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U0126-EtOH
FEEmdns: MB4063
JRERHE: >98%, MEK1/2 15
AR 25MG;100MG
Fea g solid
HEAEFR
7 C18H16N6S2.C2H60
NTE 426.56
R NH,
CAS No. 1173097-76-1 4 =M
[ 20C, BCHME TR ¥ = Nk
LERERZ - ,  JEESGRIT R e 4 NHQ = HOM
DMSO: 85 mg/mL warmed (199.26 mM) E2v NE UH
2
B RE(25°C) Water Insoluble
Ethanol Insoluble
EREHET | AR SR TER, WA, RS LR .
AU | A TR SRR, F TR — KT B
e U0126 /& —Fa R, I ATP 524+ MEK1 A1 MEK2 i 71 .
H4%: U0126-EtOH; Butanedinitrile, 2,3-bis[amino[(2-aminophenyl)thio]methylene]-, compd. with ethanol (1:1)
PE PR K AR«
A 8 2 R A ] 4
AR DMSO: 85 mg/mL warmed (199.26 mM); Water Insoluble; Ethanol Insoluble
/El’\% .................. >98%
REFERAE: -20°C, WEGRTI T
A WENE
= U0126-EtOH & —F i BEk 8 ML MEK1/2 #1155, o4 i3s + 1IC50 & 0.07 uM/0.06 pM, fE
" FiI T AN3-S218E/S222D MEK {15177 L. PD098059 # 100 {3 .
Rk A chemically synthesized and highly selective inhibitor of both MEK1 and MEK2.
MEK2 MEK1
B (Cell-free assay) (Cell-free assay)
0.06 yM 0.07 uM
5 MEK #4171 PD098059 (IC50 4y 10 uM) #HLL, U0126 misEfH (7 100 245 fEH T HEA
SRR BGE 15848 MEK1 (DN3-S218E/S222D), IC50 Jy 72 nM. 5 PD98059 218l, U0126 JE3%
Stk MEK, 50 U0126 £54 7 MEK I Ef A b S1EH T 2R HALEE, 1 PKC, Abl,
AR | Raf, MEKK, ERK, JNK, MKK-3, MKK-4/SEK, MKK-6, Cdk2, F1 Cdk4 AH Lk, U0126 T &% 3% ik %

HAEHF MEK1 1 MKE2. U0126 1EH+ TPA HIBE40iE, EitfHWr MAPK {5 51&iH, 34
ffl] c-Fos il c-Jun mRNA 1] b1 K B H/KF, ik 50-80%, T3 AP-1 3G M= /i, 1C50
5 0.96 UM, 10 uM U0126 i@t #if] ERK2 A& ERKT B 1L, &2 fMHI st r: . AR % ERK
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A1 mTOR-p70SeK I % (1) [R] - $ 1], U126 3243 1 ) 0y B AR AR 1 Ki-ras-H5 10 1 K R 41 4 4t g
AR, HA 2 R R ERK, MDA-MB231 I HBC4 [ 40 i 2 2R K-

U0126 1EH TH#54 M 22 if- FEE 1Y) CA1 HEARZEMI VD B, BEIC ERK1/2 B4, FIBE/S M4
JCIET:, IXAMERIAEEF R AR ME . U0126 4% 200 pg/kg FIEAE M T R ERR S /NG, B35k
ERBFT |I 42%ME SRR, tHIRIE 41% MizEdE. U0126 1%~30 ma/kg 715 A i i 5 44 2 iR i s 14
MR, BAREMPRME, XMERAEREREME, B 1L-4, IL-5, IL-13, eotaxin,
VCAM-1, 435 IgE H1 OVA ##5E 1 IgE H1 1gG1.

BRI (OF S A SR B RIS VR B B R)

MB4066 AZD8330
MB4069 Binimetinib, ARRY-438162
MB4064 Pimasertib (AS-703026)

R KRR BRI, JTENATTAEYY, AEASRE, 2T AR, U0126 2—ME, JF
ATP s 4+PE) MEK1 A1 MEK2 S5 A i 7T B T S AU i B HIFF 5256

AT
tk &
K A 1mg 5 mg 10 mg

1 mM 2.3443 mL 11.7217 mL 23.4434 mL
5mM 0.4689 mL 2.3443 mL 4.6887 mL
10 mM 0.2344 mL 1.1722 mL 2.3443 mL
50 mM 0.0469 mL 0.2344 mL 0.4689 mL
S HTRBEE (UESH)

AT S

{8 FH 5 2H 4 BB 0% 1 98 A8 MEK-1 (DN3-S218E/S222D) B 4H A B 3% (1) MEK-2(S222E/S226D)
HEATSRIG AT 96 FL MHALET 4 3R I JEA% B I i R NOH B AEBRIEE N 10 nM Y, 75 20 mM Hepes,
10 mM MgCI2, 5 mM B-Fi4 2./, 0.1 mg/mL BSA, pH 7.4, g FT#T RN . InA[y-33P]JATP
WEESLY | BITRA D V0126 RSIBEYIF IR B, B 6 4-40R4E 100 pL 08, REHZ 34 50 mM
EDTA 1) 96 FLASAL AT 4EREAR 1=, BRSO RIHEAT . $REUERR . {6 buffer 7835725 N bk 4 .
30 uL Microscint-20 [AXREIFHARL, 1] Top Count [NERTHHasIE 33P-BEMRIL 1 ERK [/
SRPIE o MNJBCER 1 ok e ) il 2 SRR S M E . ERK AT ATP 3 3 51 v 400 nM A 40 M. #3522
BRI 4, @ AR M/ IR, ARAE Langmuir 2 7 R E 1C50 fE.

