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Synthesis of a-Aryl Sulfonyl Substituted Propylisocyanide

DING Fang, QIN Long, SHENG Yaru, LU Kui
(College of Biotechnology, Tianjin University of Science & Technology, Tianjin 300457, China)

Abstract: Isocyanide is an important intermediate in organic synthesis, which can participate in many reactions. Among
those, tosylmethyl isocyanide (TosMIC) was widely used in the synthesis of heterocycles. Sulfonyl substituted alkylisocya-
nide is a novel TosMIC analogue. Previous researches showed that a-tosylmethyl substituted alkylisocyanide, which was
synthesized by alkylation of TosMIC, was used in the synthesis of poly-substituted heterocycles. However, other a-aryl sul-
fonyl substituted alkylisocyanide could not be prepared with this method. In this research, we synthesized four a-aryl sul-
fonyl substituted propylisocyanide from substituted benzenesulfonyl chloride through hydrolysis, acidification, Mannich and
dehydration reaction. The structure of the new synthesized compounds was confirmed by IR, '"H NMR, '*C NMR and high
resolution mass spectrum (HRMS) .
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2.1.1 b1
LB 1 A G, 155 943 ~94.5 C.
IR (film) : 2 134.52, 1 702.06, 157835, 1470.10,

1336.07 , 1158.38, 1089.86, 1013.78 , 1013.78,
832.10, 759.78 cm .
"H NMR[400 MHz , CDCl; , 6] : 7.94(d , J =

8.4Hz,2H) , 7.63(d, J=8.4Hz, 2H) , 4.42(dd, J =
10.5, 3.7Hz, 1H) , 2.33 ~ 223(m, 1H) , 1.96 ~
1.84(m, 1H), 1.20(t,J= 7.2 Hz, 3H).

3C NMR[100 MHz, CDCls, d]: 165.54, 142.28,
132.62, 131.41, 129.88, 77.32, 77.00, 76.68 , 74.19,
22.33,9.88.

HRMS (ESI) m/e C,oH,(CIO,NS (M + H) "Hi$ {4
242.004 8, SEMAE 242.004 6.
212 b2

A 2 A EREIA, 155 643 ~64.5 C.

IR (film) : 2 135.05, 1 590.64, 1493.64, 1336.85,
1165.86,1150.58, 1 082.44, 841.78, 667.31 cm™".

'H NMR[400 MHz, CDCl5, 4] : 8.04 ~ 8.01 (m,
2H) , 7.33(t, J = 8.4Hz, 2H) , 445(dd, J = 104,
3.6Hz, 1H) , 2.31 ~ 2.25(m, 1H) , 1.95 ~ 1.85(m,
1H), 1.19(t, J= 7.4 Hz, 3H) .

3C NMR[100 MHz, CDCls, J]: 168.04, 165.46,
133.01(d, J=9.9 Hz) , 130.20, 117.08, 116.85, 77.32,
77.00, 76.68, 74.23,22.35,9.87.

HRMS (ESI) m/e C;oH;,FNNaO,S (M + Na) "FHit
{H 250.030 85, SZME 250.031 12.
213 b3

A 3 AR, #5743 ~ 745 C.

IR (film) : 2 132.04, 1703.24, 1594.22, 1 498.27,

126339 , 1144.47 , 1084.41 , 1018.29 , 837.51 ,
670.07 cm .
'"H NMR[400 MHz , CDCl; , 6] : 7.92(d , J =

8.9 Hz, 2H) , 7.08(d, J = 8.9 Hz, 2H) , 4.39(dd, J =
10.5,3.6 Hz, 1H) , 3.92(s, 3H) , 2.29 ~2.23(m, 1H) ,
1.93~1.81(m, 1H), 1.18(t,J=7.4 Hz, 3H).

C NMR[100 MHz, CDCls, 6]: 164.93, 164.65,
132.29, 125.34, 114.69, 77.32, 77.00, 76.68 , 74.38 ,
55.80,22.53,9.94.

HRMS (ESI) m/e C;;H;3NNaO5S (M + Na) FHip{E
262.050 84, SE{E 262.051 21.
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