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AN ADDITION-EIJMINATION STltATEGY FOR 
THE SYNTHESIS OF OXAZOLES 

N-acyQwopargylaminea (2) n rcghekdvcly convertal to (JZ)-&iodo(vinyl)mlfones (3) pith sodium 

~aKlI2inetllyl~8admtes2b. IhsmdwlismmhtaJ WitiB8300Wl8IUphClO#CCIlOUgh 

pmimitytoaut8inrltcadyfeflux. Rcactioarofthermidsr(3)~r~of~ylsldedoxaole~(I) 

c-J=2>s. RepnrepGltiveex;lllplaw- theutIlitydtbi~mdhodareprcmtedinTablc1. 
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T-1: Syntbabof0xamla(4)thmSulfm(3) 

a 

b 

C 

d 

R=?i 
(4) 

R=Me 
(38) 

R=CP3 
m 

R=BlOgW 
(61) 

R-t-&IO 
(se) 

NaHAPKL75hr. 

LFr~for33llf . . 
thaw 65’ for 0.5hr. 
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a) Back, T. G.; &islma, M. V.; hi- K. R. J.. 1989, j& 4146. 

b) Back, T. G.; L.ai, E R. Y.; Mmrlidhatan. K.R.~1%9.~6481. 

c) Back, T. G.; hi, H K. Y.; Muralidharan, K. R. J. 199a. s4595. 

Padwalewtlympatedthrtm&ably nub&wtdE_Biodo(vlnyl)aulf~pieperadfmmthererrctiollofalkaes 

withiodiglmdego-- ~-tofoml23,-fmam. 

see: PPdwrS11;~D.J.;~M;Muller,C.L;Murphne.S.S.ludY~Y.EJ.l(Ibem. 

a 1161. 

A~piSSSfoUoWSt 

ToacapidlysthedmixtumofpmpargyEmnamkk (z(a)), (2041 g. 24.6 mmoL) in ethyl wetate (80 ml) ad 

water(6oml)wa,~yeddcd~~(2.%~36RpIIDI)sodhlon~~.91~48 

mmol)andiodiae(655&26nnnol). Tbemixlumwar ilhdUedw&ha3OOWlauqfot35mhmtahthen 

qtuxhedw&hlMNa2S~. Tbegtmiclayawrd&d(MgSOq),~~~toareoldue(5.4g), 

wIlkhwatJtllelldlm~ ondlkagelusblgbexrme:ec&r(~1)aseluent nisga~tbemquiIedsulfaIw 

(3(a)), (3.76 & 44%) an cokniaw aystah(mp. 15C157oc from EI2Ghexane). AnaL Calcd.forC1OH1OlNO3S : 

C. 34.20, H, 2.87; N, 3.99, S. 9.13. Fkmndz C!, 34.16; H, 2.83; N, 3.91; S. 9.24. To sulfone (3(a)) (0.2 g., 

0.57nmoot)indryTHp(4ml)mdD~(0.5mt)atooClmdaagaaw~addsdlltbium 

~trimeg1yldlyl)ami&(l.0MinlXP,0.68mnol.). Af&x4Omhtes,theb10~11mixhuewasdilutedwithetber 

andqwnchedw&h1NHCl. ‘Iheorganicphewa~wasbedwith~tNaHCG3(2x),andbr&thendrkd 

(MgSO4),filtemdadwapowedtoa ddue(O.16g).‘hiswa~cbranrtosrephd OtlSilicagdUShghexrme: 

ether(1:1)a6e~givhgthemquiredoxazok(4(a))(O.l2g,95%)ascolohaaystala(m.p. 101~103% 

(JIt~Ghexane)); 1H NMR (300 MHz, CDCl3) b 4.49 (s, 2H, CH2Sozph), 6.97 (s, 1H. H-4). 7.52-7.78 (m, 

5H. Ad), 7.82 (s, lH, H- 2); ‘3C NMR (75 MHz, CDCl3) b 53.24 (CH2S@Ph), lzS.oz, 12X35,129.29, 

134.29 (Arcs), 137.50,140.57 (C-4, C-5). 151.98 (C-2); IR(KBr) 1322,1152 cm-l; Anal. Cakd for 
Cl0H9NO3S : C, 53.80; H. 4.06; N. 6.27; S. 14.36. pound: C!, 53.21; H, 3.96; N. 6.13; S 14.22. 

a) Par the depm&n&oahcylation of @ subshem at oxazole C-2 position, see: Nagao, Y.; 

Yamadrq s.; FujiEq E. Teccrbtdron 1%3,% 2287. 

b)Faa~~reviewonaxraoler,see”a3anirrryobHeaerocycllc~~Vd45: oxazolcs: 

Tulchi. L J. ed.; Jolm Wiley and sons Inc., New YorL. 1986. 
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7. wfrom- in 80% ykdd (b.p. 135-14VC (9 axoH&) Scuny, P. EL Jr.; Omga, T. LQre 

lcbcpa 1989, s 2978. 

8. M. p. 84-&iV; Anrl C&XI, for Cl2Hl3NO3S2 : C, 50.87; Ii, 4.62; N, 4.M S, 22.63. Fopnd : C, 31.12; H, 

4.64; N, 4.71; S, 22.51. 
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