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Reagents and canditions: (a) Isobutyl cbloroformate,amine, DMF, IiNMeOMe, - 15’C; 

(b) LiC&F’O(OMe)2. THF, -78’c; (c) 3,%?is&iflu~)bu1zaldehyde, Km, CH3Ct$ (d) 

Wikiason’s catalyst. EtOAc, Hz. 40 p.s.i.; (e) Et20/ HCl. 

Litcratweprccc&nt~cxistsforthefcactionof~amino esters with w anions to give 

keto-phosphonates in high yield and with retention of absolute conf@mtion. We have found that this 

procedure is reliable in a number of instamccs, however attuqts to obtain 5 via N-c-Boc L-tryptophao 

muhyl ester gave very low yields with racemisation. A superior substrate”‘Jl in this case was found in 

the Weinreb amide 4, prepared from N-u-Boc-L-tryptopban (Scheme 1). In order to maintain high 

~UD&M&G parity it was found to be essentM to pre-cool litbio dimethylmethyl~ to -78% in 

THFbeforeaddingtheanion slowlyvia catlnuiato4inTHF,alsoat-78’c. lRerssulting~5 

could be porifkd by chromatography on silica but it was more convc&nt to use this matuial crude in 

subquaa raps. Reactkm of 5 with 3.5bis(trifluoromethyl)benz&iehyde by stir&g in acetonitrik with 

potal?siumcaboMte yielded the yellow, crystalline o!$lm#uraM ketone6whichwasreqsUkdto 

canstllntopticrl~~~ethylacatate/petrolaun~inlmoverallyieldof47%~4. 
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3: 194-196-c; 1H NMR (&DMSO) 8 11.13 (lH,s); 8.42 (W,bs); 7.89 (1H.s); 7.82 (2H,s); mp 

7.61 (lH,d,J = 7)fi); 7.38 (lH,d,J = 7Hz); 7.26 (lH,d,J = 1Hz); 7.10 (lH,t,J = 7Hz); 7.01 (lH,tJ 

= 7HZ); 4.36 (lH,tJ = 7H.z); 3.34 - 2.77 (6H.m); [U]D20= +46.0’ (C = 1, mahanoI). 4: mp 129- 

13O.C; 1H NMR (&DMSO) 6 10.80 (lH,s); 7.51 (1H.d.J =7Hz); 7.16 (lH,s); 7.08 - 6.97 (3Hp); 

4.62 - 4.58 (lH,m); 3.72 (3H#; 3.34 (~H,B); 3.02-2.81 (2&n); 1.31 (9H.s); [a]#= - 11.2’ (c = 

1, methauol). 5: viscous oil, IH NMR (CDC13) 6 10.84 (1H.s); 7.56 (lH,dJ = 7Hz); 7.33 (lH,d,J = 

7Hz); 6.98 (lH,t,J = 7Hz); 4.34 - 4.31 (lH,m); 3.63 (6H.u = 11Hz); 3.39 (W&J = 22Hz); 3.19 - 

3.11 (lH,m); 2.91 - 2.84 (lH,m); [a]D20= - 22.2’ (c = 1, mchnol). 6: 137-138’C; 1H NMR mp 

(CDC13) 6 8.00 (lH,s); 7.81 (lH,s); 7.72 (lH,dJ = 7Hz); 7.53 (2H.s); 7.43 (lH$,J = 18Hz); 7.39 

(lH,dJ = 7Hz); 7.30 - 7.14 (2H.m); 6.98 (lH,dJ = 2Hz; 6.54 (lH,d,J -18Hz); 5.43 - 5.41 (1H.m); 

5.08 - 5.04 (lH,m); 3.41 - 3.36 (lH,m); 3.18 - 3.13 (lH,m); 3.36 (lH,m); 1.46 (9H.s); [U]D20 = + 

53.4’ (c = 1, methanol). 7: 138-MOT; 1H NMR (CDC13) 6 8.03 (lH,s); 7.88 (1H.s); 7.57 mp 

(lH,d,J = 7Hz); 7.36 (lH,d,J = 7Hz); 7.35 (W,s); 7.22 (lH,t,J = 7Hz; 7.14 (lH,t, J = 7Hz); 6.89 

(1H.s); 5.18 (1H.m); 4.58 (l&m); 3.25 - 3.19 (lH,m); 3.11 - 3.05 (1H.m); 2.88 - 2.38 (4H,m); 

1.42 (9H.s); [aM%5.6 l (c = 1, methanol). 
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