
ASTX029

Cat. No.: HY-126288

CAS No.: 2095719-92-7

Molecular Formula: C₂₉H₃₁ClFN₅O₅

Molecular Weight: 584

Target: ERK; Apoptosis

Pathway: MAPK/ERK Pathway; Stem Cell/Wnt; Apoptosis

Storage: Powder -20°C 3 years
4°C 2 years

In solvent -80°C 6 months
-20°C 1 month

SOLVENT & SOLUBILITY

In Vitro DMSO : 250 mg/mL (428.08 mM; Need ultrasonic)

Concentration

Solvent
Mass

1 mg 5 mg 10 mg

1 mM 1.7123 mL 8.5616 mL 17.1233 mL

5 mM 0.3425 mL 1.7123 mL 3.4247 mL

Preparing 
Stock Solutions

10 mM 0.1712 mL 0.8562 mL 1.7123 mL

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

In Vivo Add each solvent one by one:  10% DMSO  >>  40% PEG300  >>  5% Tween-80  >>  45% saline
Solubility: ≥ 2.08 mg/mL (3.56 mM); Clear solution

1. 

Add each solvent one by one:  10% DMSO  >>  90% (20% SBE-β-CD in saline)
Solubility: 2.08 mg/mL (3.56 mM); Suspended solution; Need ultrasonic

2. 

Add each solvent one by one:  10% DMSO  >>  90% corn oil
Solubility: ≥ 2.08 mg/mL (3.56 mM); Clear solution

3. 

BIOLOGICAL ACTIVITY

Description ASTX029 (Example 1) is a potent dual ERK1/2 inhibitor (IC50: 2.7 nM). ASTX029 has anti-cancer activity[1][2].

IC₅₀ & Target ERK1 ERK2

ASTX029 (96 h) inhibits the proliferation of human cancer cells with MAPK-activating mutations, with IC50 values of 1.8 to 380 
nM[2]. 
ASTX029 (2 h) inhibits the phosphorylation of RSK in both A375 and HCT116 cells, with IC50 values of 3.3 and 4 nM 
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respectively, and also reduces pERK level[2]. 
ASTX029 (10 and 100 nM, 0-72 h) induces cell-cycle to arrest in the G1-phase, and induces cell apoptosis in A375 and HCT116 
cells[2]. 
MCE has not independently confirmed the accuracy of these methods. They are for reference only.

Western Blot Analysis[2]

Cell Line: A375 and HCT116 cells

Concentration: 1 nM-100 nM

Incubation Time: 2 h

Result: Decreased pRSK and pERK.

Apoptosis Analysis[2]

Cell Line: A375 and HCT116 cells

Concentration: 0-100 nM

Incubation Time: 0-72 h

Result: Arrested cell in the G1-phase. 
Increased cleaved PARP and Bim protein level.

In Vivo ASTX029 (20-75 mg/kg, p.o.) inhibits tumor growth in Colo205 (BRAFV600E-mutant colorectal cancer) tumor-bearing mice[2]. 
ASTX029 (5 mg/kg, p.o., mice) shows AUC of 1600 ng h/mL, T1/2 of 2.9 h, F (%) of 42%[3]. 
MCE has not independently confirmed the accuracy of these methods. They are for reference only.

Animal Model: Colo205, A375, Calu-6, HCC44, HCT116 or MA-MEL-28 xenografts tumor-bearing mice[2]

Dosage: 75 mg/kg

Administration: p.o., once daily

Result: Inhibited tumor growth in various tumor models.

CUSTOMER VALIDATION

See more customer validations on www.MedChemExpress.com
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Caution: Product has not been fully validated for medical applications. For research use only.
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