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Histamine H3 antagonists have been expected as useful drugs on the central
nervous systems. We reported a new type H3 potent antagonist OUP-186 (2013),which exhibited a
receptor sub-type selectivity as well as a species-selective difference in antagonist affinities. On
the otherhand, as relationships between H3R and cancer proliferation have been reported, we
expected an cancer-attenuation of OUP-186 against breast cancer cells. After various investigations,
we found the potent inhibitory activities of OUP-186 and its derivatives against the proliferation
of human breast cancer cell lines. These successful rsults were reveled on some jouranals: Synthesis
(2015) and BioChem. Biophys. Res. Commun.(2016) et al.
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Fig. 1. Effects of H3R and H4R ligands on
the proliferation of breast cancer cells.
MDA-MB-231 celIs were treated with various
concentrations of H3R and H4R ligands for
48 h. Cell proliferation was determined by

the WST-1 assay.
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Fig. 2 Effects of H3R antagonists on cell
apoptosis in MDA-MB-231 cells. MDA-MB-231
cells were treated with OUP-186 (10, 20,
30 pM) and clobenpropit (50 pM) for 48
hours. Apoptotic cells were determined by
V-FITC/PI

annexin staining and FACS

analysis.
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Fig. 3 Effect of OUP-186 on PARP cleavage
in breast cancer cells. MDA-MB-231 cells
were  treated with the indicated
concentrations of OUP-186 for 24 h. PARP

was assessed using western blotting.
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Fig. 4 Comparison of Three Typical
Anticancer Agents and OUP-186 on the
proliferation of breast cancer cells.
MDA-MB-231 cells were treated with various
concentrations of Anticancer Agents and
OUP-186 for 48 h. Cell proliferation was

determined by the WST-1 assay.
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