70 2R A it FH — IR PR IR = IR EYEE 2 9k, HL ] AR — BB 1) (1l , 24
3043 % &2 292-6/NNF) N DU 2R AT it B30 DASE Sl b AT i A, I LT AR VR T i AR
W25 T AN 1 — IR AE B R I HERR BRI FH o AR ST AR N SR AT B, 12 1l 7100 A R 1) 25
FEREAITRE , FF HIX R 8 BB 457697 MU BN 53 AN =2 HilFA U RN 51

(00791 4n b pirik ] FA 2G40 0] DL T & Mot IS A2 2 dpan& T 0k AR —F, 451
WHT O RSB R8s (RS R IR EE A P B8 A sl kN i kA S LR A 7
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it FH & A% B AR I 7 15 A1t IS A% o 72— L8 St 7 S8 v, AR ST IR I 46 W mT DA sl RS ] ¢
T (BIUVR T4 ), Fradk [l 44 o] DAAE Ji FH <2 /i R G R R B A o 7E — LB St 7 e, AR
SCRTI BT AH A AT DA A TR 2% e P IR VRAAR T 3K o AR AR R N 0K 8 A, 11 A P AT B A I 4.
WG R it FF B AR P 7 A S A S AR — ST T R, AR ST
(1) 40 & mT DAER I A AP 0 P i v e B (o 49 Qe B i m] 2 e Rt FH o AR i 75 (X AL
it A%, W DAASE A AU N i 4 P 2l 2 b m s ik o 245 BT s s e 4
G40 Y AR I 78 700 A R 1) I B 791 2 T e ) A3 A o o T DAL B AT 38 1 245 3 1
WIBE, AR EATHANA IR £ 2 355 9 B 4 03 M 546 4 A A I 30k i & 2
DAS A FH T it FH g A6 77 2 R A6 S 0 00 SEBr B A RE . BT 1045 T T AR ST iR 77 v
AR BRI G PR T LU 2 2% S0k, H A diE ok 5] 9 A A SC:Modern
Pharmaceutics, 54k, H9E A 105 (Banker&Rhodes , , m%H,2002) ;Lieberman®s A,
Pharmaceutical Dosage Forms:Tablets (1989) ;A MAnsel,Introduction to
Pharmaceutical Dosage Formsi#E8hi (2004) .

(00801 W] LAAH FH 4% A 1 7 2 , A FE R AATE X o AR 1 i 77 Y L 7K I, L 771, VR AT
FH A 960 R 2 A [ N / BB Y, A % EH L R UL 2 A 1) Y s ) 1), S A I
B3 JEE 75 FUAR TR Bl gm) RS ) L BRI 751 o5 R AT R 741

(00811 3 FH-T~ il & FH 3 10 ket FH 7 R 7] 2R 1 245 2 T 42 52 1) 2l A o A A0 A T » 1
MR ZH S P FE ARV FL7R TR B &5 il T i 2 X R B YR 255 AT 252 ) #UA AR
AT AE 3 FIPY o FH TR0 2R 7] < It 751  22L 70 AR A2 7R ) AR 1Y LR A o) LG 2 H I =
B 5 2. B TR LA IR R IOK 5 LS B 0 LT 4 5 3
F LA 4E AN AVICEL RC-591 2 3 Jisd RHEE IR AN 5 SHL 28 1y 31 30 7] B % OV Ml A0 5% 1Ly B e 1
80 5 B AU 1] [57 i 771160 358 0 2 R O R R 5 RH R R IR o 1 IR AR A S 0t mT 5 — Fhak 2
FhH 53, 40 b ST T BB R R RS )

[0082] AT Pk i) 2H & W mT DA AT ad 15 At 24 W 14 P I

(00831 L] FH T~ /e S0 FH 1 90 Ak 45 A 0 T ) s A 43 JEG T DL Jmy 8 it FH T HIR IS & B AR )
Hl77075 18 (1 an 25 ks e 1) P Re e R T S A A7 & BE (R /R AT Re M [ 718 FE e KAE, -
TERTIE A B S R A SO0, Y04 P DA G i1 s (SR AR A o) - 28 5 SR MR P A T i 52
(1o AL HRB b AT 452 A T LA B0 4% BT — kMR D , B 5 A B0 J 7 BA BT 1k 22 i
R S EU5 4

[0084] b~ HR A} FH L 388 5 A5 FH AR 38 3R /K AR R 32 EE AN P ) 45 TS I B 245 0« AR i b
IR AR AT DL IS & I PR RS AERFAEET & I pH T o i il 773 AT DL 25 i A ) 24 57
AT RS2 BT TR ) RS AN T v 1 A

[0085] W] FHTASCA I AP B 6 7 G  AEAR T, R FL &4  PHMB 50T I
B AN 7R T TR % S ATV PR 4% o o 1T FH PR SR TRV M 70, 4910, iR 80 o [A) A, AE AR ST T A HR
F# AT CAAE A& P B 800 o IR S AR 5  (EA R T, 58 QAREE IR YERR 2 3L
AR N E LS S B S AR i N YA S AR i IIELINE Y (O

