PD-0325901 ; PD0325901

YRS : MB1886

[REIRE : >99%,ATP JE5ES4RT MEK HHIRY
BEHFE : 10MG;100MG

PR - BBEXAEHK

BEXER
TR C16H14F3IN204 o oH
DFE 482.19
O _OH
CAS No. 391210-10-9 H

[ -20°C | BENESEEDIR g | | I -
- DMSO: 20 mg/mL

TBRRME

(25°C) Water Insoluble |
Ethanol : 40 mg/mL (82.95 mM)

ITEER | AREREEETUEN  RERIR  TRESmEIAREE.

HftinBl | ATENLEMEE  BFLRRAR—REFEERE.

f&@ifT :PD0325901 2—FEAEZFEUAINY , ATP FEFRFHAI MEK 057 , ICso B 0.33nM , 2 CI-1040
X} ERKL #] ERK2 BEER{LIERIRY 500 ZfE.

A& : N-[(2R)-2,3-Dihydroxypropoxy]-3,4-difluoro-2-[(2-fluoro-4-iodophenyl)amino]-benzamide ;
PD-0325901 ; PD0325901

YIIRIEIRBAEHE -
NI e HeEXAEMR
RN o, DMSO: 20 mg/mL ; Water Insoluble ; Ethanol : 40 mg/mL (82.95 mM)
BE o, >99%
EERA : -20°C , BRI
SnEE
. PD0325901 (PD325901)&1ER 14T , ATP IF=F AT MEK 35155 , IC50 79 0.33 nM,
R Et, CI-1040 {EFBF ERKL &1 ERK2 BBRHENERAS 500 {24 A.
B MEK (Cell-free assay)
IC50 0.33 nM
PF-0325901 tv55—#h MEK #D%l5%1 CI-1040 EEEERISIER, 5 (1-1040#8LL , PD
0325901 eJLAZAIAZRIERZE, PD0325901 £3F ATP =5+4AY MAPK &#Eg MEK
SONRSS HIX1 | DHIE LR 26 AR MEK B IC50 J9 0.33nM, HERR/EREEEES MEK 2

RAS/RAF/MEK/ERK (S S @IRHISBARERD , TEARINRMAIEIEEEEEN.
PD0325901 #&rafsiuttins] MEK fEFEF MEK1 1 MEK?2 B Ki {89 1nM, PD0325901
{EFRF4HAE ERK1 0 ERK2 AYBEER{LZIERLY CI-1040 38FK4 500 =,

BRI PD0325901 [HIFAiEREBFBARANER , ERMBERERENARELELLE G1




HY , 3Ii24EMAT- RO 25 mg/kg PD032590124 f5 , ERK AUBSER (L /EFBHBRMMA
E 50%LAE. PD 0325901 fiifsi &AW AT &I 2N ALBIEEHARS |, T
RAIALHEREH, B 6/7 # PD 0325901 BAE#H, PD0325901 i EM KR
AR RAI, PD0325901 i TPC-1 4RAEAN K2 4BfEAE1< , GISO0 53875 11 %1 6.3 nM,
PD0325901 iREIEFEEAT(10 nM) B RHIHIET BRAF 383589 PTC 4HiE41< , BRME
RERT AR SET RET/PTCL &Y PTC 4. PD0325901 {EFF%#h PTC
IR , BXUDH ERK1/2 BEER(L,

ECHEXFRIEE
MB5452 PD184352 (CI-1040)
MB4068 PD318088
MB5132 PD98059
MB4064 Pimasertib (AS-703026)
MB3241 Selumetinib (AZD6244)
MB9629 SL-327
CL-10319 TAK-733
MB5401 Trametinib (GSK1120212)
MB4063 U0126-EtOH

HigR#ER | REEAR , TZNETOFEYS  HIEFSERWAE , m2ETFT AR, PD 0325901 2—ME
WA MKK1 (MEK1)#0 MKK2 (MEK2)3mai5). MEKL #1 MEK2 #9 Ki 8139 1.1 1 0.79 nM, PD 0325901 %3
Hfth 27 MigEs o, AIES 25 mg/kg BF , PD 0325901 %3/\6& C26 FhyEiRAENIE] 75%.,

&R E

1 "o
_— # 1mg 5mg 10 mg
1mM 2.0739 mL 10.3694 mL 20.7387 mL
5mM 0.4148 mL 2.0739 mL 4.1477 mL
10 mM 0.2074 mL 1.0369 mL 2.0739 mL
50 mM 0.0415 mL 0.2074 mL 0.4148 mL
LZBUSEIOIR(E (1AHSE)
(A HMRERSELS:

