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Cat. No.: HY-149026 8
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CAS No.: 1997321-20-6 5
- N NH2 oQ
Molecular Formula: C,H,NO, N| g_
Molecular Weight: 327.38 N/\l/ 8
=
Target: Epigenetic Reader Domain OH K/ N T]/ 0
Pathway: Epigenetics o) °
Storage: Powder -20°C  3years 3
4°C  2years %
Insolvent -80°C 6 months é
-20°C  1month
SOLVENT & SOLUBILITY
In Vitro DMSO : =125 mg/mL (381.82 mM)
*">"means soluble, but saturation unknown.
Mass
Solvent 1mg 5mg 10 mg
Concentration
Preparing 1mM 3.0546 mL 15.2728 mL 30.5455 mL
Stock Solutions
5mM 0.6109 mL 3.0546 mL 6.1091 mL
10 mM 0.3055 mL 1.5273 mL 3.0546 mL

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

BIOLOGICAL ACTIVITY

GNE-064 (compound 5) is a selective, orally active and highly soluble inhibitor of SMARCA4, SMARCA2 and PBRM1
bromodomains 5. GNE-064 inhibits SMARCA4 with an ICsq of 0.035 uM and inhibits SMARCA2 with an ECsq of 0.10 uM. GNE-
064 possess Kgs with 0.01,0.016, 0.018 and 0.049 uM for SMARCA4, SMARCA2, PBRM1 bromodomains 5 and PBRM1
bromodomains 2, repectively. GNE-064 can be used as a chemical probe for the research of agent synthesis[1].

Description

1C50 & Target

In Vitro

IC50: 0.035 uM (SMARCA4)[1!

GNE-064 (0-0.5 uM; 1 h) inhibits SMARCA2 in ZsGreen-SMARCA2 BD-expressing U20S cells1].

MCE has not independently confirmed the accuracy of these methods. They are for reference only.

Cell Viability Assay!!]

Cell Line:

Concentration:

ZsGreen-SMARCA2 BD-expressing U20S cells

0-0.5 uM
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Incubation Time: 1 hour

Result: Inhibited SMARCA2 in ZsGreen-SMARCA2 BD-expressing U20S cells with an EC5 of 0.1 uM.

In Vivo GNE-064 (compound 5) (0.5 and 1.0 mg/kg; i.v. and p.o. once ) exibits ideal pharmacokinetics value in female CD-1 mice [1],
MCE has not independently confirmed the accuracy of these methods. They are for reference only.

Animal Model: Female CD-1 micel!!

Dosage: 0.5 mg/kg (i.v.) and 1.0 mg/kg (p.o.)

Administration: Intravenous injection and oral gavage; 0.5 mg/kg and 1.0 mg/kg once

Result: Showed a low unbound plasma clearance with 16 mL/min/kg, a reasonable half-life of 1.1

h and good oral bioavailability of 59%.
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Caution: Product has not been fully validated for medical applications. For research use only.
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