[0086] W] LAAR#& 75 E2 a7 (M , iR gk J0 1 741 AT TS  AEA R T £, 4 ) 2 SAL A
SR H BT, BAR AT F A A 3 ) IR AL T 22 15K 15 7

[0087] L EZ P15 il 751 2 AR B 2 T2 52 1), mT LA B R T 10 759 pHAE 1S &8 P g v 70 R T 2%
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XT VR 2 H AN, oA 4-9 . DRI, 9% ih 60 5 56 2 SR 22 1 AT R IR 2R 5% P, B IR
2% MBUFI IR £ 52 Pl wT LA 4 75 22, 450 FH IR Bl 1A 153 6 o1 1) ) pHAEL

[oo88]  HR AL A2 M HT AN AV AFEHA IR T VAR R AR IR SN LB R T
FEALFRFLE AR AT T IR R R,

(00891 W A4 5 £E HE AH i) 551 v 1) FLAR IR TR 7 20 75 A& 85 77 o T FH R 2 6 7R A i R —
W, REH ARSI T U TR e G S M.

[0090]  XJF R A F L A8 & B AR SCA TR H GV FE VB SR IRE BAETF  E
ey 0 ) )36 0T DA EH 25 A I R LA R B B A R L 7 FE R ZR G A IR R ZH R
(00911 T+ ok PN BUL A it 5 AR SCRT s 1) 2H 5 90 v A B BN 70 BUFE 24 2 L T 3252 [ #
TR 51 40 5 7K B 20 B - mT DA A B S R 77 DA S P 7 1 pH , SRS E AR T
NaOH. BRI « L BB HCLFIAT R R o (R Ik, T LAAR 48 75 2248 LG A 1R Sh 22 il AT R R £
2% I T TR 35k 0 e VBRI R, 35 % v VIR ) 9% v R R 71 3 8 o) 7] B4 pH o Pt A8 A SR IR 7 AT
DA, 455 I R 94 AT B I A I SN P 5 O Tt R A T DR A R — N« 7 e 2 ) i
ik A 2HE 0 B R i TR TR 70 40 At S FR o) S 487 R DA 0, Bl I N G Bl R P AT AR TR
AR B IR A KA S » BT IR T K AL & W0 451 dn i 20 Bk H 5 B AR SR B o adt— D T 232
BT 7 R T Powel 128 N, Compendium of Excipients for Parenteral
Formulations,PDA J Pharm Sci and Tech 1998,52 238-311fANema%s N\ ,Excipients
and Their Role in Approved Injectable Products:Current Usage and Future
Directions,PDA J Pharm Sci and Tech 2011,65 287-332t, P& iE it 5] FH#ARFH AN A
3o 3 AT AR FEFUAAR 575157 LA S BILA B A0 1) 30 TR DA, B FE AR AN PR T B R R Ok S B
KRR R RIS R I AT BE

[0092]  FH-T-t bk A BSODLIA P Tt FH ¢ 2H 6 0 mT DA DL — sl 22 o [l 4 1 Q3R i 45 4P 2 5, ol
AN [ A E I Tt FH A 5 3 A 8 7 I B 7K 3k 7K Bl 280 B A 7K FE A o 7E At S T 2
o, AR AETEVE & I B A F R v b o 7 A s 7y e rb L 2 A R AL A8 e R gt —
SRR I TR o 75 B HE it B AR SR B 25 RN 5 — B 25 550 2 6 IR SE i 4R, Brid
HE T LA IR G DIt an 37 B3, B4 BE o v] DUAE it FH 2 BTV & i P A 24 771, 553 T DA
BN FH A% R A 27

[0093] R STRT Ik )3 PR 2 & W ) S Bom 7l & Bk T AR 54, DL SRR T s o s &
T8 7R B [ 3% B AE AR AT RN R ERTE LN R — ST T e, H A E AT LR 2
0.25mg/kgfRH 2 2)120mg/ kgtR BB FH %2 , 290 . bmg/kg AR H 8L B /N E 27100mg/ kg k5 , 2
1.0mg/kg A 5 2 £)80mg/ kg A , B 1 . 5mg/keg{AK 5 28 2] 75mg / kg 14 B . KL, XF 17 70kg
N it FH 51 S R K S 291 Tmg /R 22 £98000mg /K« £ 35mg / R B EE /N 52 £17000mg /K 5L
K Z)70mg/ K 2 216000mg/ K« £1100mg/ K 2 £15000mg/ K « 5L 21 200mg 22 £)3000mg/ K -
[0094]  fE—HESLH T S, AR ST IR I A6 W] LUAE N 1553 Bhi ik P S 1B 47 it - 78
— S 7 R, AR SCHTIR B2 S RT DAAE 55 B A 20307 B ik 8 e 34T e FH o AR S
FriR 20 &4 m] DL DL — ) el R W A =45 T .

