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Cat. No.: HY-18095 ®
=
CAS No.: 1202916-90-2 5
()
Molecular Formula: CpeH24CIN303 g_
Molecular Weight: 461.94 §
=

Target: Pim 0
Pathway: JAK/STAT Signaling °
Storage: Powder -20°C  3years 3
4°C  2years %
Insolvent -80°C  2years é

-20°C  1lyear

SOLVENT & SOLUBILITY

In Vitro

In Vivo

DMSO : =50 mg/mL (108.24 mM)
*">"means soluble, but saturation unknown.

Mass
Solvent 1mg
Concentration
Preparing 1mM 2.1648 mL
Stock Solutions
5mM 0.4330 mL
10 mM 0.2165 mL

Please refer to the solubility information to select the appropriate solvent.

1. Add each solvent one by one: 15% Cremophor EL >> 85% Saline

5mg

10.8239 mL

2.1648 mL

1.0824 mL

10 mg

21.6478 mL

4.3296 mL

2.1648 mL

Solubility: 20 mg/mL (43.30 mM); Suspended solution; Need ultrasonic and warming and heat to 60°C

2. Add each solvent one by one: 10% DMSO >> 40% PEG300 >> 5% Tween-80 >> 45% saline

Solubility: 2 2.75 mg/mL (5.95 mM); Clear solution

BIOLOGICAL ACTIVITY

CX-6258 is a potent and kinase selective pan-Pim kinases inhibitor, with IC5gs of 5 nM, 25 nM and 16 nM for Pim-1, Pim-2 and

Description

1C5 & Target

In Vitro

Pim-3, respectively[l],

IC50: 5 nM (Pim-1), 25 nM (Pim-2), 16 nM (Pim-3)[1!

CX-6258 causes dose dependent inhibition of the phosphorylation of two pro-survival proteins, Bad and 4E-BP1, at the Pim

kinase specific sites S112 and S65 and T37/46, respectivelylL!.

CX-6258 treatment (12 mM, 3 h) treatment diminishes steady-state levels of ectopic NKX3.1 in PC3 cells[?],

CX-6258 treatment results in a significant reduction in NKX3.1 half-lifel2],
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MCE has not independently confirmed the accuracy of these methods. They are for reference only.

Western Blot Analysis!!]

Cell Line: MV-4-11 human AML cells

Concentration: 0.1 uM, 1 uM, 10 uM

Incubation Time: 2 hours

Result: Caused dose dependent inhibition of the phosphorylation of two pro-survival proteins,

Bad and 4E-BP1, at the Pim kinase specific sites S112 and S65 and T37/46, respectively.

In Vivo CX-6258 (50-100 mg/kg; p.o; daily; over a period of 21 days) exhibits robust in vivo efficacy in two Pim kinases driven tumor
models!1].
MCE has not independently confirmed the accuracy of these methods. They are for reference only.

Animal Model: Nude mice, MV-4-11 xenograft models(!!

Dosage: 50 mg/kg, 100 mg/kg

Administration: Oral administration; once daily; over a period of 21 days

Result: Exhibited dose dependent efficacy, with a 50 mg/kg dose producing 45% tumor growth

inhibition (TGI) and a 100 mg/kg dose producing 75% TGlI.
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Caution: Product has not been fully validated for medical applications. For research use only.
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