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VRT-752271-HCI ; VRT752271
RS : MB7032
REFRE © >98%,EhBREh Iz, BB S Es NHIF

BEHIE : LOMG;50MG;200MG

R : solid
BEFER
SF C21H22CI2N402
DFE 43333 HO
CAS No. 869886-67-9(free base) 4 N 7 Cl
s -20°C , IR w| L] H N
. DMSO 86 mg/mL (198.46 mM) x| g o
e
Water Insoluble
(25°C)
Ethanol 15 mg/mL (34.61 mM)
TEEN | ARMEEEEER NUER  MREESR , vTeeamELAREM.
HithiiBg | ATENREFER | BFELRRHAERMFERRFE.
f@7 : Ulixertinib (VRT752271) 2—®a¥AY , ATP Z54HR9 ERK1 , ERK2 P55,
78] : VRT752271 ; 1H-Pyrrole-2-carboxamide, 4-[5-chloro-2-[(1-methylethyl)amino]-4-
pyridinyl]-N-[(1S)-1-(3- chlorophenyl)-2-hydroxyethyl]-
YIIREIRRIEHT :
AN 2 e BeEEReER
BN DMSO 86 mg/mL (198.46 mM) ; Water Insoluble ; Ethanol 15 mg/mL (34.61
mM)
BE e >98%

SR - -20°C | BOLDhEEIATIE

EiEtE
. Ulixertinib (BVD-523, VRT752271)2B5HIaN% ERK1/ERK2 HNFIF , EHDHI ERK2 AY
iR
IC50<0.3 nM,
ERK1 ERK2
L
<0.3 nM
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E—1E A b-RAFV600E 835K A375 BBEZEBMES |, Ulixertinib FEEBSER(LAY ERK2
(PERK)ZKEFI TiiERiES RSK (pRSK)AYEEL{LKSE , IC50 5819 4.1/0.14 uM, Ulixertinib
HEnHl A375 {RREIETE |, 1C50 79 180 nM,

ECHEXFRIEEF (ESEXEIHREFDEMER)

MB5899 GDC099%4

MB3432 SCH772984

MB3652 TIC10 Analogue
BigRdER : RHAR , ZNATOFENSY  BEFSHNLE  FERTAMK. Ulixertinib
(VRT752271) 2—Fali#ify , ATP 35549 ERKL , ERK2 IR, AGRRIATFAEXRISATRIFELR.
figikEeE

K B |1mg 5 mg 10 mg
]
RE = q

1mM 2.3077 mL 11.5386 mL 23.0771 mL
5mM 0.4615 mL 2.3077 mL 4.6154 mL
10 mM 0.2308 mL 1.1539 mL 2.3077 mL
50 mM 0.0462 mL 0.2308 mL 0.4615 mL

SHCIOIRE ((ULSF)

b [

ERK2 {E{HIRY Rapidfire FRigo4mialie:

MEK U911 /&R ERK2 EEAEELNERAHLAN. BFRERIARESS 50 mM Tris (pH
7.5), 10 mM MgCl2 , 0.1 mM EGTA , 10 mM DTT 1 0.01% (v/v) CHAPS R348tk
#&. 1.2 nM ERK2 ERREREETRPFHIF , 5 10uL IS BRI SRR
Ak 384 FUREIE N FLH. EYIIRFRSSIINSEE 100uM £ 0.1 nM B9 12 MREFIE | LA
HEAEY IC50s , 5 1% A& DMSO iKE, B SYIE=IR TS 20 9%
5, 10uL EYBEWANN 16uM Erktide (IPTTPITTTYFFFK)F] 120uM ATP (& Km) £ARA%:
WE MR, REERETHT 20 58, AR 80uL 1% (v/v)RESERRAL AEHIeHR
£ RapidFire gD ITFE LIEfTLANEEYI GREEERIAY Erktide)FIF=4D(BEERILAT Erktide),

