iR 0T

RIRET AR TR AT

Shanghai yuanye Bio-Technology Co., Ltd
HLE: 021-61312973 & E: 021-55068248
P4ik:  www.shyuanye.com

HR#: shyysw@sina.com

724 % : MELK-8a hydrochloride
CAS &: 2096992-20-8
FEmEE: S34152

HEYEE

Description

MELK-8a hydrochloride & — i 5 (¥ BE A IR 5 20 B 85 i (MELKD #0fi77), 3 1C50 0 2

nM.

IC50 & Target

1C50: 2 nM (MELK)[ 1]

In Vitro

MELK-8a remains very potent (IC50=140 nM) when the ATP concentration in the biochemical assay is
shifted from 20 uM to 2 mM. Its potency is well tracked between full-length MELK versus catalytic domain
construct (5 nM versus 2 nM). It only inhibits seven off-target kinases in addition to MELK with >85%
inhibition of binding at 1 pM demonstrating great selectivity. The compound is at least 90-fold more
selective in targeting MELK in all cases. MELK-8a is fairly soluble (0.22 g/L at pH 6.8) and shows a good
permeability in the Caco-2 assay. MELK-8a inhibits the growth of MDA-MB-468 cells and MCF-7 cells

with an IC50 of approximately 0.06 and 1.2 uM, respectively[1].

In Vivo

Subcutaneous administration of MELK-8a at 30 mg/kg in C57BL/6 mice results in good plasma
exposure. The compound adsorption into the systemic circulation is rapid (Tmax=0.4 h) and peak plasma
concentration reaches 6.6 uM. An ascending dose PK study in female athymic nude mice shows that the rate
of compound release is maximal at 120 mg/kg and all clearance mechanisms can be saturated at 240 mg/kg.
However, when administered orally at 10 mg/kg in C57BL/6 male mice, it shows very poor PK (3.6% oral

bioavailability) consistent with very high in vivo clearance[1].

Solvent&Solubility

i g

H20 H MR > 100 mg/mL (213.21 mM)

DMSO KV MFIE : 8.6 mg/mL (18.34 mM; A AL, AR DMSO X7 i I R LA 825
R0, VTS T) DMSO)

10 mg

Solvent Mass
1mg 5mg
Concentration

Preparing 1 mM 2.1321 mL 10.6605 mL 21.3211 mL

Stock Solutions 5 mM 0.4264 mL 2.1321 mL 4.2642 mL

10 mM 0.2132 mL 1.0661 mL 2.1321 mL
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ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI

wE
1 mM 2.1321 mL 10.6605 mL 21.3211 mL 53.3026 mL
5 mM 0.4264 mL 2.1321 mL 4.2642 mL 10.6605 mL

DMSO/ H20
10 mM 0.2132 mL 1.0661 mL 2.1321 mL 5.3303 mL
15 mM 0.1421 mL 0.7107 mL 1.4214 mL 3.5535 mL
20 mM 0.1066 mL 0.5330 mL 1.0661 mL 2.6651 mL
25 mM 0.0853 mL 0.4264 mL 0.8528 mL 2.1321 mL
30 mM 0.0711 mL 0.3554 mL 0.7107 mL 1.7768 mL
40 mM 0.0533 mL 0.2665 mL 0.5330 mL 1.3326 mL
DMSO

50 mM 0.0426 mL 0.2132 mL 0.4264 mL 1.0661 mL
60 mM 0.0355 mL 0.1777 mL 0.3554 mL 0.8884 mL
80 mM 0.0267 mL 0.1333 mL 0.2665 mL 0.6663 mL
100 mM 0.0213 mL 0.1066 mL 0.2132 mL 0.5330 mL

ks MEIERARIE VW R E TS, A 0.22 pm AYREHRL 8RR 1H )5 fEH -



http://www.shyuanye.com

	产品名称：MELK-8a hydrochloride
	CAS号：2096992-20-8
	产品货号：S34152

