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0Doooo
* 2
- JFIE Luc JFlg Luc Mm% IgG Mm% IgG
£8 pKa @ 0.3 mg/kg (n | @ 1.0 mg/kg (n | @ 0.3 mg/kg (| @ 1.0 mg/kg (u
g/g) g/g) ug/mL) g/mL)
227 + 138%
I-3 | 6.87 | * 0.5 mg/kg I — — —
BWTRE
I-6 | 6.19 | 20084 + 5967 78367 + 15904 — —
I-7 | 6.43 16595 + 836 81021 + 24105 - -
-8 | 6.02 8743 + 2153 37220 + 15377 - —
1-9 6. 83 4337 + 1394 21023 + 12693 — —
I-10 | 6.77 10779 + 2473 22622 + 8189 - -
I-11 | 6.67 — — 8.22 + 0.84 | 47.68 + 5.26
I-14 6.59 2738 + 728 5735 + 2364 — —
I-18 | 6.02 7115 + 2087 14879 + 1595 — —
879 + 365%
I-20 | 6.27 | * 0.5 mg/kg IZ - - -
BWTRE
I-21 | 6.54 | 29492 + 4887 | 43216 + 25636 | 48.78 + 6.88 | 220.38 + 62.57
1-22 6. 47 12829 + 3326 38933 + 23162 31.00 + 9.33 99.12 + 18.03
[-23 | 6.48 | 15876 + 7588 34202 + 19178 | 43.34 + 7.70 | 103.91 + 31.29
I-24 | 6.24 9106 + 1760 38913 + 14318 | 27.46 + 9.22 | 112.31 + 14.51
I-25 | 6.28 | 20276 + 3044 | 64656 + 24090 - -
21 + 6%
I-27 | 6.56 | * 0.5 mg/kg iT - - -
BWTRE
[-28 | 6.22 6602 + 2609 13298 + 4040 - -
I-30 | 6.16 6567 + 1534 19625 + 2173 - —
I-37 | 6.39 = — 1.75 + 0.58 10.05 + 2.32
I-38 | 6.48 - - 4.71 + 0.46 | 45.87 + 2.33
I-40 | 6.17 — — 16.72 + 5.38 | 101.96 + 4.12
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Ooooaoao
- JHFg Luc JHig Luc mig IsG myE Ieg6
.. pKa | @ 0.3 mg/kg (n | @ 1.0 mg/kg (n | @ 0.3 mg/kg (| @ 1.0 mg/kg (u
g/g) /) ug/mL) g/mL)
1-41 6. 60 — — 4.78 £ 1.65 —
1-42 6. 66 = — 3.13 £ 0.27 12.42 + 3.81
1-43 6.02 — — 2.45 £+ 0. 66 9.97 £ 1.17
I-44 6. 69 — — 0.59 £ 0.11 1.86 + 0. 27
1-45 5.96 = — 3.03 + 0.66 13.00 £+ 2.05
1-46 5.91 10201 + 2440 52937 + 8101 — —
1-48 6.63 = — 1.02 = 0. 20 3.40 + 0.87
1-50 6.73 — — 1.32 + 0. 28 11.05 £ 2. 19
I-55 6. 22 8244 + 1599 30106 = 13756 — —
1-57 6.24 476 + 134 1456 + 518 = =
1-58 6. 19 18664 + 5438 73794 + 14083 — —
I-59 6. 27 10786 + 1924 43489 + 5698 — —
1-60 6. 38 2176 + 162 9178 + 2483 — —
1-65 6. 33 3172 + 658 24740 + 6297 — —
1-66 6.49 = = 32.06 = 5.07 | 253. 37 + 52.48
1-67 6.18 — — 7.19 + 1.41 62.94 + 13. 88
1-68 6.41 — — 12.30 + 2.41 | 121.93 + 34.85
I-70 6. 17 7516 + 1487 33238 + 9902 — —
1-73 6. 32 — — 27.72 £ 6.23 | 213.39 + 18.85
1-74 6.53 = = 50.16 + 6.58 | 292.44 + 40.55
I-75 6. 48 — — 84.87 + 12.19 | 343.06 + 42. 39
I-77 6.71 — — 17.45 + 2.05 —
1-82 6. 47 — — 24.36 £ 4.39 | 239.26 + 39.80
1-83 6.12 — — 12.94 + 2.03 | 142.26 + 26. 31
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1.66 (quin, 7.6
z, 4H), 1.5701.44 (m, 12H), 1.3801.19 (m, 44H), 0.9200.86 (m, 12H)
ESIOMS: MW for C4s5Hg1N30O2 [M+H]* 0 O0O 706.7, JO0O 706.8.
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0000000000000 000000000000000000000000000
ODO0O0OOMHNMR (400 MHz, CDClg) 8 : 3.3303.25 (m, 4H), 3.2303.16 (
m, 4H), 3.0802.86 (br. 3H), 2.502.32 (br, 3H), 2.29 (t, 7.6 Hz, 4H), 1.