[0095]  #F— LSty v, AT LUad ik J T 4 i B o 72— S8 STt 7 S, AR SCTR
IZH AT LLOE I B2 T 5 Hylenex ® 8 4144241 4 i FH

[0096]  fE—uesjiJy b, 6 TR B N 50kg AR T 50kg () A AT D 4E B3, ASCArid

B =

17



CN 110167543 A W OB P 14/24 T

)3 1 2H & P 77 B 1T LA R AE6 7NN 1000mg B4 /)N sf 650mg 22 45K i 2 4000mg o 7 — £55K
it 77 2, 0 TR B N5 0kg AR I 50k g 1 B N AT 2D AR B35, A SC i (103 14 4 5 W G 55
B 0] DL BRGNS £9500mg 45 1500mg « B A4 /N £1300mg 28 29 1000mg o 7E— S8 52 it J5 Z2 v, %o}
Tk E 50kg AR I 50k g I Bl N AT D 4F B3, B K I B KGRI AT LA 292000mg 22 4
6000mg -

[0097]  f&—despj &, X FARE AR T 50kg ) sl N AN /D 4AF B3, AR ST TR ) is P 4
EYRFE T LA RE6 /N 15mg/ kg B R4 /N 12 5mg/kg 2255 K fix % T5mg /kg o £ — LE 5 i
T3 X TARE AT 50kg (M) BN AT A AE B, ASCHTIA B & M H S V0 7 & 0T LU BE6
/NP Z710mg/kg 22 220mg / kg~ BREEA/INN 8mg / kg 22 2] 15mg /kg o 7E— LSt 7 Z2H , X T4
IKT-50kg ) BN FNT DA BB, BRI B KGRI 2 AT BL 9 2)50mg/ kg 22 £9100mg /kg

[0098]  fE—LESLj 7 R, X T2 2125 1)) LE , AR fiE A S A &R LA
6/ 15mg/ kg BREFA/NINF 12 . 5mg/kg 224 R 5 2 75mg /kg o FE—LESLji 77 S8 rh , 6 2% &2
125 B JLE , ATl )& PSP 57 & 0] BLRRE6 /N 2910mg/kg 22 2)20mg / kg B Bk4
/NI 8mg/kg A2 2] 15mg/kg o £ —LESLH T R, X T2 8 R 1251 JLE , BER I B KGR 2 AT LA
N#150mg/ kg B #1100mg/ kg .

[0099]  fE—HEsLji )T S8, Fe/NE 2RI R BT DL A/ o fE— B8 S 77 S b, B /NG 2 1]
B8 FT LAY 2 /NI, ZE Z98 /NI o £E — LB S 7 S, B /N 2 (R R AT AN 1. 2.3.4.5.6. 748
NI o

[0100]  yRIT i

[0101]  — LSt J7 S0 K AR BRVG 7 A 77 ZE 0 MR R ARG A 757 2 00 AR 1) K T
(R 77925 0 47 30 ek Y S 1) A e P A 20808 P /B, 5 X 2 g 2, s I i e I I A RARS P 980 A7 1
7, e HR i b S A PR 50T £ I 2 I (1) B R L N 290,01 222,

[0102]  7F—esijii 5 R H , AR SCHTR 4900 F T AL PR A% B 2 AR B o 7F — LE S0
T3, ARSI B AT F A —Fi el 22 Fh A Bt SR B ) AR AL B v B R
P o FE—EE St 77 2, A SCRT IR A mT DL S il 2 (Bt B 2 iR £R) 3[R it A
[0103]  7E—ESjfi )7 S8 rh , AR SRR ) 4 A 4] DA 5 — Pl 22 ol ok 1 741) S (] e FH » 7 —
Be ST 2, AR SCHTI ) 2 A T DL S AR FE DK i ] e

[0104]  7E—RLSyti 77 S H {88 A TG S 48 It FH VR A4 )77 . T DAAE SR 1B &R 7, 156, 823 H
FRBNTCEH G F 0 S 47, Hod i 5| FHEEAR IR AA .

[0105]  ACST A FF (R 4H & W10 it FH AT DA 28 R AT AR 45252 1100 FH T 2B FH 348 1) 24 55t FH 77 =X,
FEEAIR T MR R ERIKA SN R0 & 5 IR LRI N il P < BH T B < 35 PN B
MR A2 —SE st 7 S8 b, S LA N VAR 5 P VA 1) 7)o F — S SIETit 7 S8, 8 ik oA A S
FIr IR VAR 1| 7)o A — LE ST S8 M, 28 BT Y S I VR A 1) 7)o

[0106]  —uesiji /7 R ALK AR AR I A&/ B &P 7 48 25 L (A i
F o T “SL A A, o 48 P Ml 58 22 il 24 771 ] D[R] B A7 AE T 28 1 b, i AN E eAr]
SEZR AR B B an e 498 i FH o 72— AN STt 7 SR, (R E Tt 245 701 o 7E — AN X FER St 7 S, 18
ok 2H A B T B IR 245 AR S I ZH 5 T FH o 7 5 — AN S 7 SR, U b it FH BT 3R 245 741) o £E 5
— N SET T R, AE I A B IE R R T i R P 2 i P AR s ot R TR PR RIS 1 4H A
Mo A2 73— AN TT S, 7E T3 AN I M TR 2 I T P 58 R £ T 2 gy AR o 5 T A R A
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(LA o A5 — N SE it 7 Ze R, 8 3 AR [R) i ads 42 (490 2 11 ) it FH 245 741) o 78 o — AN SE it 5 6
B AN B I 42 FH 2570, 0 —Foh 1 IR FE 1T 2 — e Rk P it

