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Alvelestat (AZD9668)

RS . MB3623
[REME : >98%,BR
BN - SMG;25MG
=izt : powder

HAEER

oFR C25H22F3N504S .

DFE 545.53 F

CAS No. 848141-11-7

S -20°C |, B EpmEEATIR = 0 N = o

i DMSO : 100 mg/mL (183.3 mM) T o

AT G N4
Water : Insoluble O A

(25°C) M 0
Ethanol : Insoluble

FREN | ABRMEEEEETNUEN  RBESE , st mEAREMYT.,

HithiRee | ATENZETERE | EFLRRAFE—IXEFERE.

&1 : Alvelestat (AZD9668)2#TEIARA neutrophil elastase ( NE ) 351 , pIC50 #0 Ki 389 7.9 1 4.9
nM,

A& : AZD9668 ; 3-Pyridinecarboxamide,
1,2-dihydro-6-methyl-5-(1-methyl-1H-pyrazol-5-yl)-N-[[5-(methylsulfonyl)-2-
pyridinyllmethyl]-2-oxo-1-[3-(trifluoromethyl)phenyl]-

PIRHEIRBAET
AN - e SIEESSSEES
BERME DMSO : 100 mg/mL (183.3 mM) ; Water : Insoluble ; Ethanol : Insoluble
BE o, >98%
RESRM - -20°C | BRI TIE
EYiENE
e Alvelestat (AZD9668) 28] fRHY, ERE%ER M neutrophil elastase (NE)H&FI , IC50 F1 Ki 981
PEEE 12 M 9.4 nM SEET R SR EEIEELD 600 15,
neutrophil elastase (Cell-free neutrophil elastase (Cell-free
2} =) assay) assay)
9.4 nM(Ki) 12 nM
SN iz HERIBE2MA , AZD9668 HiH Mk NE &M , i e Eitin/Ri Bk +fi=

B ZHAZAIBRE , AZD9668 thHDH] NE iEHE.

FE/NEFIREIRR |, AZD9668 (LAR)FILEA NE FEARRIBbRMG. EIREERRISERE/NEIRE
MR [, AZD9668 ZBEHIE BAL FEKILRIEFN BAL IL-1B FUSE. EREFEAMRAZSHIREERS
AZD9668 fLEZSEH ARVINVSIBEREA,

ECHEXFRIEFESHEXEIEHHEHIERMNER)
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MB3622 Z-FA-FMK
MB3620 CA-074 ME
MB3624 XFRERR ( RERR )

BigRimR  BAyER , TZNBETOFEYSE  AERFSERMAE  ZEATFAMK, Alvelestat (AZD9668)
EFBOMRA neutrophil elastase ( NE ) %7 , ANfRe] BFAEXUSAIRIALEE,
RS

f 7 g
i P 1mg 5mg 10 mg
1 mM 1.8331 mL 9.1654 mL 18.3308 mL
5mM 0.3666 mL 1.8331 mL 3.6662 mL
10 mM 0.1833 mL 0.9165 mL 1.8331 mL
50 mM 0.0367 mL 0.1833 mL 0.3666 mL

ZHTINRE (URSF)

Animal Models: A EN #ESESMAHRBAVNEREAKER | BREIHAREEEL,
Formulation: 0.5% RAERETERITIEREARE TR 20% BETER 0.1%RLIFEEREK
ENYIERG - HEXKBER.

Dosages: ~10 Z52/F5(NR) ; ~20 Z5/FREKE) ; ~100 Z5/F3E)
Administration: R

(=]
oA RAIFEERL  ERTARES  BRAMIGNME , RERARER , SNSSEEE.
oIRD T MIEHNEERMEDER | HEAMREFMRAEREEM | A LIRS ETRAR A,
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1 Fmp%E  BRIEERFFAEECHITOE  RADERE. SFMHERRTESE S B8R m3E
R AEERARERER  BEITWRHRSHRNEZRCKRER , SANMEMELRE. MTHER  KEK
(e, TS LEHTEYF , i Parafilm HOMR , FARBENMEEREER. REENEEK , B m
B, EWEEHBE , LIRFMLiaRE.

2 fESIRHIE | ABDRAERARELERE | BUSRANARENSR. NEHSHETR  BERE
&R HRIEFRESIEE DMSO |, B RHETAEITTE T 80 BRKEMT , —RIULISERE 3-6 NA
AL, TEEFRT , BXIESREITHRE. BRfEERRERR.

3 MREFIEREIE | BIRENAFEERERE  BRESRNEEEAHREETFER. BTARNS
WEMEIEAMRY , FILAERZKIESR (40 PBS ) #RRT , AIgEStTHIE | ETEAEERENA® &
SXILRFAERE. WA DMSO 1E79ia7 | 58tk DMSO REEERIRE <0.3% LIB R MIESt.

KREHD  FABEGET 0.22UM RERTIEHGURE  BOXRARSI  SHERESEXRE LS  USIBL
aiEtt | EERIAHEESERELE.

4 (FREINA - BTRSUCSYIRIEAEN WL TIFRECHIRE | TReRBEMA—LZ5 AR
fERBNAER , WNILE , CMC-NA |, Hili% | BRFEZFERBXNEVRE. WER DMSO , i5tfifR DMSO
HILEIRE <5% LUBRSIHER, SHFIERITENE , TLISE TR

ARSI RIRER

byt (KE(KG)  (ARERM2)  |Km &2
s 12 0.6 20

P 10 0.5 20

iz 3 0.24 12

) 1.8 0.15 12

liZss 0.4 0.05 8

KER 0.15 0.025 6

&= 0.08 0.02 5

INES 0.02 0.007 3

= A(mg/kg) =a# B(mg/kg) X a4 B BY Km EEY/ZM A B9 Km EE

5 XFFmEl R ER IR

TR mE | EREERFmIERTEN  FANEERTA. YTREMEN ™R , HERT 500MG
8, el R E2RIEERSELEN. BT -nEETEEndETEE  NSEmHETEE
EET L XINRBEAESITHSET  SEVNERRRIT  Er-RinEAER. XNTRE=mE , ATLAE 200
REAHFBELD  BEIERE , NTTERRK.

FRirSiEESE—EN JIRE | £ NI CERNETRIEIESTEE  EEMN

(A= k== piencs =26
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

M ALBREFEFRETH  WREMIN~RNEIRE/) , ARNEEREATHESETHMEEEE L
BB —R | AIRENRAR R, SILNIANBESR (SRIBMEF ) FiRlesiERESE T
B,

XFEERECHRRIR - RREEHTRE B IRRE | BN NERSEIEHERERzLEe | W TEER
EMRNEY  ZEEETSSTRREUKS | ETRER | XM RREREETERPRE.
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