850 1.70 (br, 2H), 1.67 (quin, 7 Hz, 4H), 1.5701.38 (m, 12H), 1.380 1.
17 (m, 54H), 0.9200.86 (m, 15H). ESIOMS: C52H105N302 [M+H]* O MW

ood 804.8;, 00O 805.0.
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0000000000000 00000000000000000YTHNMR (400 MHz,

CDCl3z (7.27 ppm)) 6 : 3.3303.25 (m, 4H), 3.2403.15 (m, 4H), 3.100 2.
80 (br. 2H), 2.5802.32 (br, 4H), 2.29 (t, 7.4 Hz, 4H), 1.8801.69 (br, 2
H), 1.66 (quin, 7.4 Hz, 4H), 1.5701.39 (m, 12H), 1.3901.17 (m, 50H),
0.9200.86 (m, 15H).
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000000000000 0000000000000000000HNMR (400 MH
z, CDClg (7.27 ppm)) & : 3.3203.25 (m, 4H), 3.2303.15 (m, 4H), 2.310
2.25 (m, 8H), 2.20 (s, 3H), 1.64 (quin, 7.3 Hz, 4H), 1.5701.41 (m, 12H
), 1.3801.19 (m, 52H), 0.920 0.86 (m, 12H). ESIO MS: C49HggN302 [M+
H]* O MW OO0 762.8; 000 762.9.
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CDClg (7.27 ppm)) & : 3.3303.25 (m, 4H), 3.2303.16 (m, 4H), 2.310 2.
25 (qO like, 8H), 2.20 (s, 3H), 1.63 (quin, 7.3 Hz, 4H), 1.5701.41 (m, 1
2H), 1.3801.19 (m, 60H), 0.9200.86 (m, 12H). ESIO MS: C53H107N302 [
M+H]* O MW OO0 818.8; 00O 819.0.
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), 1.63 (quin, 7.1 Hz, 4H), 1.5701.38 (m, 12H), 1.3801.19 (m, 68H),

9200.86 (m, 12H). ESIOMS: C57H115N30 [M+H]* O MW 000 874.9;
00 875.1.
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00'000000000000000D000000000000000000000
0ooo

000000000000 0000D0DO0O0O000D0O000O0O0O0O000O0O0O0O0O00an
000000000000 000000000000000000HNMR (400 MH
CDCl3 (7.26 ppm)) & : 3.3203.24 (m, 4H), 3.2203.15 (m, 4H), 2.330

25 (m, 8H), 2.19 (s, 3H), 1.65 (quin, 7.6 Hz, 4H), 1.5701.41 (m, 12H
1.3801.08 (m, 60H), 0.9100.85 (m, 12H). ESIOMS: C53H107N30> [M
H]* O MW O00O0O 818.8; 0O 0O 819.0.

goooaoano

goooad
oo'booooouoooooooooooooooobobobobODbODbODbODbODDbODbOOOnnO
gooao
uboboouobouobouobouoobooobooooboboobooboobooboooboboao
0000000000000 00000000000000000HNMR (400 MH

H
0.
O
O
O
O
O
O
O
Z,
2.
)
N
O
O
O
O
O
O
z, CDCl3) & : 3.3203.24 (m, 4H), 3.2203.15 (m, 4H), 2.3302.25 (m, 8H
), 2.19 (s, 3H), 1.65 (quin, 7.6 Hz, 4H), 1.5701.43 (m, 12H), 1.3701.1
0 (m, 76H), 0.910 0.85 (m, 12H). ESIOMS: Cg1H123N302 [M+H]+ O MW
000 931.0;, 000 931.2.
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MR (400 MHz, CDClg) & : 3.52 (t, 5.3 Hz, 2H), 3.230 3.25 (m, 4H), 3.24
03.15 (m, 4H), 3.1002.96 (br. 1H), 2.57 (t, 5.3 Hz, 2H),2.50|Z|2.41(m,

