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SD5933-10mM Selumetinib (MEK11I7) 10mMx0.2ml
SD5933-5mg Selumetinib (MEK 11|51 5mg
SD5933-25mg Selumetinib (MEK 11 71)) 25mg
F~@ENT
> HEEER
e 6-(4-bromo-2-chloroanilino)-7-fluoro-N-(2-
hydroxyethoxy)-3-methylbenzimidazole-5-carboxamide Y
(RS Selumetinib /N
1 AZD6244, AZD-6244, AZD 6244, ARRY 142886, ARRY- N
142886, ARRY 142886 H .
4 BES=IE F 0
2 | C,;H,sBrCIFN,O, NH O H
o TE 457.68 /C[ OH
CASS 606143-52-6 Br d
afi g 98%
WHRIAEIE | Water <Img/ml; DMSO 91mg/ml; Ethanol <Img/ml
] 5mgfiA1.09ml DMSO, B¢%&:4.58mgli A\ 1ml DMSO,
Bt 1] % 10mMPE T . SD5933-10mM I DMSOFRCH -
> EYER:
Selumetinib (AZD6244) & —FiAG %, ik F M MMEK TSI, o056 H1C50 A 14nM, 3 101 1
FERAIR | ERK1288RML, 1C50410nM, *fp38a. MKK6. EGFR. ErbB2. ERK2. B-Raf% % #lfi|{F /. Phase
3.
G518 | MAPK
4 MEK]1 — — — —
1C50 14nM — — — —
AZD62445E ATPHE T2 G P (457, FEICSO0VKJE /N T-40nMI f ERK 1/2 1B R (LA F 2K 36 . AZD62444h,
AT L AN H ERK 1/2 Fp90RSK (1) R AL il R ARHCCAN ML 19 A=, R B £ Bifi 35 caspase-3 Fll caspase-743 22 1]
TNEE, B Wi TR R R SRR £ . AZD62447EP38. INK. PI3K XMEKS/ERKSIH % 71 ]
VEFIAS K o AZD62445%F B 7L i Je 20 I 28 v 1y ra £ 28 R AR /N 21 it i e 200 B0 22 v Firas 58 AR AR R
TR 50 R AZD62447E2-1318 5-1318 5226-1004 4-1318F 44 b W] & 3 HI ERK 12k B 1k, JF HAE
JFEAR2-13 1841 i HH 38 ixk 43 caspase it 4% 175 S A0 MR T2 . HT-29F% F8 98 72 45 71 B-raf 58 48 1Y B i R A5 1Y,
. AZD62447E100mg/kg ) & I 7] LA HT-29%% t8 78 Mosg 38 K, 9 HAZD62441E A i g 1 #i b 35
VG Al EEAE B R I BB PR 2B U . R Ak, AZD6244 1] LI HCCHR AR IR I3 K, HCCRE AR (1385 K 5 41
AT 2, R4 E RS E RS A . B cyclin D1. cdc-2. CDK2. CDK4. cyclin Bl
Mc-Myc.
IGRSEE | N/A
FHIE AZD624452 55— AN b T BEHL S S FIMEK 3 i 51 .
> MREBREEGEEERE FATFER, BEZRFAFIERFH):
it i P A S 5
FEFFIRIE B IR G I hisS B H 4 i Hh 2 0K 0 2H R 28 11 26 FH 78 SRAL IR PR 1C IIMEK L, a4 J SR Al 2T
B A B B I At . MEK L35 P4 PP 8 5 I & [y-33P]ATPAE F T ERK2 7R ER [y-33P] i B 11125
Sk K, LI h AT, MHIERA Y H25mM HEPES(pH 7.4), 10mM MgCl,, 5mM B-H iz,
100uMJE R, SmM DTT, 5nM MEKI1, 1uM ERK2FIAZD6244(¥fR{E1% DMSO)H . HIA10uM
ATP(0.5uC Kk[y-33PJATP/BRAL) R M 4E, SAJETEEIR MR E 4577080, A FSERR25% M =& 418 % M
ik, EATUE. JUERE AR S 4eid s b, FHO.5% B IR pi e bl i & (/R ERATP, SRJSTE




| | B PR e o S P o S R N TR A 0 S AT PR R M ATPAH 1 -

gl
FllRER JFACHCCAH i R A0 452-1318, 4-1318F126-10044
WE 10uMZE A
ALFRISE] | 248048/
PR A 2.0 10 B FE B b, TR B 48/, SR UG IS SR BB Ve AP I . AN RN FE I AZD6244 4b T
Y124 /NI BE 48 /NI o 20 BN 78 I MT TSR0 SR INE o FH ¥ R 0% A PR s e X1 0 e 4 B 36 7

Tiik

LI

YRR | HFEATHCCH MR AISCID B
Fe ] BTk

& 508k 100mg/kg
i 1 g b 22
> BEIHR:

1.Huynh H, et al, Mol Cancer Therapy, 2007, 6 (1), 138-146

2.Garon EB, et al, Mol Cancer Thera, 2010, 9 (7), 1985-1994.

3.Yeh TC, et al, Clin Cancer Res, 2007, 13 (5), 1576-1583.

4.Huynh H, et al, Mol Cancer Ther, 2007, 6 (9), 2468-2476.

5.Davies BR, et al. Mol Cancer Ther, 2007, 6(8), 2209-2219.

6.Morelli MP, et al. Clin Cancer Res, 2012, 18(4), 1051-1062.

7.Yuen JS, et al. Int J Oncol, 2012, 41(2), 712-720.

8.Leboeuf R, et al. J Clin Endocrinol Metab, 2008, 93(6), 2194-2201.
9.Emery CM,, et al. Proc Natl Acad Sci USA, 2009, 106(48), 20411-20416.
10. Friday BB, et al. Cancer Res, 2008, 68(15), 6145-6153.

BEBE:
e ] P A FR (2R
SD5933-10mM Selumetinib (MEK#1#1]3)) 10mMx0.2ml
SD5933-5mg Selumetinib (MEK 141 71) 5mg
SD5933-25mg Selumetinib (MEK 31 51) 25mg
— PP 1
REXRE:

20°CTRAT, HAD—FEAR. SmgM2smg Al LR RAF, £ H AR WIRE T IEDMSOW ), @illsr#/5-80°C
A7, Tite ™M AR

ARSI

> AP ANREE, BAERTENG, RS P DO B A AR P .

> APERR T AN RIEE R A, AMEHTIRKRIZEEGTY, MEA TR, MR TEEEEN.
> NT SRR, W7 S RFE— kT EERME,

{ERA5EA :

1 WSO it 1 7 B 2 R B P A A O 2% A DR A o A AT BA7E2,000-10,000g 2500 0P, DUSEVRAKR B0 R 78 730 D TE 2 R G
PP A -

2. KT 10mMAER, AT EIEMREAE T o X T A, T ARE AR 7 it A AR K I 6 Y A 3 2 70 P ) e vt AR P i 26 L (B
BOJEAEA

3. AARK I TARKREEZ B AU AP AN PR BT eSS R AR S SCIR, s R SC 08 K, DL B SR AR 52 4
MR, i SR TR AL .

4. AN[E) SR Zh AR I R 2R T AR 1) S O B B 4R S 5 1 R I I

http://www.beyotime.com/support/animal-dose.htm

Version 2017.11.01

2/2 SD5933 Selumetinib (MEK##]7]) 400-1683301/800-8283301 ZiZz K/Beyotime


http://www.beyotime.com/support/animal-dose.htm

