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GDC-0994 ; GDC0994

FrERERE : MB5899
[FREFRE : ERK1/2 D51
BERIE : SMG;25MG
i : solid
BEFER
oFR C21H18CIFN602 ol
NFE 440.86 F
CAS No. 1453848-26-4 7
R -20°C , BEERhmBEa AT 1 } .
DMSO 87 mg/mL (197.79 mM E2
TBRRME Wategr Inso(luble ) WN \Hrj/gko a
(25°C) ~
Ethanol 87 mg/mL (197.79 mM)
IERER | ARMEEEENUEN  MREEIR , TSR ImEARE,
HfttinBl | ATENRSTREER | SFLRRAERIEFERE,

&7} : Ravoxertinib (GDC-0994) 28] [RRAY ERK j&EEHDHIF,
7% : 2(1H)-Pyridinone,
1-[(1S)-1-(4-chloro-3-fluorophenyl)-2-hydroxyethyl]-4-[2-[(1-methyl-1H-pyrazol-5-

yl)amino]-4-pyrimidinyl]-

YRR RIER :
MR ¢ e HeEEEEK
RERME ¢ DMSO 87 mg/mL (197.79 mM) ; Water Insoluble ; Ethanol 87 mg/mL (197.79 mM)
BE i, >98%
fEFSRM - -20°C , BEEHE=ATIE
EPEN
. GDC-0994 2—fExAY , AJOMRAY , BEEEEMA ERKL/2 #HF, HIC50 2508 1.1 nM
Frmiig
#0103 nM, Phasel,
ERK2 ERK1
s (Cell-free assay) (Cell-free assay)
0.3 nM 1.1nM
{IMAR | GDC-0994 BRUHI TR BEER -pIORSK,
GDC-0994 (R EMIMEAEREL 5 R BEN S ERFIEIEN | B1F KRAS 535 8F] BRAF 8
SRR | TEASMBEMER/NG. 7R, GDC-0994 (OfR)INE ERK BEER{LFN ERK NEAVESEE

SIBERAUANE | FE/ERELE ERK (RIS RS,

E X RiEEF (ESEXEINHREF I E M= ER)
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MB4567 ISRIB(trans-isomer)

MB3432 SCH772984
BigRdEid - RERRF  TZNRToFENS  WEFSERAAE  TERTAK. ARABTEXMIER
RIS,
=

1 om
1 1m 5m 10 m
1 mM 2.2735 mL 11.3675 mL 22.7350 mL
5mM 0.4547 mL 2.2735 mL 4.5470 mL
10 mM 0.2274 mL 1.1368 mL 2.2735 mL
50 mM 0.0455 mL 0.2274 mL 0.4547 mL
=]

oA RAIFEERL  ERTHIRES  BRAMIUNE , RERRAE , SNSSEEE.
oHBD T MIEEHNEERMEDER | HEAMREFTREREMURN | USRS ETRARZ A,

B EMIREERER

1 Fmp%E  BURRIYERFAEECHITOE  RAD SRR, SFMHERRTESH S B8EHm3E
R AEEHREEER , ITEITMIMRSHNZROERER | DAMESMEZRE., MTHSERE KX
(£ TS LEHTHY , i Parafilm HOR , FARBENMEEREER. REENEEK , Bdm
B, EWIEEHBE , LIRFImLiaRE.

2 (EFREIE | ABORFIRER A REERE | BINARAINANRENS. WEHSEHETER  BERE
&R HIIEFRESIEE DMSO |, B RHEAEIFTE T 80 BXEMT , —RIULISERE 3-6 NA
AL, TEEFRT , BXIESREITHRE. BRfEERR SRR,

3 MREFIEREE | BIRENAFTEERHERE  BRESRNEERAHAREETFER. BTARNS
WEMERBMIRY , FILAMERZKIESR (40 PBS ) iR , AIgEtTHIE | @ TEAEERENA® &
SXILRFAERE. WA DMSO 1E/9ia7 | B8R DMSO REERIRE <0.3% LUg M St.

KREHT  FABEWGET 0.22UM RERTIESIURE  BOXRARI  SESESEXRE ST  SUSIBL
aiEtt | EERIAEEESEHRELE.

4 (FRIEIENA - BTRSUCSYIRIEEEN WL TIFRECHIRE | TReRBEMA—LZ5AHER
fEJOBNER , ANILE , CMC-NA |, HilE , ERFEESFERBXEURE. WEER DMSO , iR DMSO
HILERE <5% LUBRSIHER, SHFIERITENE , TLISE TR

SWARERRS GBI ER

byt (KE(KG)  [ARERAM2) |Km K2
Gk 12 0.6 20

) 10 0.5 20

iz 3 0.24 12

1) 1.8 0.15 12

liz5s 0.4 0.05 8

KER 0.15 0.025 6

&= 0.08 0.02 5
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INER 0.02 0.007 3
¥ A(mg/kg) =z B(mg/kg) X ) B B9 Km ZEY/m04H) A B9 Km ZRE
5 XFFmElR L ERISIT

TR mE | EREERmIERTEN  FANEERTA. YTREMEN ™R , HERT 500MG
8, B mEtRRIEERAEERMN. BT~ RERTREERIRETHE  NMSE R EEEES
EET L XINRBEAESITHSET  SEVNERRRT  Er-RinEAER. XNTRE=m , ATLAE 200
REAHFBELD  ERIERE , NTTBRRK.

FRirSirEESE—EiRE , £ NI CERYETRIEIESTEE  EEM

(A= k=N R B E
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

M ALEEREFRETH , IREWIHN~ROEFE/) , BRNEERAEATHISETHREEEE L
FEBN—R , TREMEREFRIEFE. BILUINEEER (SREBEFM ) FRiEEFR%EZTE
B,

T ERIRECHIRRIRY - RREEHTRE B IRRE | BMENERSEEHER ARz EeY | W TEER
EMRNEY  EEETSSPRRIUKS  ETRER | XM aREREETERPRE.
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