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In 2012, Stepan and co-workers at Pfizer showed that a replacement of the

central phenyl ring in a γ-secretase inhibitor with the bicyclo[1.1.1]pentane (BCP)

retained bioactivity and improved physicochemical properties.1,2 Scientists

understood that bicyclo[1.1.1]pentanes could be used as bioisosteres of the

phenyl ring in various aspects of chemistry: from medicinal chemistry to

supramolecular chemistry. This understanding has led to the unprecedented

popularity of bicyclo[1.1.1]pentanes.3,4 Details of the synthesis and application of

the obtained compounds will be discussed.5
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