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H), 8.18 (d, J = 8Hz, 1H), 7.98 (s, 1H), 7.66 (dd, J = 4.0, 8.0Hz, 1H). 7.34 (s,
1H), 7.24 (d, J = 8Hz, 2H), 7.13 (d, J = 8Hz, 2H), 6.77 (s, 1H), 6.54 (bs, 1H),
6.28 (s, 1H), 5.44 (s, 2H), 5.34 (s, 2H), 3.21-3.18 (m, 2H), 3.10-2.96 (m, 3H),
2.59 (d, J = 8Hz, 2H), 1.91-1.76 (m, 3H), 1.67 (bs, 2H), 1.30 (t, J = 8Hz, 3H),
0.95 (d, J = 8Hz, 6H), 0.89 (d, J = 8Hz, 3H). ESMS C,gH,eNgOo0 O O O - 826.33;
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(Lot e R AR ME(ICSsg, nM)
BT-474 | RT-112 | SW-780
SDC-TRAP-0069 | <& hAF L 914 909 1,342
SDC-TRAP-0211 | N> Z LAF> | 249 110 | 2,341
SDC-TRAP-0098 VDA a1 22 257
SDC-TRAP-0198 | K& vy | 786 297 | >10,000
SDC-TRAP-0199 | K&V | 29 29 2.299 10
SDC-TRAP-0219 | F¥ YL E > | >10,000 | 973 | >10,000
SDC-TRAP-0200 | R¥ YA E | 32 16 651
SDC.TRAP-0068 | 7 }‘,Wﬁz A 74 202
i
SDC-TRAP-0093 | 7 }[;éﬁl;w ‘k 1,540 1287 | >10,000
SDC-TRAP-0117 | ®U ) R&Z v || 452 152 284
SDC-TRAP-0201 SN-38 1406 72 1,097
SDC-TRAP-0204 SN-38 8062 1314 | >10,000 20
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SDC-TRAP-0063 SN-38 320 83 261
SDC-TRAP-0171 | LU FX F 58 20 275
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SDC-TRAP-0196 | L+ VU F3 R 17 31 | >10,000
LY RI R >10,000 | >10,000 | >10,000
(17-AAG) 42 44 161
(SN-38) >10,000 | <10 38
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A 1
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B > SCID = 7 A (H1975)
B v
A DRD
S8 N/A
e BE N/A
BB | SDC-TRAP-0063 | DP-1 | SN-38
7R (h) M AER (1 M)
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6 1.61 0.111 0.730
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gboooad

¥ ZB’;*)“O ¥ 'i;}(w HEHIS iM) | HEHIS M) | 3G pM)

BREEY% 1h | ZEE% 10 | ZFER% 1h | BER% 1h | REE%

SDC-TRAP-# (37C) § (37°C) * (37C) § (37°C)* | 19h (37°C)
SDC-TRAP-0029 44% 47% 43% 46% 29%
SDC-TRAP-0037 = 95% - 67% 6%
SDC-TRAP-0044 - 61% - 50% 41%
SDC-TRAP-0045 34% 45% 72% 77% 50%
SDC-TRAP-0046 50% 52% 62% 65% 37%
SN-38 - 64% - 82% 52%

§: B—HE—7 o007 —%, SDC-TRAP-0044 M #E K UMEH X i SDC-TRAP-0037 Mgz ov

THOZEY 770, SN HEHARZEY— /0Bl ViAzh TS,

v b TARZEY - NEEAND, BHFOEY—7 OEFT

EHahf=7—#
oooooo
[0 OO 19]
O0D00O0DO00D0O O SDC-TRAP
0 SDC-TRAP-0117
ON1-((4-(4-(3-(2,4-000000-5-0000000000)-5-00000-4H-1,2,4-
000000-4-00)0000)00000-1-00000)000)-N8-00000000
oooo
0oooooo
ooooo

Q

O~NH

o~
o}

HO NH

HO N

h{\N)\OH

O *H NMR (400 MHz, DMSO-dg) & 11.91 (s, 1H), 11.40 (s, 1H), 9.83 (s, 1H), 9.58
(s, 1H), 9.39 (s, 1H), 7.62 - 7.54 (m, 2H), 7.35 - 7.23 (m, 4H), 7.18 - 7.10 (m,
2H), 7.05 - 6.96 (m, 1H), 6.78 (s, 1H), 6.26 (s, 1H), 3.48 (s, 2H), 3.40 (s, 4H

)., 2.97 (p, J = 6.9 Hz, 1H), 2.40 - 2.24 (m, 6H), 2.07 (t, J = 7.3 Hz, 2H), 1.54
(dt, J = 22.8, 7.3 Hz, 4H), 1.36 - 1.25 (m, 4H), 0.95 (d, J = 6.9 Hz, 6H); ESMS
Ca7HasN,0,0 0 0 0 1 699.34; 00O 0O : 700.3 (M+H)*O

000000

O SDC-TRAP-0118

O N1-((4-(2-(5-(3-(2,4-000000-5-0000000000)-5-00000-4H-1,2,

4-000000-4-00)-1H-00000-1-00)000)00000-1-00000)00
0O)-Ns-OODDODDODODODODOOOOO
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gboooad

