(B 2 )
# OE o M R o #mF

K 4 (S I ST

FHEhIZ, T A 2> EDRARK X OREEKEMBNIE 0% 4 MLV T 2 ERE L7,
PLFIC, 20zt ~%,

BE/K - A 512 & - T Lysobacter sp. D558 if &L 0 HEEEERE S vz A4 =222 E (1a, Figure
la)ix, ATV UiittE#E AT KRV ERE(MRSA) 2 &Te 7 7 LABPERE IS AT L CHIFRLEIEME 2 R,
XL Z AT MRSA JEYEET L~ T RAZBWTHIEFIEEEZ R T 2 L bR iEmE
Db eEmeE LTHERENTWS, lald,. 5220 D73/ BEEl 12 BEDORKRT X7
FRTHY, EHDO N-ZATF L « AL A=V FIEICHEAS Lz CT piidie & o &R E R,
F2, la lZWMAEMOEFIEER DR ER TH D AT % 7 VFH(MK-N, Figure 1b) & V™ 9 Bl 7o 5 /)
EEED, BEAEIC L > THEEEZ R TEEZLNTWD, LML, T OFEMRY Bk TR
fEHCH D A HIT. A 2>V E(la)é FDF 4 DEZFEROHE 2Bk E . AT X% VHEH(MK-N)
& DO BAE BB CPIETE R BB O 2 2t By & LT,

a) D-GIn D-Trp
L-Glu H,N NH
o] }—\ — L-lle
R

N-Me-D-Phe
N-methyl amide Gly H

“NH
o] / L-Ser O HN
\ Ho—,, Y~ oo
d HN
o

DAG  pranched chain

N
»=NH

LN

b) 0
= 7
9@
o

menaquinone (MK-N)

kaikosin E (1a)
H

Figure 1. (a) Structure of kaikosin E (1a). (b) Structure of menaquinone (MK-N)
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Scheme 1. Retosynthesis of kaikosin E (1a)
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Scheme 2. Total synthesis of kaikosin E (1a)
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Scheme 3. Synthesis of branched-chain modified kaikosin E analogues
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Scheme 4. Proposed molecular recognition between kaikosin E (1a) and MK-4
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Figure 2. Isoaffinity polt of k,, and ke of branched chain modified kaikosin E analogues to tail-group
exposed MK-4 (11, orange) and head-group exposed MK-4 (12, yellow).
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