4H), 2.28 (t, 7.5 Hz, 4H), 1.65 (quin, 7.6 Hz, 4H), 1.6001.42 (m, 12H,
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0000000000 O000), 1.3801.19 (m, 44H), 0.9200.86 (m, 12H). ESI
0MS: CagHoaN30O3 [M+H]* O MW OO0 736.7;, 000 736.8.
oooo0o0oo

oooo0oo
000'00000000000000D0000000000000000000000
D0O0O0O00O000O0O0O00O00

000000000000 0000D000000000000000000000000
00000000000 00000O00YHNMR (400 MHz, CDCl3) & : 3.680 3.62
(m, 2H), 3.3203.24 (m, 4H), 3.2303.15 (m, 4H), 3.07 02.91 (br, 6H),

1 (t, 7.5 Hz, 4H), 1.9301.73 (br., 6H), 1.68 (quin, 7.6 Hz, 4H), 1.63
46 (m, 10H, 00 O0O0COO0OOCOOOOO), 1.4601.35 (m, 8H), 1.3501.1
m, 40H), 0.9200.86 (m, 12H). 00000000000 O0O0O0OO0OO. ESI
S: C50H101N303 [M+H]* OMW OO0 792.8; 000 792.9.

00000
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000000000000 00000000000000000000YHNMR (400
MHz, CDCl3) & : 3.51 (t, 5.2, 2H), 3.32-3.24 (m, 4H), 3.23-3.15 (m, 4H),
3.08-2.92 (br, 1H), 2.56 (t, 5.3 Hz, 2H), 2.45 (t, 7.4 Hz, 4H), 2.27 (t, 7
.5 Hz, 4H), 1.64 (quin, 7.5 Hz, 4H), 1.59-1.40 (m, 12H, 000000 OO
ODoo0o0Od), 1.36-1.10 (m, 60H), 0.91-0.86 (m, 12H). ESI-MS: C54H109N3
O3 [M+H]* O MW OO0 848.9; 00O 849.0.

e e e O e O s R = I s A
ooooo<Z

goooobao

gooooao
gboo'ocbooboocoboobooboobooboboooboooboobooboobobaa
ooooooooooooooao
ugoooooboooobooboooboooobobooobooboooboobooobooboobooobooaoan
0000000000000 00000000000000000000HNMR (400

MHz, CDCl3) & : 3.65 (t, 6.4 Hz, 2H), 3.3303.25 m, 4H), 3.2303.15 (m,
4H), 2.4002.34 (m, 6H), 2.28 (t, 7.5 Hz, 4H), 1.7501.59 (m, 6H), 1.58
01.46 (m, 8H), 1.4601.36 (m, 8H), 1.3601.10 (m, 54H), 0.9200.86 (m,
12H). ESIOMS: Cs54H109N303 [M+H]* O MW OO0 848.9; 00O 849.0.
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00O00DO0O000), 1.3601.10 (m, 76H), 0.9100.86 (m, 12H). ESIO MS: Cgo
H125N303 [M+H]* O MW 00O 961.0; OO0 961.1.
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36 (m, 4H), 1.3601.15 (m, 76H), 0.9000.85 (m, 12H). ESIOMS: CgaH13
oN4O> [M+H]* O MW OO0 988.0; 000 988.1.
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1 (m, 18H). ESIOMS: CgaH127N303 [M+H]* O MW OOO 975.0; 000 975.4.
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40 (s, 3H), 3.33 0 3.26 (m, 4H), 3.25 0 3.18 (m, 4H), 2.67 (t, J = 6.7
Hz, 2H), 2.48 0 2.39 (m, 4H), 2.33 0 2.25 (m, 4H), 1.68 0 1.61 (m, 4
H), 1.59 0 1.48 (m, 8H), 1.48 0 1.40 (m, 3H), 1.37 O 1.24 (m, 69H), O
.95 0 0.85 (m, 12H). ESIOMS: Cg1H123N304 [M+H]* 0 MW 000 963.0;
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, 10H), 1.47 0O 1.39 (m, 6H), 1.38 0O 1.23 (m, 76H), 0.96 0 0.84 (m, 12
H). ESIOMS: CgaH129N303 [M+H]* O MW OO0 989.0; 0O 0O 989.5.
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H), 4.00 (t, J = 7.0 Hz, 2H), 3.30 (t, J = 7.7 Hz, 4H), 3.21 (t, J = 7.8 H
z, 4H), 2.41 0O 2.34 (m, 6H), 2.29 (t, J = 7.6 Hz, 4H), 1.92 0 1.87 (m,
2H), 1.69 0 1.61 (m, 4H), 1.59 0 1.47 (m, 8H), 1.41 0O 1.22 (m, 74H),
0.93 0 0.87 (m, 12H). ESIOMS: Cg2H121N502 [M+H]* O MW 000 969.
0: 000 969.1.
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30 3.27 (m, 4H), 3.24 0 3.18 (m, 4H), 2.96 (t, J = 12.7 Hz, 2H), 2.56
0 2.51 (m, 4H), 2.32 0 2.26 (m, 4H), 1.68 0 1.61 (m, 6H), 1.59 0 1.4
2 (m, 12H), 1.39 0 1.23 (m, 70H), 0.93 0 0.87 (m, 12H). ESIO MS: Cs9H
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8. (bs, 0.5H), 7.60 (bs, 0.5H), 3.70 (bs, 2H), 3.33 0 3.23 (m, 7
H), 3.23 0 3.14 (m, 4H), 2.96 (bs, 2H), 2.80 (bs, 4H), 2.28 (t, J = 7.4
Hz, 4H), 1.98 (bs, 2H), 1.66 0O 1.45 (m, 16H), 1.40 O 1.20 (m, 67H). 0.