[0107]  HAh 2591 < ) AL 35 AT il

[0108]  Jy 7 itk — Uk A B, R0 HE DL S5 o 49K , 3 0 S it 491 AN A9 ARy 2 A b
BEL 1] A i BH o 3K 6 S it 451 0 AN 22 SR 1) 9 6] A 1R 28 AR FE A s RN IR KT e 03 Bl Y 5 FF
HAE N R N0 AS ST i A0SR LRI A 5 BH (1) 36 BB Y o 132 5 K DA IR 3 A B T A A JF
NS ANUBECAR N TIAE A VR IR STt ] ) A7 100 T 1 06 i) 2 s AR R B

[0109] =Lyt s

[0110] Syt fsil1 . AHVE AR FEBI 5T

(01111 SNt 2. Bk = FE Wy DL A B HAE 2% Fl CAPTISOL® i 1 5 4 VA iR FE (10mM
20mM . 30mm . 50mMA1100mM) , Frik % F CAPTISOL®yA i i@ it % #p &) CAPTISOL®
AINZE25mM pH 7. OB AR £ 2% phili b i 1) 4% o A6 25 °C A5 °C R W& Xt 2 Bk & Iy (1) 13 R 1
EE TR 7 A R R 22

[0112]  fEE 1, FEAGFE CAPTISOL® (MR, X LWL IEM VAR FETE25°C R A
#315.98+0.43mg/ml H HLE5C T HZ18.86 1. 22mg/ml . Vi A FE B F B, i LAZESC A
HF/NF0.05M] CAPTISOL® ] £ 10mg /m1 % . ok 22 3 By 5 i o

[0113]  sEjafs2 . A2 e PR AT

[0114]  ¥RANXT £k 28 25 B DLIK B HAE & A CAPTISOL® K A 1 56 4 1 fif B (10mM
20mM . 30mm- 50mMAI100mM) , frik %% CAPTISOL®% il i s % Fh & 1) CAPTISOL®
IINZE25mM pH 7. OB R £h 22 pli b R 1] 45 o T3 VA T 1) 2% 30 1) B E i A 2 T AR A I B
AR IR E TR PR R RS PR I BLAE R R A A — A A S AU B X £ B 2 I
CAPTISOL® BRI AT AE25°C T it 24F

[0115]  JEIdZH & 1000mg Xt 2 Mk & FE yUSP . 3850mg H &5 BEUSP . 25mg 2} it & FR 2 R 25 — /K
EPIUSPL10. 4mg — TR BNUSP K i) £ Lb A5 il o FH 3R TR AN/ B S8 AL A K pH I 9 22 2955,
W HI EE T T B 5 R IR E A E4290m0sm/ kg o B 6 EL RE S BB AEAES 'C R, ZE12/N &
SR YTVE , H HAE 24/ JE5F O B 2 B vk FE R % 228 8mg /m1 (B 10mg/m1 L)) - b A
i 7R SN B U 24 /NI S A R R LR B 128 JE TR R B AR 2 LR I i
FEAE40°C R I H 3R iR T2 AU, FUBURE mid AE /N R 2 e AR A8 B, IX R A B B T
PRIFLL R S AR e M 2

[0116]  SZjafs3 . K e w5t

[0117] @K CAPTISOL® M E3mM pH 7. 2B 2h 22 ol LA FE At A5 0. 005M AN
0.01Mf) CAPTISOL® ()i i K H % CAPTISOL®VE W - 2R J5 ¥ %T 2 B Ly iR n &
Jrik0. 005MAN0. 01M) CAPTISOL®E M , I HAG W B 8 v 73 13538 R FE 40 7l
P 2298m0sm/kg F1304m0sm/ kg , B Z&NaCl¥f £ 5 B 40 . TIMAI0 . 93M. ¥ 1Y pHFE 2 4]
6.8 AN 2FT7R , I IAE = IA 40 °C IR T A E 8 8 o 7E W i J5 7240 C [ /N AT E DY J Ji5 7
25°C 1 /INJHH A W% BB B IEE T i o 3K A A A | % 19 ) B AR A A7 2 BT AR BT PR S R
[0118]  Sijitafsil4 . A5 B 2. R 2k 2% i R IR 3k 2% vl ) A
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[0119]1 @I mIpH 5.80 LR INCAPTISOL®LLHE I EA0.01M. 0. 05MFH
0. M) CAPTISOL® ) ¥ Wi s 28 Ja a0t B = V8 N2 BT ik 0. 0 1ML 0. O5MAHO . M)
CAPTISOL®##iH LA B A 10mg/ml ik FE K il 26 CAPTISOL®4A K - 83 mlpH 7. 0]
LRI CAPTISOL® LA EA0.01M. 0. 05MF10. IME) CAPTISOL® )
R R G H N B A M AR NZE0.01M. 0. 05MA10 . IMA CAPTISOL® i ¥k 1 LA IA 3|
10mg/m1 ({3 B2 SR i) 4 LU R it o B it IR FF A5 °C L 25°C LA J260 %6 B AR B (RH) T, B
40°CHIT5% MIRHF o 75 Il 2 ) FIAE A7 LS H 34 A6 H 94 HAIL2AS A JE 40 i ie i« 45 51
NTRIP,

