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WFIER RO (J3T) : A new method for the selective introduction of a substituent to
inositol was developed by its solubilization in special solvents. The method realized
one-step synthesis of a desired one or two substituted inositol derivative, which is required
five steps at least to prepare in usual manner. We designed and made some derivatives to
explore a biologically active and surface-active materials. The problematic solvents used
here directed us to develop a new method for the synthesis of 3-ketoamide, and a
tin-mediated substitution reaction.
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R-CI Base Solv. Temp., Time Yield,
(equiv) (equiv) %

a PhCO-Cl (3) EN(7) A
CO-ClI

b (3) EtN(7) A

Cc t-BuCO-Cl (3) EtzN(5) A

10K, 4h 95

-10KC,20h 83
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h [(i-Pr),Si-Cll,O0 Py (exs) B
(2.2)

A: LiCI/DMA, B: DMSO
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conditions for step 1) Yield
Bz-Cl, EtzN -15 °C, 2h 73%
15eq. 5.0eq.
TsCl, EtzN -15 °C,10h 71%
1.8 eq.5.0eq.
t-BuCOCI,Et3N  0°C,25h 64%
15eq. 3.0eq.
CgH7NCO, EtN 0°C,3h 60%
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Ph(CH,);0H + (PhCO),0 ———® Ph(CH,);0COPh
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additive (mol %)  vyield, %

- 54
LiClO, (185) 61
LiCI (255) 81
Bu,NCI (20) 98
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Ph excess 1.7 1 86
1-Naphthyl  excess 1.7 4 94
(CH5)3C- excess 1.7 2.5 83
p-Tolyl excess 1.7 4 86
2-Furanyl 1.2 2.0 6 70
2-Thiophenyl 1.2 2.0 6 76
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Ph H excess - rtlh 70
Ph  n-CgHy- 1.2 CH,Cl, reflux, 15h 55
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(D Satoe Yamauchi, Minoru Hayashi, and
Yutaka Watanabe, One-step Regioselective
Functionalization ~ of  myo-Inositol by
Dissolution Strategy, Synlett, 7554, 2009,
2287-2290.
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