92 0 0.83 (m, 12H). ESIOMS: CgaH123N504 [M+H]* O MW OO0 1027.0
000 1027.1.
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8, 4.8 Hz, 1H), 3.92 O 3.80 (m, 2H), 3.35 0 3.24 (m, 4H), 3.24 0 3.12
(m, 4H), 2.85 0 2.72 (m, 2H), 2.53 0 2.37 (m, 4H), 2.31 0 2.23 (m, 4
H), 1.67 O 1.40 (m, 20H), 1.38 0O 1.19 (m, 66H), 0.94 0 0.82 (m, 12H).
ESIOMS: Cs59H118FN303 [M+H]* O MW 00O 936.9; 00O 937.0.
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0.91 0 0.85 (m, 12H). ESIOMS: Cgo2H125N303 [M+H]* O MW OO0 961.
O; D00 961.1.
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4H), 2.34 0 2.25 (m, 8H), 2.21 (s, 3H), 1.70 O 1.61 (m, 6H), 1.60 O 1.
41 (m, 12H), 1.39 O 1.23 (m, 59H), 0.95 0 0.85 (m, 12H). ESIOMS: Cs3
H107N302 [M+H]* O MW O0O0O 818.8; 0 OO 819.0.

Do0ooooo

Dooooao

00000000 0000000000000 000000000000000000
000000000000 O0O0O0O0OO0O0O0O0O00O0



g o

(92) JP 2024-546952 A 2024.12.26

ooano

‘/’\\,/’“\ W WO e T

Br f/\\,/’\\,/’\\//‘\,/"jr N

BocHN™ ™" "NH,

- W o W O e W

{

L iR e e e e ol e o P
BacHN N N7 T T T T \W W W W W

L o)

l

. TN et N

| [

T i WU, N TR g

|
o}

1-56

Oo0oo0oooo|@
O Ooo0oooi@
Oo0oo0oooo|@

O

ooooboooouoouooouooooooooooooooooooooao
ooooooouooooooooooooo0D boboboboboDbDDbDODOOO
oooobooodouoouoooooooooooooooooooooooao
ooooo0o0o0o0ooOoooOooUoooooooooooooooooao
oooooouoououooooooooooooooono boboboOoOOoOOoOao
O0pO0O00O0O0D0DDDODO0OO0OO0OO0OOODODODOO0OOOOODODDOOO0O0lA

O 0Ooo0ooOooi@.
Oo0Ooo0oooo|@
O 0Ooo0oo0ooi.
I [y I

O

NMR (400 MHz, CDCl3) & 5.72 (bs, 1H), 3.32 0 3.24 (m, 4H), 3.23 0O 3
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(m,
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(m, 6H), 2.44 (t, J = 6.4 Hz, 2H), 2.31 0 2.23 (m, 4H), 2.31 0 2.23
4H), 1.67 O 1.58 (m, 9H), 1.57 O 1.47 (m, 3H), 1.47 0 1.37 (m, 12
1.35 0 1.19 (m, 77H), 0.92 0 0.83 (m, 12H). ESIOMS: CegH136N4024
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7.06 (s, 1H), 6.92 (s, 1H), 4.00 (t, J = 7.0 Hz, 2H), 3.32 O 3.24 (m, 4H
), 3.22 0 3.15 (m, 4H), 2.38 (bs, 6H), 2.31 0 2.21 (m, 4H), 1.90 (bs, 2
H), 1.73 0 1.57 (m, 8H), 1.57 0 1.45 (m, 8H), 1.43 0 1.16 (m, 81H), 0
.95 0 0.81 (m, 12H). ESIOMS: CgeH129N502 [M+H]* O MW OO0 1025.

