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Synthesis of 11C-labeled acyclic retinoids with high brain permeability
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All-trans-retinoic acid (ATRA) and its synthetic analogues (retinoic acids,

RAs) play roles in inhibiting cancer development through activating nuclear receptors. Recently, the

interest of RAs has been focused on their neuroprotection in central nervus system injury. In view
of the chemical and metabolic instability of ATRA, we successfully synthesized the 11C-labeling of
acyclic retinoid, which has the higher stability than ATRA, based on our original Palladium(0)
-mediated rapid cross-coupling. PET studies on the both rat and monkey brains demonstrated that the
11C-labeled acyclic retinoid showed the high brain permeability. These results are important
findings that could lead a retinoid drug candidate potential for chemotherapy of neurodegeneration.
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