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GKT137831
RS : MB5474
REWRE : >98%,BR
BEE © SMG; 25MG
FER  kEEEEE(ER)
BFER
oFR C21H19CIN402 |
nFE 394.85 _N
CAS No. 1218942-37-0 i
st -20°C , BEHETEIEATR # ?
. DMSO 78 mg/mL warmed (197.54 = N 7N
R Water : insoluble Q NS 0
(25°C) c H
Ethanol : Insoluble
RS | ARUEEEE TUERN , MREETE  TTESRImEIARE,
HBRE | AT7TENREMNER | SFLRRHEIREFERE.

fEeT : GKT137831 E—MiBFR14AT NADPH =it (NOX1/4) #IHIRI. GKT137831 BXUFRT

A Nox4 #1 Nox1 ,Ki 558 140+40 nM #0 110430 nM ,fifEAF Nox2 #1 Nox5 ,Ki %575 1750+700
nM %0 410+100 nM,

& : 1H-Pyrazolo[4,3-c]pyridine-3,6(2H,5H)-dione,
2-(2-chlorophenyl)-4-[3-(dimethylamino)phenyl]-5-methyl

PR HEIR AT

AN ¢ e REEEEE(ER)

RN . DMSO 78 mg/mL warmed (197.54 mM);Water Insoluble;Ethanol Insoluble

BE e >98%

fETESRM - -20°C , BB FEEIATIR

EiEtE

FEpa GKT137831 2— &AW NADPH oxidase NOX1/NOX4 #p#51 , Ki 435079 110 nM 0

140 nM, Xt NOXL1., 4. 5 AUsEREHLI/9%t NOX2 B9 10 {3 , APl XO 8% ROS/RNS,

NOX1 NOX4

8o (Cell-based assay) (Cell-based assay)
110 nM(Ki) 140 nM(Ki)

£ HPAECs #1 HPASMCs =1, GKT137831 i@55tREFESAY H(2)O(2)TEhy , 4RiEIEE , A0
FHMRTE TGF-B1 KX , FifZ& PPARY RIXRL . FTEAKRFPXARAAIET , GKT137831 thaRhlEREIm
FERER B F=AERVEIC IR,

{SPIEASE £ WT #01 SOD1mut /NE/AR ,GKT137831 (60 mg/kg i.g. BEMTATAFUEM, , H FREMEEE |
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KRFEMAFHENRIR L. FERKIHMREE TR/NEEES |, GKT137831 (60 mg/kg/d p.o )&
BB KEREFSNAOERX MEED FHMEEgdE LAREREAE Nb PPARy #1 TGF-B
RIARINEE, ERREEIEER EARERNEARRN , GKT137831 (60 mg/kg/d p.o.)H55HE
FRIBIEAISIBKBRERREL, WAh , TEEN angll B9 c-hNox4Tg /NEFRR , GKT137831 [ELE
SULRLEAYIEIN , 0% Akt-mTOR #1 NF-«kB (5518 , FmesOIEE2E,

RBigkiid - RRER , ZNATOFEYS  HEFENALE  mERTAMK. GKT137831 2—ME
%493 NADPH oxidase NOX1/NOX4 i3, BJFFHEXUSHAIRHALLG,

fEHRECE :
‘ &  DMSO ” I Ei) 1mg 5 mg 10 mg
R é

1mM 2.5326 mL 12.6630 mL 25.3261 mL

5mM 0.5065 mL 2.5326 mL 5.0652 mL

10 mM 0.2533 mL 1.2663 mL 2.5326 mL

50 mM 0.0507 mL 0.2533 mL 0.5065 mL

ZTISIRE ((NHSE)
Cell lines: {£& HPASMC #1 HPAECs
Concentrations: 20 yM
Incubation Time: 72 /Mt
Method:

EHFRsES iyl s N
(& HPASMC #1 HPAEC 1&5E(EF MTT iEIRE |, @13 Western EDZME NS IBAREIZIIR
(PCNAYFRIX |, SEMIEEESHTATAEIEITEL. Amplex Red IBE(LE /I E BRI IF
ST UEM HPAECs = HPASMCs BRIEIEFEN H202, EETXYRANKREINET 72
NESFS . IAN Amplex Red 5, S&EHENRT , 4IRS ZRIXTRAESREAEEE 1 )\,
Animal Models: FF&F4E(/NGRAEEY
Formulation: F3H

Fe hl
Dosages: X 60 mg/kg
Administration: i.g.

=]

BEFRNEEEE  EETMEE , BENHIGLE  RENREE  BNSSENE,
AT REANAUREIAES , RANBEFREESEINALE , SR e =R .
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A SR TSN

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 (EERHE | ABOIFIRERTZ S RERRE | BICRAIAIENSN. NFHEMEER  BEEG
&R HIIEFRESIEE DMSO |, B RHETAEIETET 80 BRKEMT , —RIULISERE 3-6 NA
DAL, TEEFRT , BXIESREITHRE. BRfEERR SRR,

3 MREFIEREIE | BIRENAFTELHUERE  BRESRNEEEAHREETFR. BTARNS
WEMERBMRY , FILAMERZKIESR (40 PBS ) AT , AIRESTHIE | ETEAEEARENA® &
SXILRFAERE. WA DMSO 1E/9iER | 58tk DMSO REERIRE <0.3% LIs MRS,

KREHD  FABERWET 0.22UM RERTIESURE  BOXRARI  SHESESEXRE LT  AUSIBL
aiEt | EERIAHEESEHARLE.

4 (FRIEINA - BTRSUSYIRIEEEN , WL TIFRECHIRE | TRERBEMA—LZ5AHER
fEZBNAER , WNIHE , CMC-NA |, Hili% | BRFEZFERBXNEVRE. WfER DMSO , i5tfifr DMSO
HILEIRE <5% LUBRSIHER, SEFIERITENE , 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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