0000 1025.1.
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H), 3.24 0 3.18 (m, 4H), 2.33 0 2.26 (m, 8H), 2.21 (s, 3H), 1.69 0 1.6
1 (m, 7H), 1.59 0 1.42 (m, 12H), 1.39 0 1.21 (m, 61H), 0.94 0 0.86 (

m, 12H). ESIOMS: C53H107N302 [M+H]* O MW OO0 818.8;, 00O 819.0.
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NMR (400 MHz, CDCl3) & 3.34 0 3.26 (m, 4H), 3.25 0 3.17 (m, 4H), 2.
34 0 2.24 (m, 8H), 2.21 (s, 3H), 1.75 0 1.59 (m, 4H), 1.61 0 1.41 (m,
12H), 1.38 0 1.23 (m, 66H), 0.95 0 0.86 (m, 12H). ESIOMS: CssH111N3
O, [M+H]* O MW OO0 846.9; 000 847.1.
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ododgbODbDODODODDODDDODODOOOODODODOO OO0
O00DD0D000000O0D0O0O01IH NMR (400 MHz

, CDCl3) & 7.15 O 6.86 (bs, 1H), 3.68 (bs, 2H), 3.33 0 3.18 (m, 11H),
2.58 (t, J = 6.7 Hz, 2H), 2.46 (t, J = 7.6 Hz, 4H), 2.30 (t, J = 7.6 Hz, 4

H), 2.05 0 1.73 (m, 6H),

1.71 0 1.41 (m, 18H), 1.38 0 1.20 (m, 79H),

0.96 0 0.83 (m, 12H). ESIO MS: CeggH131N504 [M+H]* O MW O OO 1083
,0: 000 1083.1.
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0D'0000000000000000000000000000O0O0oooooaO
000000000000 O0O0O0O0O0O0O0O0O0O0O0O0O0OO0O0OOO0OOOOoOan
0000000000000 0O000O0O00OO0D0OO0ODOO0ODOoOoOooOooooan
000000000000 O0O0O0O0O0O0O0O0O0D0O0O0O0OOO0OOOOOOOooOaOn
00000000 O00YH NMR (400 MHz, CDCl3) & 3.28 (dd, J = 7.8, 7.4
z, 4H), 3.19 (dd, J = 7.5 Hz, 4H), 2.34 (s, 3H), 2.30 0 2.17 (m, 7H), 1
.63 (dt, J = 14.8, 7.6 Hz, 6H), 1.52 (td, J = 14.4, 7.4 Hz, 12H), 1.39 O
1.19 (m, 40H), 0.92 0 0.87 (m, 12H)., ESI-MS: C41Hg3N303 [M+H]* O M
W OOO 650.66, 00O 650.85.
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0000000000000 000000000000000000000040
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0D'0000000000000O0000000000000000000000
000000000000 O0O0O0O00O0O00O0O0O0O0O0OO0OO0O0OOoO0OOoOoOoooan
000000000000 O0O0O0O00O0O00O00O0O0O0O0O0O0OOO0O0OOO0Ooooan
000000000000 00O000O000O000D0O0D0OODO0DOoO0OooooooaOn
00000000000 O000O000O0YH NMR (400 MHz, CDCl3) & 3.64
J = 6.5 Hz, 2H), 3.27 (dd, J = 10.8, 4.4 Hz, 4H), 3.22 0O 3.16 (m, 4H
, 2.45 (s, 1H), 2.29 0 2.24 (m, 4H), 1.81 (s, 1H), 1.62 (dt, J = 16.1, 7
.7 Hz, 7H), 1.50 (dd, J = 14.4, 7.2 Hz, 15H), 1.40 0 1.19 (m, 42H),

