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Epacadostat (INCB-024360)

FFRmS - MB4513
REHRE : >98%,BR
BN : SMG;25MG
=R : solid

BXER
SHFR C11H13BrFN704S
NTE 438.23 . B
CAS No. 1204669-58-8 o O\E,Hﬁ ) N /@F
AR 20°C, BB CRITTTES H/I\i
DMSO : 87 mg/mL (198.52 mM) = NN
BREM25°C) Water : Insoluble OH
Ethanol : 53 mg/mL warmed (120.94 mM)
AREN | AMMEEEERTUEN  MREEIR e mERRE.
BBl | ATIEHNRSMER | BFalkAR RMEFERIF.

fEi7 : INCB 024360 2—FE%K , iEEFEMAY IDOL P,

%4& : INCB 024360; IDO Inhibitor 1 ; 1,2,5-Oxadiazole-3-carboximidamide,
4-[[2-[(aminosulfonyl)amino]ethyllamino]-N'-(3-bromo-4- fluorophenyl)-N-hydroxy
YIETHIRBRAEHT

[0 BHeERGEK

BN DMSO : 87 mg/mL (198.52 mM) ; Water : Insoluble ; Ethanol : 53 mg/mL

warmed (120.94 mM)

BE >98%

fETFSRM - -20°C , B EEATIR

Yt

e m Epacadostat (INCB024360)2—FEANIEEMEEIV R 2,3-TINEEs(IDO1)HPHIF , 1IC50
/3 10 nM, &34 IDO1 RYEF =T HEAEXEs IDO2 5 TDO,

s IDO1(immune cells)

10 nM

7 IFN-y-4MEEI A Hela 4B , INCB024360 SRGMEIRRE 4. INCB024360 tha(R

(RIS i3 T AEARBINKMIEAYALS | 18I0 IFN-y =& , FIR A ATETSE T (T(reg)) - 4058,

INCB024360 (100 mg/kg, p.o.) ,i&id IDOL il , FEREE M/ NRHHNE kyn PRI
(EAEATE K, BRERERE/NEFTH. ERE CT26 FZipEd/)\E4 , INCB024360 (100 mg/kg,
p-0 BB AREBSIPHERIA IDO MyBRIER.

ECHEXF RiEF ESHEXEMEREHIE M ER)

MB3837 BMS-986205

MB5145 NLG919;Navoximod

MB3834 Indoximod (NLG-8189 )
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iR - BEHAK  ZNATOFENST  BSEFERASE | TERTAMK, INCB 024360 2

—MAER , EEMRY IDOL MIHIFR. AR BT AERMERIRHSEE.

ke E
f "
R boal 1 mg 5 mg 10 mg
1 mM 2.2819 mL 11.4095 mL 22.8191 mL
5 mM 0.4564 mL 2.2819 mL 4.5638 mL
10 mM 0.2282 mL 1.1410 mL 2.2819 mL
50 mM 0.0456 mL 0.2282 mL 0.4564 mL

SHTIRE (URSF)

Animal Models: ffs PANO2 fRERAHEERIMEME C57BL/6 5% Balb/c nu/nu /NG,
Formulation: 3% N,N-—HEZEZ , 10% (2-LHE) B-AHE

Dosages: ~100 mg/kg , — KR

Administration: p.o.
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oA TRAIFEERR  ERTHRES  FRAMINE , REXNFER , SUSSEERE.
oI T RIEENNBERMIOER | REMRERAEEARME | L RIS E T RARZ A,

A S MIRMEIEEEIR

1 Fma%  BREIRYERFAEBCHTHE  BADERER. 8EMHSRETESH S R/~

R NEERIARRER , BEITWIRSHIZRAERES , SAMBMELERE. YTHER

KEIRGERR  IBZLENEYF @Y Parafilm HOMR , FHERENEFRAER. NRBEREEK

B mERE  ENEERWE , LR nstieReE.,

2 (ESERHIE | KBORRIRERIVRERRE | BILSCRARANENS. EHISMEER Bt
BEEH HAIEFRESIEE DMSO EERHIETAEIFTE T 80 RREMTF —RILISERE 3-6

MBRULE. R BYMEERHTHRE. BREERREFR.

3 MBS TEREE | FIRECAFELRITERE  wEESRSEERAMAEETFER. BTX

BOUEYIEISBMERY , FRLAERZKMEAR (90 PBS ) FREAT , TIRESMTHINUE | AIBI B AR ERT

R ASNIEIRTERD. WA DMSO {EUiAR] | iBHR DMSO SREZERRE <0.3%, LA RMAISE.

KREFS , B BT 0.22UM RERTIESTURE | IB2RALS  SHEEESERELT  AUET

M EYnEYE | EERAEEHESEHRRLE.

4 (FREHISEERNA - BT REWEMERSMR , SR TIFRECHILE , JRSFEMN LA

HEHERBDAR  WIIER , CMC-NA |, Hil%E | ERFEEZFERBXXEIRE. ER DMSO | iS5

R DMSO BIZIRE < 5% LABRBHE(ER. LHATIERITINE , JUSE TR

SHWPRRERSAGERER

byt (KE(KG)  [AEERRM2) |Km &2
g 12 0.6 20
P 10 0.5 20
iz 3 0.24 12
) 1.8 0.15 12
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[ 5 0.4 0.05 8

CKER, 0.15 0.025 6

=1 0.08 0.02 5

N 0.02 0.007 3

Z A(mg/kg) == B(ma/kg) X F0 B B9 Km /04 A B9 Km K2
5 £F RIS RIS

BRI M EREER MBI FIIRERTHIA WTREMEN M HERT 500MG
89, BNE A RRIEERSESRN. BT~ REETREEREETRE  NMSE~mETEE
EREET L XIMRBEAESITHSET  SEANERRINT , FrmiFEm. MFRE~m, &
LATE 200 3 EERFRELD , EREERK , NTBRRK,

s EREaE —EiRE A NEEENYETREESTE , 2EM

e 5T R0 E
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG

AT ALERFGFRETH , MREWINRINEIFE/) , ANEL - RER TIPSR
LHREEN—E | FIRERARFRIFE. BULIINESEST ( SRIZEFMN ) FHRiEEE=%
Ezeeinmg.

X TFEEREGHRAIR - R RERHRE ENNEE | HIENEASENEHERAFMZEY  WTR
BGEMRNEY  ZEATSSPIRBUKS |, BEIRER , XM REENEETERPRE.
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