TEES pA4MAPK(GST-MAPK)HIBBL L S-SRI A EEFIS pASMEK(GST-MEK)HIA
BYERR S-EREBMAEAFEERRT | E 32P 2 EREHEEEER(MBP)RUSIER, L6
BMESSCIS | AREE 20 mM HEPES,pH #37.4,10 mM MgCl2,1 mM MnCl2,1 mM EGTA,50 mM
[gamma-32P]ATP10 mg GST-MEK,0.5 mg GST-MAPK %140 mg MBP &{&F#3 100 mL,
SCIEHHT 20 DE1fE | IIAN=SZBREIERE , A5EIE GF/CiLiEssidiE. {#F 1205 Beta
HRUERBELIEEPH 32P, WEAREFIE PD0325901 , LHIFIE R L.

Cell lines: PTC 418
HHpEsCIS - Concentrations: 0.1 nM- 1 yM
Incubation Time: 48 /Mt



http://www.meilune.com/goods.php?id=877
http://www.meilune.com/goods.php?id=16151
http://www.meilune.com/goods.php?id=16144
http://www.meilune.com/goods.php?id=16145
http://www.meilune.com/goods.php?id=16141
http://www.meilune.com/goods.php?id=16150
http://www.meilune.com/goods.php?id=16148
http://www.meilune.com/goods.php?id=957
http://www.meilune.com/goods.php?id=16143

Method:

1x1044 PTC {RBEHEFTES ImL 125AEA 24 FUMR L , £ 37°C FEE 4 X, ESLRE—K
IAFRREIRE MEK #05I%) , EE=)X. MTT AT 0.8% NaCl &k , iREH 5 mg/mL , 3L
WHE=X ,87LIA 0.2 mL ,JUE GI50 & NEEXRAVMIBAK L. 48R0 MTT 7£ 37°C
TBB 3 /i, RENFL PR RIAERE . REAHEIEAT 0.5 mL DMSO AAJS{ER Synergy
HT 1E5EESHMYAE 570 nm BUETRE. AEUE GIS0, AT 100x(T - T0)/(C - T0)
TTEERAR.

Animal Models: #%5 PTC 48589 Ncr-nu/nu 58,
Formulation: 80 mM 5B diR (pH 7)

SASELS -
RS Dosages: 20-25 mg/kg
Administration: OfR{EIE
=]

REFRAETREE  SRTEEER  BRANTE , RENREE  ENSSEE.
BHFRRDBSLBHES , REFRETREERIRETE , L SIRRHS SRR Z A,




A SR TSI

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 fESIRHIE | ABDRAERARELERE | BUSRANARENSR. NEHSHETR  BERE
&R HRIEFRESIEE DMSO |, B RHETAEITTE T 80 BRKEMT , —RIULISERE 3-6 NA
AL, TEEFRT , BXIESREITHE. BRfEERR SRR,

3 HRIEAFTEREE  BREMAFTELHHERE  HRESRIEEZBNREETFR. BTXHS
WEMEBMRY , FILAMERZKIESR (40 PBS ) #RRT , AIgEStTHIE , @ TEAEERENA® &
SXILRFAERE. WA DMSO 1E79iaR |, 58tk DMSO REEERIRE <0.3% LIB MRS,

KREHT  FABRET 0.22UM RERTIEHGRE  B2XRARI  SHERESEXRE LS  USIBL
aiEtt | EERIAHEESEHRELE.

4 (FRIEINA - BTRSUCSYIRIEAEN , IWSLR TIFRECHIRE | TReaBEMA LA
fEZBNAES , WNIEE , CMC-NA |, Hili% | BRFEZFERBXNEVRE. WER DMSO , i5tfifR DMSO
HILEIRE <5% LUBRSIHER, SHFIERITENE , TLISE TR

ERRERRS B AR

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

=4 A(ma/kg) =14 B(mg/kg) X =04 B B9 Km REy/z4 A B9 Km RE

5 XFF-mEIRL IR I

BKEIFRE | ERNERRIEESEN | FIUSEHTA. WTRSMENTR , HEET 500MG
B, B BRI ERSEEEN. BT ReEnsmandEhaE  NmSEr-RiEEEEEsR
FEETFL  XMREAESLI TS F  FEMMERRRT , fRmFRER. TR~ , aILAE 200
BEGHERD , BRIKERAR , NmERiRK,

FRinSivEERE—ER TIRE | & NETERYETRIEEEE , 2EA

(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
MRS EEREESPRREUKS  2WRER | XM nEERET TR RE.



