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1. solid-phase peptide synthesis

o (i) Fmoc amino acids
FmocHN\_)J\O HBTU, HOBt, i-Pr,NEt, NMP
H /\©\ (i) 22% piperidine/NMP : L-amino acid
= (0]
NBoc /\©\O 2. 4-nitrophenylformate, NMM, DMF, 0 °C : b-amino acid
3. ethanolamine, DMF, 50 °C
4. TFA/H,0
Fmoc-Trp(Boc)-Wang resin
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1a:X =CHaCOOH, Y = CH,CH,CH,NH,
2a: X = CH,CH,CH,NH,, Y = CH,COOH HATU, collidine
3a: X = COOH, Y = CH,CH,CH,NH,  DMF, 40 °C

4a: X = CH,CH,CHoNH,, Y = COOH
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1: X-Y = CHchNHCHQCHchZ
2: X-Y = CH,CH,CH,NHCOCH,
3: X-Y = CONHCH,CH,CH,

4: X-Y = CH,CH,CH,NHCO
Scheme 1. GA i3 E /A ® & B . HBTU = O-benzotriazole-N,N,N’,N’-tetramethyluronium
hexafluorophosphate; HOBt = 1-hydroxybenzotriazole; NMM = N-methyl morpholine; HATU =
O-(7-azabenzotriazole-1-yl)-N,N,N',N'-tetramethyluronium hexafluorophosphate.
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Strain
S. aureus 6.3 50 >200 >200 6.3 >200 >200 >200 100
E. faecalis <0.1 200 >200 >200 125 =200 >200 >200 25
» L. monocytogenes 125 200 >200 >200 25 >200 =200 >200  >200
-2 f' GA S. agalactiae <0.1 25 >200  >200 04 >200 >200 >200 6.3

ﬁﬂ 1 S. pyogenes <0.1 31 =200 200 08 100 >200 >200 1.6
-4 .

I ’; S. sanguinis <0.1 31 >200 100 0.8 100 >200 >200 1.6
© P 4 S. pneumoniae  <0.1 31 6.3 100 0.1 50 31 200 <0.1
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