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AZD8330

FEERgRS: MB4066

FRERAE: >98%, MEK 1/2 {47
BENE: SMG;10MG;50MG
iR solid

BEXER
TR C16H17FIN304
|
DFE 461.23
CAS No. 869357-68-6 4
" N F
ezt -20°C, BRI TR # o M NH
DMSO: 92 mg/mL (199.46 mM) = I\/T(WH~0/\/OH
AfRM25°0) Water Insoluble o
Ethanol : 92 mg/mL (199.46 mM)
FEEDN | ARMEEEETNUEN, WREEIME, TRESIEAMRYE.
HithiRee | ATENRSTRE, BELRRAS R FERE.

f@7r: AZD8330 2—fEMAIFERF 4RI MEKT/MEK2 HPHIF,
A& : ARRY-424704; ARRY-704; 3-Pyridinecarboxamide,

2-[(2-fluoro-4-iodophenyl)amino]-1,6-dihydro-N-(2-hydroxyethoxy)-1,5- dimethyl-6-oxo

IR RIEIR:
AN e, EOABEMBEEK
BN DMSO: 92 mg/mL (199.46 mM); Water Insoluble; Ethanol : 92 mg/mL (199.46 mM)
BE: i >98%
fETESRM: -20°C, EEhE=IATIR
SYnEtE
Fmfid | AZD8330 2— Rt IEFEMAY, IF ATP ZS MEK 1/2 40%I%I, 1C50 /57 nM,
151 AZD8330 R— Bl BRI R R RS MEK 1/2 BIHPHIF,
ERK phosphorylation MEK1/2
B
0.4 nM 7 nM
AZD8330 FLABZNEI MEK 1/2, 7 pERK R4t AZD8330 EEIAZIESMEE/RKAIZIN, £
ry— MEK 1/2 {HIFISURAIMIBARIIINEE (F1E) LR-PthEEAEREBRMERRKITHI. MEK
#Hi7) AZD8330 R MHIHHES HIFECERHEEES 1(MEK 5 MAP/ERK #E8 1), #0577
EREFRABRERESESRE RIS T ifEmpEiEE.
P — £ Calu-6 KERFMBEZNENHE/Z53(PK/PD) &84, B—(EF AZD8330 MRFIE 1.25
mg/kg, 4 F 8 INEFHLRTLAIDEI 90% LA LAY ERK BEER{UAERS. 1 Calu-6 R BB iEEERS,
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BH—RAAFIER 0.4 mg/kg FFTTEHILUIPE] 80%LA ERIMELER. 7 Calu-6 22,
AZD8330 P RKERIBRIER, BX—IXFIEA 0.3 mg/kg #1 1.0 mg/kg

EeiaxXrmitF ESRXESEREHIERNER)

MB4069 Binimetinib, ARRY-438162
MB5452 PD184352 (CI-1040)
MB9629 SL-327

MB4063 U0126-EtOH

RBigkfEid: RHMAR, ZNRTOFEYS, DHEFENMSE, FERTAK. AZD8330

B—TEN

A9AERESERY MEKT/MEK2 IR, A& A AT 1R SEAIRIASEE.

kB E
1 o
o P 1mg 5mg 10 mg
1 mM 2.1681 mL 10.8406 mL 21.6812 mL
5mM 0.4336 mL 2.1681 mL 4.3362 mL
10 mM 0.2168 mL 1.0841 mL 2.1681 mL
50 mM 0.0434 mL 0.2168 mL 0.4336 mL

SHTINRE (UHSE)

2 [

MEK1 B&iE DT

FFPIRB SRR His BRARFL, AEFAEESEENER. BF3e. BRIEINEiELE
£ NH2 RigSBRASEINCHIEE EBEMR MEK1(S218D, S222D AR4F), RILAEZEN

MEKT1 $4[y- 33P]BsE& M [y-33P]ATP &R ERK2 EAIRE IS MEKT BOSEME. B356i8 25 mM
HEPES(pH 7.4), 10 mM MgCI2, 5 mM B-BSE&HEH, 100 uM §E&HH, 5 mM DTT, 5 nM MEKT,

