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Pimasertib (AS703026)

RS MB4064

REWNE: >98%, MEK1/2 2K
BN SMG;25MG;50MG
R solid

BEFER

PF C15H15FIN303

nFE 431.20

CAS No. 1236699-92-5 #=*

E:IE2 S -20°C, BEeRhAERA g 1 F

DMSO: 86 mg/mL (199.44 mM) = N™™~ NHH OH
BRRM25°0) Water Insoluble | = N\/?\/OH
Ethanol Insoluble 0
IEER | ARMEEEENUEN, WREEIR, URESfImEIARME,
HfttinBl | ATENRSRER, BFLRRAEIRMEFERE,

fE@7v: AS703026 2—rEsi, BEBEIEEM, ATP JEESMR MEKT/2 BIMGHSEIRI, FERTFEERR.
A& : AS703026; MSC1936369B; 4-Pyridinecarboxamide,
N-[(2S)-2,3-dihydroxypropyl]-3-[(2-fluoro-4-iodophenyl)amino]-

PR HEIRBEIR

AN e REBEREHBEK

BERME DMSO: 86 mg/mL (199.44 mM); Water Insoluble; Ethanol Insoluble
BE! e >98%

RERM: -20°C, EERhEEATIE

EVENE

Pimasertib (AS-703026)2—MSREIEEMER, BAY, ATP IERFMERI, MEK1/2 ZRHIHDHIF,

£ s
FRERIRE | M IR IC50 5 5 nM-2 M.

151 AS703026 22, BiIEEM, BXAEI MEK1/2 B,

MEK1/2 (MM cell line)
s (Cell-free assay)

5 nM-2 uM

AS703026 Z#TEUEREME, OREWAZMER MEKT/2 fIHIF, SE532M45E MEK R, BE
SRAEBIERME. AS703026 MNHIASEZ &I+ B HEREIR(ETE U266 71 INA-6 4Bi8) 41KAN7FE,1C50
728079 5% 11 nM., {BIEFEEHSTE GO-G1 HARJIETS AS703026 AUHIHIXIER, BfHEE MAF EiE
EEZRIARIPE(T. AS703026 EFFF MM 4hff, i@id 2% caspase-3 #1 PARP EESFT-, AS703026

&N
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CE

A EMET S NEIFEGE. 10 uM AS703026 {EFTFIEH K-Ras (D-MUT)s22r & EERIA
KB EAIAE, B3UDE ERK (&R, 185E, ik,

RS

15 #0130 mg/kg AS703026 {EFFTF ALK 4HRE H929MM #BiE%E, BB RHHIE4 K, 5 pERK1/2
HOTEE S, 45 PARP 2L ASE TR, 10 mg/kg AS703026 {EFRF A K-Rasze3s (D-MUT)
NS ETRERE, FEEi, BIEREE p-ERK level 7K,

X CHEXTREFEESHEKIEIEREFIEMNER)

MB4063 U0126-EtOH
MB4068 PD318088
MB4069 Binimetinib, ARRY-438162

FigRfEE RAR, ZNATOFEYS, BEFSRAE, TmERTAMK, AS703026 2—FE,
BEEERE, ATP FERSEAY MEK1/2 BIFSHDHIR), FERTEERR.

figiREcE
f 7 g
s posl 1 mg 5 mg 10 mg
1 mM 2.3191 mL 11.5955 mL 23.1911 mL
5mM 0.4638 mL 2.3191 mL 4.6382 mL
10 mM 0.2319 mL 1.1596 mL 23191 mL
50 mM 0.0464 mL 0.2319 mL 0.4638 mL

SHTIRE (UHSE)

2 [

MEK1 BgsLis:

AS703026 ;5T DMSO, 54 DMSO RER 2.5%. BEAINEERL MEK (pp-MEK)SZIGE S 40
UM 33P-yATP (AppKm 8.5 uM), 0.5 nM ASEEGERY MEKT 8 MEK2, 1 uM s
ERK2(AppKm 0.73 uM), AT&sEla Buffer 4 20 mM HEPES (pH % 7.2), 5 mM 2-FiEZ 8,
0.15 mg/mL BSA, 110 mM MgClI2, FrfSsCierh 33 P- ATP BUSSIREEH 0.02 uCi/uL, %58
30 uL RAGREWEIES 12.5% TCA i Durapore 0.45-um &R E, 40 98E, &IE pp-MEK
BB AL, WEFIER, 7 TopCount EFERIRIANRIHEIERER. DITIRERNEEE, WE IC50 &,
NFEFCIAREER (LAY MEK(u-MEK)RY IC50 {&, 0.2 nM EEZB A% MEK1 3 MEK2 %0 AS703026
ERM buffer hFGES 40 58, AN 20 nM B-Raf V60OE #7130 uM ATP, 10 o¥big, FFiakk
BRI/ BER L IO B-Raf #i#5) SB590885 (4R /9 100 nM)£21E B-Raf i R K Buffer
IO 1 uM KD-ERK2 #10.02 pCi/pL 33 P-ATP lE MEK EEgiEE. 55 30uL RELEEMZ!
Durapore £tk L, 90 oHfE, BEsRMLLE, ARIEL.