0 0.85 (m, 12H), ESI-MS: Cas5Hg1N3O3 [M+H]* O MW 000 722.72, O
722.80.
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000000000000 O00O0O00O0O00O0O00O0O00O0O0O0O0O00O000O0an
000000000000 O0O0O0O0O0O0O0O0O0O0DO0O0O0OOO0OOO0OOoOoOoooan
00000000 O0YH NMR (400 MHz, CDCl3) & 3.30 O 3.24 (m, 4H),
2 0 3.14 (m, 4H), 2.63 0 2.59 (m, 3H), 2.47 (t, J = 17.2 Hz, 3H),
30 0 2.23 (m, 4H), 1.75 0 1.57 (m, 8H), 1.57 0 1.42 (m, 9H), 1.29 (m,
52H), 0.91 0 0.84 (m, 12H), ESI-MS: Ca9HggN30O2 [M+H]* O MW 0O OO
762.78, 000 762.81.
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000000000000 00O0C0O0O0000O0OO0O0O0O0O0O0OO0O0O0ONDoOooOoooan
DDDDDDDDDDDDDDDDDDDDDDDlH NMR (600 MHz, CDCl3) & 3
.64 (t, J = 6.5 Hz, 2H), 3.27 (dd, J = 10.9, 4.4 Hz, 4H), 3.21 0 3.17 (m,

4H), 2.41 (s, 1H), 2.28 O 2.25 (m, 4H), 1.67 O 1.57 (m, 10H), 1.57 O
1.46 (m, 11H), 1.46 0O 1.35 (m, 6H), 1.35 0 1.21 (m, 55H), 0.91 O 0.85

(m, 12H), ESI-MS: Cs3H107N303 [M+H]* 0O MW 000 834.84, 000 834.70.
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0000000000000 000D0D00000O0O0O00000O0D0000DO0O0OO0Oo0o0an
000000000000 0000O0O0O00D00OOO0O00NO0O0OOO0O0O0ONDoOooOoooan
0000000000 O0O00YH NMR (400 MHz, CDCI3) 8 3.30 O 3.24 (m, 4
H), 3.22 0 3.15 (m, 4H), 2.33 0 2.23 (m, 7H), 2.20 (s, 3H), 1.73 0 1.5
8 (m, 10H), 1.58 0 1.40 (m, 12H), 1.37 O 1.20 (m, 71H), 0.92 0 0.84
(m, 12H), ESI-MS: C57H115N302 [M+H]* 0 MW 000 874.91, 000 875.60.
oooo0oo
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00000000000000000000000000040
000D0'0000000000000D0000000000000000000000
000000000000 0000O0000000O00000000000ooO0Oo0onan
000000000000 0000D000000000000000000000000
000000000000 00000000000O0000000O000ooooooan
0000000000000 000D000000000000000000000000
00000000000 0000YH NMR (400 MHz, CDCl3) & 3.65 (t, J = 6.4
Hz, 2H), 3.32 0 3.23 (m, 4H), 3.22 0 3.12 (m, 4H), 2.52 (s, 1H), 2.30

0 2.22 (m, 4H), 1.62 (dt, J = 15.0, 7.5 Hz, 12H), 1.57 0 1.43 (m, 14H),
1.34 0 1.21 (m, 70H), 0.91 O 0.84 (m, 12H), ESI-MS: Cg1H123N303 [M+
H1* O MW 000 946.97, 00O 946.73.
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00000000004 NMR (600 MHz, CDCI3) & 3.29 O 3.25 (m,
H), 3.21 O 3.16 (m, 4H), 2.28 (dt, J = 15.4, 8.4 Hz, 8H), 2.19 (t, J = 2
.8 Hz, 3H), 1.67 0 1.58 (m, 15H), 1.57 O 1.40 (m, 12H), 1.35 0 1.20 (
m, 87H), 0.88 (t, J = 7.0 Hz, 12H), ESI-MS: CgsH131N302 [M+H]* O MW
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000 987.03, 000 986.87.
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000D0'00000000000000000000000000000000000
000000000000 0000D000000000000000000000000
000000000000 0000000000000000000000000000
0000000000000 000D0O000000D0000000O0000000000
IZIDDDDDDDDDDDDDDDDDDDDDDlH NMR (600 MHz, CDCl3) & 3
.63 (t = 6.5 Hz, 2H), 3.27 (dd, J = 10.7, 4.5 Hz, 4H), 3.22 0 3.15 (m,

4H), 2.43 0 2.33 (m, 6H), 2.29 O 2.23 (m, 4H), 1.69 (s, 4H), 1.65 O 1.
34 (m, 24H), 1.34 0 1.19 (m, 88H), 0.91 O 0.84 (m, 12H), ESI-MS: Cgg
H139N303 [M+H]* O MW O0O0O0O 1059.09, OO0 1058.89.
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DCM, =8, 16 h

H
NN TN TN
o~ NaCNBHS o
o MeOH, AcOH
H
wa

Pk 6 B 16h
o]