[0120]  R1.5H LR LS Ml U IR 5 22 iR I % & e 28 2k 9y CAPTISOL® i 741 ()
FaE
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ALK | —R A& | Lot
¥ oh sh 30, pH B/ R S
(ng/ml) (mAU*min) (mAU*min)
To (# 4 B R B 5 <LOD 0.50 060
H’]’F‘H]] sl A .79 ) 501 1.
0.64
SER Bk AEER |578 | <LOD (9,'2 1.328
) min)
1.10
scet AR 5.78 | ND (9,'1 1.927
) min)
i AL EIER ND ND 0.68 1.362
H) (9.0 min) T
i;(): o+ AR EIER 5.85 | ND ND ND
550 {12 | . . 1.79
A BHAEE®R |577 |ND (8.8min) 2.638
o 2.13
iffl(’) ( mkREER | 579 | <LOD (8.7 min) 3.039
CAPTISOL® 0.01M
b AN R R e — 15.71
) ( Bk REE®R | 577 | ND (8.9 min) 18.204
[0121] =
25°C (6 | . . 35.30
A A) mA AR | ND ND (©.3min) 40.403
f_;“] @ kA EE®R | 579 | ND ND ND
25°C (12 | pen g e 50.93
A i RAR S 5.72 | 0.007 (8.5min) 58.922
a0°C (1 B RAR &R 443
) W AR AR & | 575 | <LOD (8.6min) 51.641
’ 3
. . 10.37
‘fﬂc] (3 i‘ﬁ ARex 5.69 | <LOQ (8.9min) 13.423
40°C (6 | B R AR &% 185.4
~A) i3 ND <LoQ (8.8min) 232.80
° AR AR G R
:fﬂc) B i EARREE | S0 I\ ND ND
L" F‘!T(!T] & AR 5.80 | <LOQ 0.505 0.690
0.59
CAPTISOL® 0.05M ';C (L kX EER | 578 | <LOD (L85 1.087
tomugrny | i)
. 0.66
Sﬂc(?’& A EER 5.77 | ND (10.6 1.131
) min)
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[0122]

5°C (64 | . s 0.49
P o ND | ND 0.900
) BWAEER (10.6 min) (
@ A
;f(g T I ND 5.84 | ND ND ND
5°C (12 | Le.p 0.88 (8.9 N
A A) mHAEER 5.77 | ND min) 1.829
1.21
25°C (1 | yeun s (8.5
P p L 3 . 2.12
M) Bk EER | 577 LOD min) 120
3.54
25°C (3 . s 9.1
P ; < )
) Btk EER | 575 LOD min) 4.839
25°C (6 | ... s 522
DTy Zi# |ND | ND . 7.049
A~ R) Bk L &% (8.8 min)
2590
;If };'} © | np 582 | ND ND ND
252C {12 | spcpcr ) 7.31 88|,
A AW AR 5.72 | 0.004 min) 9.263
451
40°C (1 | .. L (9.0
g 5 3 P
) mWAEER 5.75 LOD min) 6.060
10.5
40°C (3 | e (9.5 7
M) WA EER 5.71 | <LOD min) 12.999
40°C (6 | ... e 24.4
ik Zi# | ND | <LOD ) 30.967
A~ R) i R &% Q (8.8 min) ?
:BJ;’} © | np 571 | ND ND ND
i e s s
Iﬁ.% }]% Ak A EEE | 5.8 | <LOD 0.547 0.947
0.62
o y..
SCA™ I mkremm |58 |<L0Q (10.6 1.029
A) min)
0.57
CBEA | ... . 10.6
SCOM | wkxemm | 578 | <Lob L 0.893
A) min)
5°C (64 | .. . 0.53
ﬂﬁ( Vlmkremk |[ND | <LOD 107 miny | 961
CAPTISOL® 0.IM [~ 5 X
f 8 R U7 I D 588 | ND ND ND
A)
5°C (12 . . 0.55 10.6
AC (2 | mkxesmn | 5777 [ ND : ( 0.775
~HA) min)
0.50
25°C (1 | .. 5 5 (10.6
~R) Ak AEER 579 | <LOQ min) 0.701
0.49
25°C (3 | seur 5 |- (10.6
~A) A e 5.82 LOQ min) 1.088
25°C (6 | ik A &% % | ND | <LOD 1.02 2.009
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[0123]

