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Selectivity Profiling Panel

NUCLEAR HORMONE RECEPTOR SCREENING

Overview of Capabilities

Drug Discovery Project: Hit-to-Lead

Multiple Assay Platforms
•	 Cell-based Assays

	– Gal4 DBD-NHR LBD reporter assay
	– Full-length NHR reporter assay

•	 Biochemical Assays
	– TR-FRET co-activator recruitment assay
	– Radioligand binding assay

Broad Service Scope
•	 High-throughput screening
•	 Lead optimization
•	 Selectivity panel
•	 IC50 determination
•	 Compound mode of action

Cell-based Assay
Radioligand Binding

Downstream  
Gene Expression

Radioligand Binding
Cross-species Activity

Cell-based Counter Screen

Hit Compounds Primary Assays

2002 Cpds 627 Cpds 38 Cpds 4 Leads

Secondary Assays Functional Assays Lead
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Selectivity Profiling Panel

Compound Selectivity Profiling on 22 NHRs
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Cell-based Reporter Assay

Agonist Mode

TR-FRET Coactivator Recruitment

Antagonist Mode

Cell-based luciferase reporter assy on 22 NHRs provides the information of compound selectivity for SAR guidance.