1-69; R = Me
I-71; R = 5-EFOF S RUFIL
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000000000000000000a0
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000000000000 0000D0000000D00000000000000000
000000000000 0000O0O0D0000O0O0D00O000O0O0O0O0OoOooOonoan
000000000000 0000D000000000000000000000000
00000000000 00000O0YH NMR (400 MHz, CDCI3) & 3.32 0 3.23
(m, 4H), 3.23 0 3.14 (m, 4H), 2.75 0 2.37 (m, 7H), 2.26 (t, J = 8.3 Hz,
4H), 1.71 0 1.58 (m, 8H), 1.50 (dq, J = 14.4, 7.2, 6.8 Hz, 8H), 1.37 O
1.18 (m, 52H), 0.92 0 0.82 (m, 12H). ESI-MS: CagHggN302 [M+H]* O M
W OOO 762.78, 000 762.88.
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000000000000000000000000000040
0O00D0'00000000000000000000000000000000000
0000000000000 000D000000000000000000000000
O0C0O0O000000O0000O0C0O0O0O00D0O0OO0O0O0O0O0D0OOO0O0O0ONDoOooOoOooan
0000000000000 000D0D00000O0O0O00000O0D0000DO0O0OO0Oo0o0an
000000000000 000000000000O0YH NMR (400 MHz, CDCl3-d)

& 5.52 (t, J = 5.6 Hz, 2H), 3.66 (t, J = 6.2 Hz, 2H), 3.24 (q, J = 6.6 Hz,
4H), 3.02 0 2.94 (m, 2H), 2.77 (m, 5H), 2.04 0O 1.89 (m, 4H), 1.67 O 1
.13 (m, 86H), 0.94 0 0.78 (m, 13H). ESI-MS: C53H107N303 [M+H]* O M
W OODO 834.84, 000 834.98.
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goooobodo ooboobooboboobboobooboobooboboobooboaoao
0000000000000 00D0D000O0O0ESI-MS: C13H27NO3Na [M+Nal* O
MW OO0 268.35, 000 268.31.
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00000000000 000O0DOESI-MS: CgH21NO [M+H]* O MW OO0 160.
28, 000 160.21.
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MS: C25H51NO2 [M+H]* O MW OO0 398.70; 0 OO 398.41.
gooooao

gopgooooooogpooogooogooaoooagoogopogopgagooagoogi

g

O

uoboboooboobooobooobooooboboobobooobooobooboooboooodan
ooooooooouoooooooooooobooobobobbDbODoODboODOoOboODOoOOoOD0ODno
O000D0D00O0D0O0O0OESI-MS: Ca5H49NO2 [M+H]Y O MW 000 396.68; O
396.45.
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og'coooo0oooooooooooooooooboobDbODbODbODbODbODbODOOnn
ugoobooobooboooooobooooboooobooobooboobooooboaoadan
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000000000000 00O000O000O000O000O000O0000000
000000000000 0C0O0O00O0O0O0O0O00O0O0OOO0O0OOOO0oOOoOoooaO
000000000000 00O00000000000000H NMR (400 M
z, CDCl3) & 3.40 O 3.34 (m, 2H), 3.31 0 3.24 (m, 2H), 3.01 (s, 3H),
2.92 (s, 2H), 2.68 0 2.22 (m, 8H), 1.78 0O 1.46 (m, 16H), 1.45 0 1.36
(m, 4H), 1.27 (m, 53H), 0.87 (t, J = 6.8 Hz, 12H). ESI-MS: C51H103N30>
[M+H]* O MW OO0 790.81; 00O 790.73.
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0000000000000 0000O0000000000000000000
0000000000000 0000O0O000O0C0OO0O0O00DOoOOoOOOoonooan
0000000000000 000O0000000000000000H NMR (400
MHz, CDCl3) & 3.64 (t, J = 6.5 Hz, 2H), 3.41 0 3.34 (m, 2H), 3.32 O 3.
25 (m, 2H), 3.01 (s, 3H), 2.92 (s, 3H), 2.64 0 2.51 (m, 2H), 2.49 0 2.3
4 (m, 6H), 1.74 (bs, 6H), 1.65 0 1.53 (m, 8H), 1.43 (m, 14H), 1.26 (m,