A~ R (9.3 min)
25°C (9
ND 5.83 | ND ND ND
R
25°C (9 | s s N 0.49  (10.6
~A) AR 6.119 | 0.0127 min) 0.951
0.52
40°C (1| on (10.4
AF) ik EEE | 5.76 | <LOQ min) 1.085
4.17
40°C (3 | s (9.0
A R EE R 5.70 | <LOQ i) 6.7878
40°C (6 | suon 0.56 ,
~A) R R R ND 0.0803 (10.6min) 1.27
40°C (9
) ND 5.77 | ND ND ND
To .(M% EAr A EER | 699 | <LOD 0.540 0.941
8 i) )
0.99
o Y- ¢
SPCAM | sk x 6% | 696 | ND (8.8 1.777
) min)
0.75
o y-. 3
TER4 WA EER 6.97 | <LOD (8_'8 1.438
A) min)
ThES kA &Edw |ND | ND s 2.089
A) SR (9.0 min) -
o 0 A
;')C O | mzremm 700 | ND ND ND
5°C (12 | e 2.76 (8.8
~A) Bk AEER | 695 |ND min) 3.710
6.42
25°C (1| . s (9.2
by ooy o %
~A) ik R EE®R | 6.97 | <LOD rmin) 7.617
CAPTISOL®  0.01
M EsEE L% AR 20.8
1500
i f c Clmkremk | 695 | <LoD @] 23.468
~A) min)
25°C (6 | ... s 52.3
;/t:fF_ 7 .
AR) B A EER | ND | <LOQ (8.9 min) 58.947
25°C (9 | A kAR &
A % 6.99 | ND ND ND
25°C (12 | v R Az & F 74.1 (8.6
A % 6.10 | 0.091 il 84.089
34.07
40°C (1 | B %Az & (9.2
ARY % 6.95 | <LOQ v 38.365
122.4
40°C (3 | ki &R (9.3
A "y 6.90 | <LOD min) 141.869
40°C (6 | B kAT & 113.6 ,
) % ND | <LOD (9.2 min) 130.802
40°C (9 | EHF R AR EE | 695 | ND ND ND
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[0124]

A~ R W
L{'é?‘é Bk REE®R | 7.00 | <LOD 0.500 0.681
0.56
o .. ¢
;'): O™ st remn 697 | ND ;:&f 0.970
0.59
5°C 3 A4 . s 10.6
) O™l mrenn |69 |ND fnin) 1.010
5°C (64 | enp 0.45
A) Bk AEE®R |ND | ND (107 min) 1.031
o A
; f O lwwremn | 704 |ND ND ND
fl\(;]}“z HEaAEE®R  |696 | ND ?r;?ng) @81 770
1.13
2590
j:};’} U Bk A EER | 696 | ND 5:{:) 1.491
CAPTISOL® 0.05M 0.98
ESRIERT R+ 'IAS;?} S B EER 6.96 | <LOD :zi'lll) 1.750
25°C (6 | .0 s 8.10 ,
AR AL EER ND <LOD (8.8 min) 10.264
25@ < =
'[ASHC} i WA EER 7.01 | ND ND ND
750 i
'lf;}“‘ B RAEE 6.93 | 0.013 11“613 @61 50.619
7.63
:3;} U Ear A EER | 695 | <LOD 1(:1.:) 9.795
23.0
:? ; ) G EiAEER 692 | <LOQ 1(:;:) 28.508
40°C (6 | ... o 56.1
A o y g
~A) A EEE | ND | 0.000171 9.0 min) 69.479
Tl b M ke e
jl?é‘) © _’;; AR EE | o8 | ND ND ND
Ep‘éfl% AR EEE | 7.00 | <LOQ 0.495 0.950
0.50
Tal A
‘;];’ O™ wkresn |697 |ND fr:::l]ﬁ 0.699
CAPTISOL® 0.1 M | (. - ?336
Esm LAY | - Vil mkaemk | 697 | ND min‘] 0.950
A Chy A e ND ND 0.48 0.994
A) - (10.6 min) :
o A~
; ? O lwwremn | 705 |ND ND ND
5°C (12 | BHAEER | 696 | 0.006 0.52  (10.6 | 1.232
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A~A) min)
0.53
25°C (1| ,e.e . ; (9.1
) WA R 6.96 | <LOD min) 1.343
0.91
25°C (3 | ,eun ] ) (9.2
) ENAEER 6.94 LOQ min) 1.780
25°C (6 | .. s 52 1.60
Bk AR EER ND <LO _ 2.798
~A) AHLEE Q (9.2 min) 2
25°C (S
f;) Olmkzrenn [701 |ND ND ND
25°C (12 | ... 3.28 8.0 N
[0125] e W g e 692 | 0033 > B0 5305
~H) min)
2.88
40°C (1| ek 2 4 o ] (8.7
) B A EER 6.95 | <LOQ min) 4.877
7.25
1€ B | e e (9.5
) BN ERR 6.91 | <LOQ min) 11.146
40°C (6 | ,e.p Exs 5 18.4 5
) AR A EEE | ND 0.2 (8.2 min) 27.778
40°C (9 | EARAE &R
A A & 6.96 | ND ND ND

[0126] Wt FE 2y :LOD=0.02ug/mL,L0Q=0.05ng/mL.

