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Bicyclo[1.1.1] pentane as a Ph
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Original synthesis of amine
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Other approaches
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Preparation of propellane
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Amine addition
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Results
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Results
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Azetidine formation
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Azetidine formation: results
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Azetidine formation: results
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Bicyclobutane formation

°.2 1. Na,S,0 .2
F S, a2 2~3 S\/\/ oxone F S,
Cl
oxone \/\<c|)
2 Br/\/\ acetone/H,0
F £ S1231%

[over three steps]

ln-BuLi
O“O O“O
F ‘s’ . F s’ OMs MsClL EtsN F
\(P/ \S n-BulLi \(;/ \<|\/ 3 \(;/ \<|\/
F

F C7; 30%
[over three steps]

Fig. S27. Overall scheme for the synthesis of C7 ( - J




Bicyclobutane addition
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Cyclobutane Results
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Cyclobutane Results
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Sulfone utility
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Cyclopentanes
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Peptide labeling
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Peptide labeling
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Peptide labeling
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Peptide labeling
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Kinetic studies
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Conclusion

A new, efficient method to produce the bicyclo[1.1.1] amine
function via addition to propellane was developed

By its nature, this method is general to any secondary amine

The method was extended to bicyclobutanes and
azabicyclobutanes

These reagents may be of use in bioconjugation, peptide
labeling, and stapled peptides




