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Identification and biological functions of lipid mediator binding proteins
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BLT1 is a high affinity G-protein coupled receptor (GPCR) for leukotriene B4
(LTB4) and involved in the activation and chemotaxis of leukocytes. In this study, we succeeded in
the structural analysis of the complex of BLT1 and the inverse agonist, BIIL260. The benzamidine
moiety of BIIL260 bound to the binding pocket of the sodium ion and water cluster and stabilized the
inactivate state of GPCR. As the residues involved in the benzamidine binding are widely conserved
among many GPCRs, the present structure will enable the rational development of inverse agonists
specific for each GPCR.
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