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We developed an AMP-kinase inhibitor through three rounds of optimization from a
non-specific compound through to a specific and potent compound using structure guided
drug design. For GAK significantly larger and more reproducible crystals were obtained
but diffraction is still limited to 8A. Further optimization of crystallization conditions is
underway. Despite optimization, the EGFR kinase complexes did not show any electron
density for the inhibitors. Currently, a new set of inhibitors, identified in 2013, through in
silico screening using our double mutant AMP-PNP structure, have just entered
crystallization trials.
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Proaf of concept for fluorescent screening for potential inhibitor identification

‘Quenched erystal’

This indicates that the compound has
successiully bound to the kinase.
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