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Scheme 1. Retrosynthesis
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Scheme 2. Synthesis of Key Reaction Precursor
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Reagents and conditions: a) TFA, CICH,CH,CI, reflux, 90%; b) Boc,O, MeCN, reflux, 75%; c) p-NsCl, i-Pr,NEt
DMAP, CICH,CH,CIs, 0 °C to rt, 93%; d) LiBH,, THF-Et,0, 0 °C to rt, 58% ; e) TBSCI, imidazole, DMF, rt, 98%
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1 12eq. 01M 10+12+13+14 ; Br :
2 1.2eq.  0.01M 12 (680%) + 13 (trace) + 10 (30%) ! @W !
3 1.5eq. 0.01 M 12 (79%) + 13 (trace) + 10 (19%) ! N -
4 20eq. 0.01M 12 (quant) ' 15 '
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Scheme 3. Construction of Aziridine
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Reagents and conditions: a) PhSH, Cs,CO3, DMF, 50 °C, 91%.; b) TFA, CH,Cl,, rt; c) TBAF, THF, 50 °C, 65% (2 steps);
d) Boc,O, MeCN, rt, 96%; e) p-NsCl, i-ProNEt, DMAP, CICH,CH,CI, 50 °C, 51%; f) NaHCO3, DMF, 80 °C, quant.
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Table 2. Ring Expansion
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1 - 19 (27%), 20 (41%) N£BU
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4 Barton's base (2.0 eq.) 19 (60%), 20 (34%) Barton's base
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Scheme 4. Current Work
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