56H), 0.87 (t, J = 6.8 Hz, 12H). ESI-MS: C55H111N303 [M+H]* O MW O

00 862.87, 000 862.69.
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000000000 YH NMR (400 MHz, CDClg) & 3.63 (t, J = 6.5 Hz, 2H), 3
.32 0 3.23 (m, 4H), 3.23 0 3.14 (m, 4H), 2.44 0 2.34 (m, 6H), 2.27 (t,
J = 7.5 Hz, 4H), 1.79 0 1.39 (m, 26H), 1.26 (m, 59H), 0.88 (td, J = 6.8,
3.1 Hz, 12H). ESI-MS: Cs7H115N303 [M+H]* O MW OO0 890.90, 000
890.81.
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27 (dd, J = 15.1, 7.5 Hz, 8H), 2.18 (s, 3H), 1.72 0 1.58 (m, 10H), 1.57
0 1.41 (m, 13H), 1.38 0 1.18 (m, 67H), 0.88 (td, J = 6.8, 3.1 Hz, 12H),
ESI-MS: Cs55H111N302 [M+H]* O MW 000 846.88, 000 846.51.
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0 2.20 (m, 10H), 1.84 (s, 3H), 1.67 0 1.58 (m, 4H), 1.57 0 1.39 (m, 1
2H), 1.28 (mi, 71H), 0.88 (td, J = 6.8, 3.1 Hz, 12H), ESI-MS: CgoH122N24
O, [M+H]* O MW OO0 931.97, 00O 931.98.
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), 2.30 0 2.23 (m, 4H), 1.84 0 1.68 (m, 9H), 1.67 O 1.58 (m, 4H), 1.57
0 1.37 (m, 12H), 1.26 (mi, 71H), 0.88 (td, J = 6.7, 3.0 Hz, 12H), ESI-M
S: Ce2H124N402 [M+H]* O MW OO0 957.98, 00O 957.92.
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4H), 1.50 (m, 12H), 1.37 O 1.18 (m, 68H), 0.87 (t, J = 6.8 Hz, 12H).
I-MS: Cs7H115N302 [M+H]* O MW 000 874.91, 000 874.56.
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11H25N [M+H]* O MW 000 172.21; 000 172.25.
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O0O0O0O0O0O00YH NMR (400 MHz, CDCl3) 8 3.38 O 3.14 (m, 6H), 2.92 (
d, J = 23.1 Hz, 3H), 2.33 0 2.22 (m, 8H), 2.18 (s, 3H), 1.67 0 1.59 (m,
4H), 1.57 O 1.40 (m, 10H), 1.37 O 1.21 (m, 55H), 0.87 (q, J = 3.8 Hz,
9H). ESI-MS: CagHg7N302 [M+H]* O MW 000 748.77; 000 748.68.
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5.4 Hz, 2H), 3.37 O 3.15 (m, 7H), 2.93 (d, J = 23.4 Hz, 3H), 2.56 (t, J =
5.3 Hz, 2H), 2.47 0 2.37 (m, 4H), 2.33 0 2.22 (m, 4H), 1.62 (s, 5H), 1.

57 0O 1.38 (m, 11H), 1.36 0 1.17 (m, 58H), 0.92 0 0.83 (m, 9H). ESI-M
S: C49HggN303 [M+H]* O MW OO0 778.78; 000 778.85.
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H), 3.23 0 3.15 (m, 4H), 2.41 0 2.32 (m, 6H), 2.31 0 2.22 (m, 4H), 1.

69 0 1.34 (m, 24H), 1.35 0 1.19 (m, 61H), 0.92 O 0.83 (m, 12H). ESI
OMS: Cs7H115N303 [M+H]* O MW 000 890.9; 000 891.0.
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25 0 3.12 (m, 2H), 2.43 0 2.33 (m, 6H), 1.97 0 1.68 (m
, 6H), 1.64 0O 1.34 (m, 26H), 1.33 0 1.22 (m, 62H), 0.93 0 0.83 (m, 12
H). ESIOMS: Ceg1H121F2N303 [M+H]* O MW OO0 982.9; 000 983.0.
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0O 1.37 (m, 18H), 1.36 0 1.14 (m, 62H), 0.95 0 0.80 (m, 12H). ESI-MS:
Ca9Hog9gN30O3 [M+H]* O MW OO0 778.8;, 000 778.8.
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0000000000000 H NMR (400 MHz, CDCI3) & 3.67 O 3.60 (m,
H), 3.33 0 3.24 (m, 4H), 3.24 0 3.14 (m, 4H), 2.520 2.25 (m, 10H),
.86 0 1.69 (m, 4H), 1.69 O 1.35 (m, 10H), 1.35 0 1.18 (m, 60H), 0.93
0.83 (m, 12H). ESIOMS: Cs53H107N303 [M+H]* O MW OO0 834.8; O
0 834.9.
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