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Subunit-dependent modulation of 5-HT3 receptor by anticancer drugs
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It has been shown that anti-cancer drug induces secretion of serotonin (5-HT)
from small intestine which activates serotonin type 3 (5-HT3) receptor to cause nausea and vomiting. In
general, antagonist for 5-HT3 receptor is used as anti-emetics during chemotherapy. Previously, we
reported that anti-cancer drug irinotecan itself inhibits 5-HT-gated current through the homomeric 5-HT3
receptor. Therefore we focused frequently-used anticancer drug to examine its effect to 5-HT3 receptor.
More than 25% anticancer drugs modified 5-HT3 receptor response. Our finding suggested that these
anticancer drugs could affect to anti-emetic activities through 5-HT3 receptor.
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Cytotoxin

High (> 90%)

Moderate (30-90%)

Low (10-30%)

Minimal (<10%)

Camptotecin

Cisplatin

Streptozocin

Dacarbazine
Cyclophosphamide > 1.5g/m?
Procarbazine

Oxaliplatin
Cytarabine > 1g/m’
Carboplatin
Ifosfamide
Doxorubicin
Epirubicin
Daunorubicin
Idarubicin
Irinotecan
Temozolomide
Vinorelbine
Imatinib

Topotecan
Gemicitabine
Mitoxantron
Docetawel
Paclitaxel
Etoposide
Methotrexate
Mitomycin
Sunitinib

Bleomycin

Busulfan
2-chlorodeoxyadenosine
Fludarabine

Vincristine

Vinblastine
Chlorambucil
Hydroxyurea

Gefitinib

Camptotecin
SN-38
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