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'H{ NMR (CDCl;, 500 MHz): 0.91 (d, 2H, J = Hz), 1.43 (5, 9H), 1.51-1.60 (m,
2H), 1.69-1.73 (m, 1H), 4.43-4.48 (m, 1H), 4.83 (d, 1H, J=Hz), 6.80 (d, 1H, J=Haz),
6.86 (d, 1H, J=Hz), 7.14-7.26 (m, 2H), 7.26 (s, 1H), 7.43 (d, 1H, J = Ha).
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' NMR (CDCls, 500 MHz): 0.8 (d, 3H, J =Hz), 0.91 (d, J = Hz), 1.50 - 1.56
(m, 1H), 1.60 — 1.71 (m, 2H), 1.95-2.02 (m, 1H), 2.09 (s, 3H), 2.50 (m, 1H), 2.58 (m,
1H), 4.65-4.70(m, 1H), 4.74 (q, 1H, J = Hz), 6.48 (d, 1H), 6.78-6.85 (m, 2H), 7.15-7.25
(m, 3H), 7.4 (s, 1H), 8.17 (s, 1H).
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Ooo00oao

'f NMR (CDCls, 500 MHz): 1.01-1.02 (m, 6H), 1.46 (s, 9H), 1.64 — 1.68 (m,
15), 1.76-1.83 (m, 2H), 4.52-4.54 (m, 1H), 4.92-4.94 (d, 2H, J = 7.6 Hz), 7.28-7.29 (d,
2H, J = 8.48 Hz), 7.91-7.93 (d, 2H, ] = 8.48 Hz), 9.99 (s, 1H).
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ogoooad

'H NMR (CDCL, 500 MHz) 0.99-1.03 (m, 6H), 1.71 - 1.87 (m, 3H), 2.02-2.15
(m, 2H), 2.11 (s, 3H), 2.53-2.66 (m, 2H), 4.68 (s, 2H), 4.76-4.79 (m, 2H), 6.46-6.47 (m,
1H), 6.70-6.74 (m, 1H), 7.06-7.08 {m, 2H), 7.36-7.39 (m, 2H), 8.19 (s, 1H).
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' NMR (CDCls, 500 MHz): 1.00-1.03 (m, 6H), 1.72 - 1.86 (m, 3H), 2.02-2.15

(m, 2H), 2.1 (s, 3H), 2.53-2.66 (m, 2H), 4.57 (s, 2H), 4.75-4.81 (m, 2H), 6.46-6.47 (m,
1H), 6.73-6.77 (m, 1H), 7.07-7.10 (m, 2H), 7.38-7.41 (m, 2H), 8.20 (s, 1H).

ugboobooooobooboboboobooogan

OoOooooad
ooo0ooao
p o
H 2 l/ H n Q.

H. N O HS” N T N 0
b N ' H o s._N
o] 0 c o . o %\

5 NaHCQ4, DMF -] NB3024 U
-~ 4

gbooboooooboobobobooboobao
ugbdoooooobouoboboboobooooboboboboobooobouobobobaa
ooooboooooobooooobooooooobooooobobooooboooobooo
gboobooooooboobobobooooobobonb

gbooood

10

20

30

40



(34) JP 4109123 B2 2008.7.2

ogoooaon

H ©

o
H

0 0 SI\

S &
0gooooooboobb oo oooooooDooboboobood
goooooboobob bbbt ooooooboboboboboobod 10
gooboboobooobooobo0oboDboobDboUob0ooUoboUooDboUobboo
0o0oooooooobobo oo o000 oooooooboooban
ogooooao
goooaod

'"H NMR (CDCls, 500 MHz): 0.98-1.02 (m, 6H), 1.71 — 1.84 (m, 3H), 2.02-2.21
(m, 2H), 2.14 (s, 3H), 2.60-2.66 (m, 2H), 4.15 (s, 2H), 4.75-4.78 (m, 2H), 6.48-6.50 (m,
1H), 6.70-6.74 (m, 1H), 7.06-7.08 (m, 3H), 7.12 (4, 1H, J =7.7 Hz), 7.21-7.24 (m, 1H)
7.36-7.39 (m, 2H), 8.19 (s, 1H), 8.26 (d, 1H, J = 6.36 Hz).
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'H NMR (DMSO-d6), 500 MHz): 0.89-0.91 (m, 3H0, 0.94-0.96 (m, 3H), 1.10-
1.12 (m, 2H), 1.25 ~ 1.26 (m, 2H), 1.70-1.75 (m, 4H), 2.02-2.15 (m, 2H), 2.11 (s, 3H),
3.44 (brs, 4H), 3.78 (brs, 4H), 3.42-3.44 (m, 1H), 4.50-4.55 (m, 2H), 5.27 (5, 2H), 7.08-
7.10 (m, 2H), 7.47-7.49 (m, 1H), 7.53-7.55 (m, 1H), 7.85 (4, 1H, J= 12 HZ), 8.02 (s,
1H), 8.35(t, LH, ] = 12.64 Hz), 8.50 (s, 1H), 8.62- 8.68 (m, 1H), 8.79 (5, 2H).
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'H NMR. {CDCls, 500 MHz): 0.98-1,03 (m, 6H, 1.55 (m, 3H), 1.71 - 1.87 (m, 20
3H), 2.02-2.15 (m, 2H), 2.11 (s, 3H), 2.53-2.66 (m, 21}, 3.27 (brs, 4H), 3.78 (brs, 4H),
4,30 (g, 2H, T = 7.19, 14.44 Hz), 4.75-4.80 (m, 2H), 5.15 {5, 2H), 5.46-6.47 (m, 1H),
6.71-6.72 (m, 1H), 6.83 (d, 1, T = 6.87 [z), 7.08-7.10 (m, 2D, 7.38-7.41 (m, 2H), 8.10
{d, 1K, ] = 1264 Hz), 8 21 (s, 1H), 8.6& (s, 1H).
0000000000000 0O00o0oO0oo0oOoO0an
0o0o0oooao
0oooo

