
Issues with current  
5-HT2A antagonism 

Antagonism of the serotonin 5-HT2A receptor displays 
ameliorative effect in a number of psychiatric disorders, 
due to its heavy linkage with learning, mood, memory, 
imagination, sexual behaviour, perception, sleep and 
addictive behaviours. In the clinical setting, 5-HT2A 
antagonism is elicited using drugs with a diverse 
pharmacological profile and the broad pharmacology 
displayed by these drugs is associated with significant 
side-effect profiles, and the reported efficacy is not 
particularly high. 

Currently, 5-HT2A antagonism is achieved by poorly 
selective antipsychotics (olanzapine, quetiapine, 
risperidone) or antidepressants (non-SSRI’s; mirtazapine, 
trazodone). This leads to various undesirable side effects 
with negative effects on the patient’s compliance, such as:

 ▪ Weight gain

 ▪ Sedation

 ▪ Dizziness

 ▪ Cardiovascular disease

 ▪ QT prolongation

 ▪ Sexual dysfunction



Major advantages:

 ▪ Treats psychiatric disorders whilst mitigating the level 
of detrimental off-target side effects. 

 ▪