Cell lines: MCF-7, MDAMB453, SKBR3, ZR75-1, BSY1, HBC4, HBC5, #1 MDA-MB231
Concentrations: ¥ DMSO, & K J& 4~50 uM

Incubation Time: 24, 48, B{ 96 /]MiT

Method: 7 ¥l & s B At itk 2B 4, Al e Fe45 £L. 5000 A4l b 76 2 HEMA 45 1) 96 FLAR I,
YHRSEEE | PAFA 135 UL ARG FRIEFRRET 15 pb AR U0126, 25 41 i34 57 96 /NI I 15 L MTT
VW5 mg/mL, ¥ T PBS), i E 4 /MBI 100 pL SDS # W (20% ¥ T 10 mM HCI), MTT
H S 75, 24 /NS, E 570 nm A EROGAE, SR AE FHEFAR(XAE 690 nm Abill & S35 K .
9T sE DNA 7 B A i 76 38 HEMA S8 sk B 1 A 235 72 90KL 35-mm & I, SRS F 24
/NS M8 U0126 AbFR4H G 24-48 /BT, 1 PBS ik, #8J51#H 10 mM Tris-HCI (pH 7.4), 10
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mM EDTA,H1 0.5% Triton X-100 #fi#. 7 10,000 g 3 &0 10 73481, 70 B4 T DNA F B
f#1H 20 pg/mL RNase A 4b3# & %55 8 H H) EIEW 1 /N, SR8 20 pg/mL £ EEF K 7E 370C
NALFEE 30 Sk fHH 2-AEEUTIE DNA, 75 2%3R febikt e Lk, SAJ5ilid SYBR Green | 44,

Animal Models: 4% XU 3. 21 fik 412 (BCAO ) 75 5 il fs sif 1 ity i 14 v = B 455 i R v 20 ik P41 26
(MCAO) 155 R S P i sl i Fr A 12 ICR 2% ddY /MR

YL | Formulation: ¥ T DMSO, 4457 0.1 M PBS 1 #i k¢

Dosages: ~400 pg/kg

Administration: # ki 5t

]

ok F] M fhoNAR AR, A TARET IR, THIRATHOIACEE, BREMJRAE, SIS TR

o iR o i A A REFR I 0 E 2, A PRIEFTIRAUE B AORLENE, DL EEHR NS5 mb 7L 2
EHEAEMREEEER

172 R BINEIRYE RIFAEE QAT 8, ROV GRS, ERARSER R T R 2085 17 i AL
Bt WA RPAR R AR EDR, RTINS RATE IR Y, MRS SRR ST E, KR
AR, 355 L E R B, W Parafilm 3 DB, IR IEAI R A AF . I SRsCE I (A, a7 dh
AR, EUEERIEE, LRSI R .

2 R KA BT RO SR e R, LS RV IRC R 5. Il & A2, T &
WEIET, MARREFRRZ L DMSO, i & Wi % e UG T2 T 80 $k IRFEREAF, — AT LLRREF74E 3-6 11
PAbo fEAEFIAT, PRl SOEAT R . Bl R U R R

3 ZhpEE I TRV 2% . TEIRE A AT IEW TSR L, R i A W B AR R B AR th T K82
WEDFERREYERT, FrLAMERDK IR (0 PBS) RREy, AIRESHTHLfse, mImd B s (e [ R i i, A
SNSRI DMSO E 9, 1 ff DMSO e 2 I <0.3%, LG S 40 51

K7, FATEBGE 0.22UM RUd 875 R, 15 2RHIEAE, M BGE mi KiE 73, Bt
EYNEE, BB S EAME R .

A EWEHRIN A : BT RZAGYRIEENER, S SCie TARMICHI R, W RES T 2N — 2 HI AR
TEBIE), ok, CMC-NA, Hihss, BARTZ% 5 SRR RE . WfEH] DMSO, i&ifk DMSO
LR E<E%, LABE S fVEAE T . 2R 2RI BTt ik, WTBLZ B TR

SNV R AR SRR B SR

[ AEKG)  [REREAM2)  [Km #235
ik 12 0.6 20

i) 10 0.5 20

i3 3 0.24 12

i 1.8 0.15 12

g 0.4 0.05 8

N 0.15 0.025 6

6 R 0.08 0.02 5

VINER, 0.02 0.007 3

Y A(mglkg)=311 B(mg/kg) X 1% B (11 Km REUZ0% A 11 Km &4
5 RT 7= MBI B A B R Bk

TEWCR = e, T AN B S AR S B, IR ECR AT A . W TR 2R A . BORART 500MG
(K1, FATH AR GREIER RO R T i BT RE AR i R (B, AT G i PR A B B
Fii b, XIEEAERST I G T, LA ERRIAIT, S S UTERE R X TR L ATRAAE 200
Fe e ARE RO, BRI, T St K o
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Pnbr bR B RS ERE, fE T e E AR TIRE LR, B

b 71~ 2 s % % Y [
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

A BRI, WGSBS BAR D, RIS AT 227 b AR R T (3 R rpoRs B2 B B P
B R, ATREW AN B B A A . AT EUIMASRE R A (S IRERAE T I e sl A & i 2 58 4
-

X IR SHPR A7 A ARME R PR B AT R, AT MU S @ M BRI iz AL 59 X T RAR
BIERIAL &Y, BREAAET P RWHBOKY, EBERR, XM 5 75 2B A TR h IR
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