30

N

cl

R 9 1
H\H’N N © C|)LN/\/C’ DABCO, CH,Cly
ol H o on * »
/S 3

H. N o)
N cl
jc]; H o \©\,o r(\ ®
g ~"¢ NB3103
0

gboobooooobooboboobooonn
ugbdoooooobouoboboboobooooboboboboobooobouobobobaa
gooobooooooboooooooooooboooobobooooboboooobooo
gbooboooooooboboboboon

gbooood



37) JP 4109123 B2 2008.7.2

ogoooad

N ClI
ll,g/lH ») \Q\/OT(\/\CE
_S ¢

gboboooooogobgoboboboooobobobobobooooobuobobao
gbooboooooooboobobobooooboobooboboobooooobobobaa
oooboooooobooocooooobooo

oooooao
goooao

"H NMR (CDCl;, 500 MHz): 0.99-1.03 (m, €H), 1.71 - 1.84 (m, 3H), 2.02-2.21
(m, 2H), 2.11 {5, 3H), 2.64-2.67 (m, 2H), 3.57-3.77 m, 8H), 4.76-4.81 (m, 2H), 5.13 (s,
2H), 6.42-6.44 (m, 1H), 6.70 (d, 1H, I= 8.1 Hz), 7.08-7.13 (m, 2H), 7.35-7.38 (m, 2H)
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i ATCC# MIC (ng/ml)

=EE #1 EEER #2
S. aureus 700260 <0.125 <0.125
S. aureus 700698 <0125 <0.125
S. aureus 700699 16 8
S. aureus 13301 <0.125 <0.125
S. aureus 11632 <0.125 <0.125
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)] ATCC# MIC {pg/ml)
SR #1 SKEX #2

S. aureus 14154 <0.125 <0.125
S. aureus 700787 <0.125 <0.125
S. aureus 700788 <0.125 <0.125
S. aureus 700789 <0.125 <0.125
S. aureus 43300 <0.125 <0.125
S. aureus 33591 <0.125 <0.125
S. aureus 33592 <0.125 <0.125
S. aureus 33593 <0.125 <0.125
S. epidermidis 27626 <(0.125 <0.125
S. epidermidis |700565 2 2
S. epidermidis |700566 <0.125 <0.125
S. epidermidis |700578 0.5 0.25
S. epidermidis  [700583 <0.125 <0.125
K. pneumoniae [51503 8 8
K. pneumoniae 51504 1 2
K. pneumoniae {700721 2 2
E. aerogenes  |29751 2 1
E. cloacae 23355 0.5 0.5
E. aerogenes (29009 0.25 <0.125
E. qerogenes  |13048 1 1
E.aerogenes {35028 4 2
M. catarrhalis 49265 <0.125 <0.125
M. catarrhalis |51584 <0.125 <0.125
M. catarrhalis (43627 <0125 <0.125
M. catarrhalis 43628 <0.125 <0.125
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MIC (ug/ml)
iy ATCC # FER #1 SR #2

E. coli 16 16
E. coli/Tem-1 16 16
MSSA 700260 <0.125 4
MRSA 700699 32 32
MSSA 33594 <0.125 <0.125
MSSA4 11632 32 16
E. faecalis 49757 64 32
E. faecalis 700802 32 32
E. fecium
E. fecium
E. aerogenes 35028 32 16
E. cloacae 23355 16 1
K. pneumoniae 700721 4 8
K. pneumoniae 51503 4 8
H. influenzae 33533 64 > 64
H. influenzae 43334
P. aeruginosa 21726 > 64 =64
P. aeruginosa 29872 > 64 =64
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MSSA (ATCC ##) NB2046 (o) R dm by b

MIC, pg/ml MIC, pg/ml
700260 0.000031 0.000244
13301 0.000015 0.000488
11632 0.000977 0.001953
14154 0.000977 0.001953
33592 0.000488 0.003906
43300 0.000977 0.001953
700698 0.003906 0.003906
700699 >4 24
700787 0.007813 0.001953
700788 0.062500 0.031250
700789 0.015630 0.015630
33591 0.015630 0.007813
33593 0.000488 0.000977
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112 (B508) * tiz () *
SIEEE | filkhishEe
PBS | HEPES | 70z |wyRmsE| & hinse
>12 >12 >12
47 wd wd
NB3024 | | (®1%) | (88%) | (82%)
>12 >12
. 10 14 <05
NB3057 |  1.05 @ | @19
>12 >12 >12
1 0.6 4.1
NB3068 75%) | (70%) | (70%)
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NB3103 | 0.84 wd n/d
©6%) | 95%) | (95%)
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T
NB3024 | NB3057 | NB3068 | NB3103
E.coli 25922 16 0.0625 | <0.004 > 128
E. faecalis 29212 32 4 2 > 128
S. aureus (MS) | 29213 8 0.125 2 > 128
S. aureus (MR) | 33591 n/d * 0.5 n/d * n/d *
P. aeruginosa 27853 128 2 0.5 > 128
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