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Charge-charge repulsion

Scheme 1. Inhibition of acylation reaction by charge-charge repulsion.
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Intramolecular hydrogen bonding

Scheme 2. Generation of acylium ion with the aid of intramolecular hydrogen bonding.
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Table 1. Comparison of reaction condition for phosphate-assisted acylation reaction
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Entry Ester Acid 'HO Temp Time (3) (10)
1 11 Triflic acid 141 20°C 20min 88% <1%
T =T Trificacid 141 20°C 24h <7/% <1%
3 — Triflic acid 141 20°C 20 min <1% <1%
Triflic acd
4 11 +TFA 11.8 20°C 20min 10% 38%
(53.4 / 46.6 wiw)
5 1 TFA 27 20°C 20min <1% <1%
6 12 Trificacid 14.1 20°C 20 min <1% <1%
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Figure 1. Two possible reaction pathways.
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Table 2. Substrate generality
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Yields are isolated yields. (a) With 3 equivalent of the aromatic ring. (b)
With 5 equivalents of the aromatic ring.
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Scheme 3. Sequential reaction for producing 2,3-benzodiazepines.
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