#HRESCIS

Cell lines: U266 11 INA-6 4

Concentrations: 2 nM - 20 uM (fi57%:10 mM ;3F DMSO)

Incubation Time: 48 /NG

Method: JUE3HIBTESBEZRF] MTT bR SLETNIE AS703026 RSt MMEiREFL 1x 104
MEFE 96 FUIR L, 1B/5 3 X, i#T [BHIWEZSEHK, 1SSl 18.5 kBq [3HIFEKY 6

VV » meilunbio



http://www.meilune.com/goods.php?id=16143
http://www.meilune.com/goods.php?id=16151
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N, WIERRIBIBATAEIRIR b, (R B-IUMRHEREREE. BT ELARIE(P)RE, ARV
WEDHTHHRELE. BUIREKER-V/PI REMGVARTHIERIES1TE AS703026 ESATE
[

Animal Models: ## H929 MM #21&52E89 CB17 (SCID)ER
Formulation: 10 mg/mL, i&F 0.5%¥BEF42£/0.25% Tween-20
Dosages: 15 & 30 mg/kg

Administration: fRIAE, SXFR

)2y

(=]
oA MAIEEERL, ERTHRES, BRAMIUNE, REAREE, SNSSEEE.
oI RIENNEERMEIOEE, BEAMRIATRAEEAIENE, U EEIRNESEZRIATZA.

B EMIREEREIR

1 FRaE: BREIRMERFAEECHTSE, BADERR. 8RMHSFRRTESHE D BRI mE
BR WIEEEHREEER, BEITBMIMERSHRNZROEENE, SANMBMELRE. WTHER, KK
(e, BSLEHEEYF, &Y Parafilm HOME, FRBBENIEEREER. MRBENETK, B mn
B, EWEERBXE, URFmLiaRE.

2 EERNE: ABoIFRER R RERERE, B REIBIENS. WFHEHETR, BERAG
&R, MIREFRESIEE DMSO, BERFIETMEBTET 80 BEEMT, —RAULUSERE 3-6 ™A
VAE. (MR, BXIESEREHTHE. BREERREHRHM.

3 HRISFTEREIS: BRIEMAFTELHHERE, HEESRNEEEFHMAREEL/FR. AT
WEMRISAMERY, FRLAGERZKIEAR (40 PBS) #RERY, WJRESfTiiie, WEITEREEARENER, +
SXISLRFAEFE. WA DMSO {E/9iEx, 18HaIR DMSO REERIRE <0.3% LABRMIESE.

KREHI, HBENET 0.22UM RERTIELIURE, BZXRARI, HEEESEREL, GUSImL
aiEtt, BEERIAEEESEHIRLE.

4 (FRNSEIERA: BT RENWSYREREN, ST TIFREHKTE, TREFEMA—LZHBRE
fEJOBNBRI, WMHE, CMC-NA, HifE, BRFEESFERBXXEIRE. WMEERA DMSO, iR DMSO
AOZERE < 5% LABRSIHER. LATERIHNE, TJUSETE

SWAREIRRSE G B E R

b (KE(KG)  [AEEIRAM2) [Km &2
ik 12 0.6 20
ia) 10 0.5 20
bz 3 0.24 12
2] 1.8 0.15 12
izt 0.4 0.05 8
KB 0.15 0.025 6
B 0.08 0.02 5
INER 0.02 0.007 3
Z) A(mg/kg)=E1 B(ma/kg) X F B 9 Km REUZ A BI Km &
5 XF = REISERIS
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TWEFmE, BREERFRIERTENE, FREERTRIA. MTRSMEN R, HEMRT 500MG
9, FIH A RRIEERRESREN. BT nEkAsmsEmIETaE, NMSEr-mitErEEEs
HETL XIHMREAECITHEF, FEMRERRH, Er-miFEmR. YT&iEr=m, "JLTE 200
HEGHEELD, EREERIK, MmgsiRk,

FhirSrEESE—EiRE, £ NIEERYETRIESTEE, EEM

e O hezsm
1-20MG 0.1MG
50-500MG TMG
>1G 3-5MG

P ALERREFAETN, WREWIHTRIEIFRE/), FERNEE~ AT TSR L
FEBN—R, TREMEREFRIFE. EILIINEEER (SREFEFM) FRiEEFESEZTE
B,

X TERREGHARIAT BRI ECNNRE, RIIZNERESENBHEZRAMZtEY, MTEER
EMRNEY, EEETSSPRREUKS, 2ETKRER, XM-RREREETIESRPRET.
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