HHRESCIS

Cell lines: A375 4@

Concentrations: ~30 uM

Incubation Time: 72 /)\if

Method: A375 #Rf3f£ DMEM , 10% (v/v)BRAFIMIEFN 1% (v/v) L-BEERRE MRS SRR
thiEs., RET  BEIESBIINMAEE 384 7|, Costar 1k , 7 40uL MRS E R FE
FL.EH 200 MR , ASRTE 37°C, 90%MEXHEEF 5% CO2 [ IEAETEALR,
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Labcyte Echo 555 FEiz4EsSiS UKL SN IR R E AT E MR AEE 308 7L, HETE
30 uM £ 0.03 nM SBEIFRLA 12 MRRIRELRZS | iTEHEY IC50s , 5 0.3% i E+HEa
DMSO iRE. SATMBBIRIE 37°C T 1S 72 /N, 1S4BRERINN 20 pL & 12%FRESHY PBS/A
(A%£RE) F0 1:2000 FEERAY Hoechst 33342 BElEHER , =R FEE 30 ofh , RS
PBS/A #ki%. A Cellomics ArrayScanTM VTI & FaEE@HMIBTR EitEvmE. 5
0K , HIERIKRER , &6  FEBESIRERMRITHES | LIS SYMIESHELIRT
B,

CE=]
oK EITMAILERE , ERTHIEES  BRAMINNE , RERRAE , SNSSEEYE.

oERD T M EINEEIREIDER | A AMRIEFTRASERINENE | L EEIR(NESEZTRARZA.

A SR EIEREIR

1Fma%E  BUEIEYERIFAEECHTOE  BADERE. BEMHEEFTESH D R~
R ; NEERTHREREK  BEIWIRSHIZRAKRER  SRNMESWEZFE. WTHERE
KEARERN |, BEUERELT , &I Parafilm HOE , FHZIREMEFRHER. WRMERET
K, BE~mE8E  @EERWE , LR nsKRRE.,

2 (ESERHIE - ABOHFRERTIRERRE | BICRAUANENS. NEHSEEER 1B
EREESR  MIREFRESIEE DMSO |, ERHIETAEIBFTET 80 REERT , —RIULIRER
f£3-6 MRLAE. EERRT  BXMERHTHRRE. BREERREFR.

3 HRIEARTERHIE | BIRENAFTELHITERE  REESRSEERFHAREETER. BTX
D UEYRASTEMERY |, ATLAERZKMEAHI (40 PBS ) #HREAT , AIRESATHIE , AlBIT B (FEIARERT
AR AEXISEIFAERE. WA DMSO {E/9iAR | 58tk DMSO REEERIRE <0.3%, LIBRMmEsS

.

KREFS , FATENET 0.22UM RIS | BZRBRS , PEARESEXESR , Bl
FBLEEYE | EERMEEHESERIRKE.

4 (FREhHYISEIEMA - BT RESUSYRIEFM  SWLRTIEREHIKE  TREFEMA LA
HWRWEENER , WIHE , CMC-NA |, Bl | BRFEESFERBXXEVAE. WEER DMSO | i5H
&k DMSO RILEIRE < 5%, LABRBIHIER. REOFIBIRITRR , JLISE TR

SRR EREFIBIRER

IR RE(KKG)  (AKRMEFRI(M2)  [Km RE
tris 12 0.6 20
¥ 10 0.5 20
{3 3 0.24 12
) 1.8 0.15 12
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liZXEs 0.4 0.05 8
KER 0.15 0.025 6
(455 0.08 0.02 5
/NER, 0.02 0.007 3

51 A(mg/kg) =140 B(mg/kg) X 04 B B9 Km ZE/504 A B9 Km 2R
5 XF = REIE B RIS

BWEIFRE | ERERmAVERTEN | FRER TN, NTRSMEN M, HERT
500MG Y, FfIH) BI#BRMRILIERAERRN. BT~ RERUEERIETRE  NmSE~5R
MEEEERES L  XIHMREAESITHSET  FEAUMERRERIT | ErRinfEER. YR
PR, ATLAE 200 #EARFERELD , EREERIK , NTBRIRK,

FrRirEEESE—EIRE £ NI EERNETREIESTEE  EAM

e 2T =2 B
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG

AT ALERFOERETH  MREWLAmAVEIFE /) | BRAL R TAIE B e
tEREEN—E , JEMEATRINEE. EULIINEEER ( SRIBMFFM ) FHRIEERES
ez eeing.

T EERECERIN R RENEMRECNRE | RIENECRSEEHERERZEY TR
BGEMRNEY  ZEESSPIRBUKS |, EIREHR | XM REEREE RSP RE.
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