[0127]  -ND: R4 MF

[0128] N 1PN, & H LR Th G Pl i il 7738 5 Sl 7 H BU 5 8 i IR 258 2% v R 1) ) 551 B
IR e v B, 3 T A AE40°CFI75 % RE K 0. 05M CAPTISOL®#15), fE6™ Hi,
TE LR R #1157 A7 78 LU B IR 5 110550 o 38 /0 f st U R Iy O £ G =2 I R B A = 4) o
Gh, SR ERHIFIR SR AP it (B 7 0 2 2K By 2 A “TRS” 28 J50) 1) B8 5 /N T IR 21
T S A e R ) B (W, £E40°C FI75 % RE R i f£64 Hi0. IMCAPTISOL®
XI T SRR, TRS=1. 27mAUmin, XJ TR IR &5 il 751 , TRS=18 . 4mAUsmin) o % 3 P i fl
A B — e KA 0 (“SLI” B 1 R IRy 2 A1) 22 J50) A2 AN IR 149 o 8 4 , % T 47 7E 40 C Al
75%RHT 64> BRI HI57 , 28R £h 75T SLTEAT £110 . 643 %4 A £ B4 sk 7] , 177 Al 12 56 1) 71 %
T-SLTE A28 253 B (1) R B I 1] 5 7 £ IR R 11570 H SLT ) 1 AR R~ 32 28 /N T Wi 1R 26 1) 57
BRI TR AR RS, X 3R B | 0 A7 A2 B /D B ) R o

[0129]  pbAk, 1P SR IC BB INE CAPTISOL®K FE i 1 7 s e o o 5+
TR R 1) 1) RN 1R 1 1 55 &, TRSIH = & CAPTISOL®A 1 38 fin i B A s - LB &
B CAPTISOL®K B, ££40°C F175 % RH N i 47 1 1| 70 op A2 AE B /D At

[0130] Al , BCAR A it A7 il B B O 1 IR A Ve o iR L Pl s, 4 7 BRI B N i
FEI, TRSIK B /D, 3 Vs AES ° F125 °C T fi A2 I AR FF BT H I, 7240 C i /267
HI A R ER

[0131]  SZjitaf5]5. Of i rmev AN 2. Pk & 3y CAPTISOL® #1571 F2 e

[0132] @I (A pH 5.8 & MR & il ¥ i CAPTISOL® DL HF 0. 1M
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i

B B

CAPTISOL® HJ¥&E L : 28 Ja ¥ 3 2 B s 2 By s In 2 firid CAPTISOL® & LL ik 2
10mg /mL 9 2 K il & CAPTISOL®AE W o A F B A 10mg /m 13X 20 P 22 A By 7o ol 7™ i
Ofirmev®hi| 71y L BRE ity A S i A7 AES 'C L 25°C LA 260 % AHXS 8 5 (RH) T, 5740
‘CHATE% IIRHN o AL SN AN A7 1A H 34 A 64 A9 A4 HJa 7tk b 4530

T2,
[0133]  K2.0firmevAI&H CAPTISOL®MIXT £ 2 4 By il 771 iy A e 1k
[0134]
2 4 - S ” .
i . . M{f“ AR\ g minm | eintim
. P ' (mAU*min) (mAU*min)
(png/ml)
T, (% &8t | . . s
ﬁi’)(“lé} f EHALEE®R | 580 <LOD 0.547 0.947
sC (1 A o 0.62
) WA EERE | 5.80 <LOQ (10.6 min) 1.029
0.57
o A~
i]f & 4 WA EER | 578 <LOD (10.6 min) 0.893
50 (4 B EEE | 5.88 <LOD 53 0.961
A) S : ' (10.7 min) -
] g o 2 A~ o e
iiij: i]? 2™\ sk remm | 577 | ND 0.55 (10.6 min) | 0.775
% 25°C (L 4 | s o g
CAPTISO ) HAAEER | 5787 | <LOQ (10.6 min) 0.702
L® 0.1 M
25°C (@ 4 | s o g5
) HHAEEER | 5.82 <LOQ (10.6 min) 1.088
25°C (6 N | e e 1.02
beab ik | 5.82 LOD 2.009
A) BRI EE 7 | < (9.3 min) '
I5° I A~
;ls)c(l' " | ND 6.119 | 0.0127 0.49 (10.6 min) | 0.951
° A . .52 (10.4 mi
1;))C Ol mkresn | 576 | <LoQ SS2CIeATI) | 5 gox
40°C (3 A | AR EER | 570 <LOQ 4.17 6.7878
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[0135]
A) (9.0 min)
i:?;'lc) (6/9 BIEAEER | 577 0.0803 ?iffﬁ min) 1.27
]Tj“) (¥4 5 BEAEER 579 |2.732 ?l'g(_}; min) 0.818
i;(; © A B A EER | ND 2.600 st R R A% 2.526
?Oﬁ”::;’hnl ;? 2™ ke emm | 548 | 271 6.15( 1.3 min) | 7.485
2&? "R :;IS;C ©+ AHAEERE | 555 | 4.000 HRLREE 3.434
?;;C 2 sk mesmm | 553 | 4048 6.20 (13 min) |, 5,
‘E);C © M wahremn |ss6 |7.90 HREREE | 5 ooy