1 uM ERK2 %1 0 £ 80 nM Y AZD8330 (£ZiRE 1% DMSO)EEETE 96 FLERAMEIRF, M
10 uM ATP (874, 0.5 uC k[y-33P]ATP) #ElaRiL, ZERIFE 45 D8, IMAFEH 25%MN=5
ZEBLRIERNFAREATNE. TUENSER SIRIEA4 B iiBiRES, A 0.5%BEISRISHIR
iC ATP i75is, REARNNMKTEEEFITREIMERNAE. RELESYIF ATP HEARERE
TIRRBIHY ATP (KifitE, SEREIEZEEWME

fHRESEIS

Cell lines: Malme-3M E& B4

Concentrations: 0 yM -10 uM

Incubation Time: 1 /NG

Method:

18 Malme-3M REREBMAMEFIZEI 96 FUIRF, £ 37°C FUTRAARIKER AZD8330 4hE 1
N, ATSIEHRERE, @BiE, SBEL ERK H14A%0 ERK 1/2 RIFUAIEES. SRR
A IAIEREFIRFS LICOR SERG R AL, 8 pERK FESEEIRNEN ARSI ERK F5
SERE.

2y

Animal Models: &+ Calu-6 fRFEAIMEMREAER (NIH rnu/rnu), i SW620 AEIER AR
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Formulation: Bg#l7E 0.5% RAERESFHZ, 100.1% Tween
Dosages: 0.3 mg/kg, 1 mg/kg
Administration: (iR

(=]
oKATMNIFEEER, ERTHARES, FRAMIMNE, RENVRAR, SUSSERE.
oHBDTMIEENEERMEDER, HEMREMREREMRNE, U EESENESETRAR A,

A SYIREEEER

1 FRA%E: BREIEYEREFFAZECHITOE, BADERE. 8EMHFRRTRSHS ERINTRE
R WEERHRERER, BEITMRHRSHRNZRAKEE, SANMBSMELRE. THAER, KEXR
(EFERY, BSLEMELF, Y Parafilm HOE, FHERENEERAGER. IRKENEEK, B m
B, BEEHWE, LIGssmstieRE.

2 EEREE: AEOEARESRERRELRE, B KANBRENS. WFHSHETR, BERS
EAR, MIREFREESER DMSO, EREIETAEIFTE T 80 REKEME, —RILUSERE 3-6 ™A
DAL, fEfEFERD, BREERiTHR. BREERRE 5.

3 HBIERTIERHE: BRIECAFZTEERHERE, RRESRIEEEANREETFR. BTN
WEMEIEAMRY, FRLAGERZKIMEAR (40 PBS) AT, TIRESMTHINE, FBLESEERENER, +
SXILIEFERN. G0FE DMSO {ERBHI, B8R DMSO REEERIRE <0.3% AR AIES .

K@, FABEEY 0.22UM RHEESIEARE, BZXRMAEN, HEEESEXEL, SNSRI
BnElE, BEERIIESNSERIRKE.

4 (FRENYEIERA: ATRSUSMRRAMN, WL TIFRECHIRTE, TREFEMA LA
fERBDER, WILHE, CMC-NA, Hil%, BERFEZFEREXNEVRE. WfER DMSO, iSHR DMSO
ROLEIRE < 5% LABIRBIEER. LHHIERHIHR, AUSETER

AR ERFNFIRIRER

b (RE(KG)  WARERM2) |Km R
s 12 0.6 20
3] 10 0.5 20
bz 3 0.24 12
i 1.8 0.15 12
R, 0.4 0.05 8
RER, 0.15 0.025 6
O, 0.08 0.02 5
N 0.02 0.007 3
a4 A(mg/kg)=a04) B(mg/kg) X 40 B 7Y Km Z&E/z04 A Y Km REL
5 XFF-mEI SRR IR

TR mE, BRNERFRIERTENE, FREERTHEIA. MTREMENT R, HERT 500MG
A9, FIH A RRIEERRESRN. BT nERUEEnIETRE, NMSEr-mitErEEEs
BEEF L, XIMRERESITHSET, TEUMERRRT, FrRinERER. YRR, AL 200
HEGHFEL, EREERIK, MmsiRek.

FRirS N EESE —EiRE, £ NIEEANETRIESTEE, EEM
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e O hezem
1-20MG 0.1MG
50-500MG TMG
>1G 3-5MG

P ALERREFRETN, WREWIHTRIEIFRE/), FERNEE-REATHIIRET TSR L

FEBN—R, TREMEREFRIFE. EILIINEEER (SREFEFM) FRiEEFESEZTE
B,

X TERREGHARIAT BRI ECNNRE, RIIZNERSENBHEZRAMZtEY, MTEER
EMRNEY, EEETSSPRRKUKS, 2EWRER, XMT-RREREETIERPRE.
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