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Abstract

Protein kinase signaling pathways are attractive targets for various kinds of human diseases, such as cancer and immune disease. Therefore, protein kinases and their substrates are becoming increasingly important targets for pharmaceutical intervention. In order to obtain good therapeutic results while
avoiding adverse effects, it is crucial that the targeted kinase should be specifically and selectively modulated. Profiling technologies clarifies specificity and selectivity of drug candidates. Recently, Carna Biosciences Inc., has completed the collection of the entire (78) catalytically active tyrosine kinases.
To date, 75 out of 78 enzymes have been purified, and assessed their activities. Our serine/threonine kinase project was launched with IMAP™ technology, to develop assays to detect the phosphorylation of peptide substrates by fluorescence polarization techniques. This homogeneous assay is a robust
analytical platform that can be used for the screening and the optimization of specific/selective kinase activity modulators. Here we present our progress in the development and use of these technologies for tyrosine- and serine/threonine kinase inhibitor profiling.
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attached at the end of the peptide. This assay is applicable to a wide variety

of kinases. This figure and the legend are by courtesy of Molecular Devices O
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