[0136] G2 frow , 76 & Bl JE T AE6 H A2 H SN 8] T, A5 £ R #h 22 il
(11 CAPTISOL®¥ ¥ H (115 . Bt 2 £ 27 Hi . Ofirmev® il 77 58 4 il A e 1%  7E BT
MR CAPTISOL® il 5] H 4775 i Ofirme v® il 771 o 58 /D (1) 18 AH SS9 i
CAPTISOL®Hil5it &7~ H t O firme v ® il 551 55 £2 5 (1) pH o % 22 3 2K Wy (of Tk 2 2 1)
(b s =) i EAE CAPTISOL® 55 L 7E Ofirmev® il 551 1 5 2D

[0137] I3 R T/E R LR PR AR £5 2% v ) CAPTISOL® (0. 1M) A ) %
TS Y (10mg/mL) 41177 OF i rme Vi 7] (10mg/m1 X} 2. Pk 52 3 1) 1 FF B35 7506 B (X HPLC
R K, Bk X 22 M (10mg/mL) #1575 B iR OF i rme Vil 1) (10mg/m1 % £ W 2 2 W) Al B
T R 76 R AE 25 °C fI60 % RE R A% A7 1 124 H o B3R B, A7 124 A JG , 0f irmev
AL 0 2Tk 22 CAPTISOL® il 71 B A 5 22 1 o 2 5 8 gy 2% Jod A % o et B8 o K T5%
LMt E M CAPTISOL® il 48 FH £ B2 35 42 bl 5 B bL W 2 26 2 1 B8 /D IR 28 I
[0138]  FR3WEIR T 1E20°C FI60 % W5 N A A7 124> F Ja % £, Bk 2 25 M il 3510 o 1) = o ) 2
KIAAZRH T AE20°CF60 % ¥ FE T g7 124 A J5 , 78 Ofirmev® 1 F7E X} 2, Bt 2 5
CAPTISOL® il 771 A oA 21 (1) S 1 AH G I £ 5 3F HLEIABR HE 1 #E20°C FI60 %6 W FE T
fift 77 124> HJ5 £ Ofirmev® H1 FI7EXS 2Bt 2 F2 )y CAPTIS O L@l 771 o i 0 21 (1 5 22 2
PN i

[0139] 3. 7E20°CHI60% IR 5 N A&A7 124 H Ja o 20 Bk 34 By bl 70 o A 0 28] ) 2% ok
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B 6948 £ 0 R RE S SN

Ofirmev® T 4.048
CAPTISOL® 59 0.007
10 mM f& 8% 3k 4% i i P

CAPTISOL® 9.3 0.004
50 mM FE L8R 348 A i

[0140] CAPTISOL® . 0.95 0.0127

100 mM £ Z8R 3 48 4 & F

CAPTISOL® 84 0.091
10 mM £ 78R 3E 42 i i

CAPTISOL® 20.6 0.013
50 mM fEBEER 3 45 o & P

CAPTISOL® 53 0.033
100 mM & A BR 25 4% o i F

[0141]  GnER3LL K EIAAFIE 4B 7R , 2% ot i) &l 5 CAPTISOL®yA FE 1 38 hinim B 4K o skt
4b,pH 5.8 LR ERZZ TR R N L B G SR I VR G pH 71 B IR S G i P B VLA
DB ) ok i AN, CAPTISOL® i) 751 b i1 50 28 Ak 24 By ) iz I TR PR, O BLAE
Of irmev iz ik A A X 20 38 K Wy 1 = LU FEUSP (11 4n, USP L 18 R 48 %€ 190 5ug/ml) R R ¥FHI =
K8f% .

[0142]  sjtafel6 . % . Bt 24 % CAPTISOL® il 57

[0143] @I 75 5 M) 25 phi (B dn, pH 5. 8 Z TR R 2% v slipH. 7 . OFY B IR 2L 2% 1) Hh s
IMCAPTISOL® LAt 45 100mg/m1 ) CAPTISOL® K& : SR Ja i X 2. B & 3 By i
% fr iR CAPTISOL® % i LIk B 10me /mL ¥R Bk ] % Xt 2 Bt & 3 W
CAPTISOL®fl71,

[0144] @I 75 5 M) 25 v (B4, pH 5. 8 Z TR R 2% v slipH. 7 . ORI B IR AL 2% 1) Hh s
IMCAPTISOL® DL 24 B A 360mg/m1 ) CAPTISOL® H)¥E s ; 28 J5 1 500mg X 2, Bk 24,
EmaimE15m] K frid CAPTISOL® ¥ W w0 ok 4] & 5 — Fh X 2 Bt & 5 @
CAPTISOL®fhl 71,

[0145] S B 1t Z B M A133 . 33m1 ) CAPTISOL® % (250mg/mL) & 3F
IR 5 P2 T 5 By T AR G R T B R R R R ) A% 5 — ) 4 T
CAPTISOL®#l#.

[0146] 3BT B SEH250me X Z BE R FE My A112. 5ml ) CAPTISOL®% i (100mg/mL) &
It SR GBI TR T LA J FH T ARGk R K i 6 53— Foxt 2 B 2y CAPTISOL®
il 71 o
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