0-NH

%

N
H I\LJ—OH

0 H NMR (400 MHz, DMSO-dg) & 11.88 (s, 1H), 11.37 (s, 1H), 9.84 (s, 1H), 9.53
(d, 3 =19.5 Hz, 2H), 7.58 (dt, J = 7.3, 1.0 Hz, 2H), 7.52 - 7.39 (m, 3H), 7.32
- 7.22 (m, 2H), 7.06 - 6.90 (m, 2H), 6.69 (s, 1H), 6.43 (d, J = 3.1 Hz, 1H), 6.2
3 (s, 1H), 4.22 (t, J = 7.1 Hz, 2H), 3.91 (s, 2H), 2.95 - 2.80 (m, 3H), 2.29 (t,
J=7.4 Hz, 2H), 2.07 (t, J = 7.3 Hz, 2H), 1.79 - 1.64 (m, 4H), 1.54 (dt, J = 2
4.2, 6.6 Hz, 5H), 1.43 (s, 1H), 1.37 - 1.25 (m, 4H), 1.16 (q, J = 12.3, 9.7 Hz,
4H), 0.80 (d, J = 6.8 Hz, 6H); ESMS C,4H,oN,0, 0000 = 751.37; 0 OO0 - 752.3 (M
+H) "0
oooooao
0000000000000 o0o00O0b0rRER2ZO0OO0OO0OOOODOODOOODOOOOO
oooooao:

HO.,

gooogodg
Oooo0ogao
HER2%; fi#
SDC-TRAP#
ICsy {(nM)

SDC-TRAP-0117 1095
SDC-TRAP-0118 2352
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¢ EDG, HOBL N
songasso 1 oo Ho™"0 OMF MO on
ARTYF 3 ATw 2 4 AFwFa

SDG-TRAP-0049
OO0o000-1:00DMFBmL)O OS5-00000000O0O160mg smmo)D OO0 OODDODOO
ooo0q@oomgimmo)D D OO OODODOOOOOSMINDOOOOCOODDOOO2(1g0 10mmol
Yooooooooooossho0DOoOOO00O0oOoooooooDbODbOobOO0oo0oOoooooao
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00000 (95:5 CH,Cl,/MeOH)O 0 0 0 0 O 0O O 3(860mgd 75%)0 0 O O

oooooo

00000 -2:MeOH(4mL)D 2N NaOHO O O (3mL)D 0 0 O O O O O O 3(800mgD 3.47mmol)0
0006000400 0000000000000 0010%HCIOO OO D000 OO OO pH2O

000D000400000000000% NMR (400 MHz, DMSO-dg) & : 12.43 (s, 1H);
11.78(s, 1H); 8.06 (d, J = 7.2 Hz, 1H); 3.82 (t, J = 6.9 Hz, 2H); 2.63 (t, J =
6.9 Hz, 2H)O

Dooooo

00000 -3:00DMF@nL)D O 0 4(42mgd 0.2mmol)0 O O O O 5(82mg0 0.2mmol)d O O

0 EDC(60mg] 0.3mmol)0 O HOBT(27mgd 0.2nmmo)0 0 0 000000 OO0 O 0 O5h0 0O

DooOoOoO0OoOOsmOO0C0O0C0D100mMOO00O0000000000000000000
0000000000000 O000000000000000000@O0O0-0000
01:10000000-0000098:2)00 0 O SDC-TRAP-0049(95mgd 80%)0 0 0 0 O O

ooooo

Dooooo

0 H NMR (400 MHz, DMSO-dg) & 11.94 (s, 1H), 11.75 (s, 1H), 9.62 (s, 1H), 9.42

(s, 1H), 8.04 (d, J = 6.9 Hz, 1H), 7.32 - 7.30 (m, 2H), 7.15-7.12 (m, 2H), 6.77
(s, 1H), 6.27 (s, 1H), 3.82 (t, J = 6.8 Hz, 2H), 3.54 - 3.33 (m, 6H), 2.90 (ddt,
J =13.9, 9.7, 5.3 Hz, 1H), 2.73 - 2.60 (m, 2H), 2.34-2.29 (m, 4H), 0.94 (dd, J
= 11.8, 6.9 Hz, 6H); ESMS CogHs,FN,0g0 O 0 0 : 593.24; 0 00 : 594.2 (M+H)*O
ooooo0

000000000000 00000000000 :

0 SDC-TRAP-0051

ON-(2-(5-(3-(2,4-0 00 000-5-0000000000)-5-00000-4H-1,2,4-0
00000-4-00)-1H-00000-1-00)000)-3-(-0000-2,4-0000 -3,4-
000000000-1H)-00)-N-0000000000

goboooo
gogooad
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N
HO ,LN/>_ OH

0 TH NMR (400 MHz, DMSO-dg) & 11.90 (s, 1H), 11.75 (s, 1H), 9.56 (s, 1H), 9.47
(d, J = 14.3 Hz, 1H), 8.04 (d, J = 6.9 Hz, 1H), 7.54 - 7.35 (m, 3H), 6.95 (td, J

= 8.9, 2.0 Hz, 1H), 6.74 (d, J = 13.6 Hz, 1H), 6.47 - 6.40 (m, 1H), 6.23 (d, J
= 4.1 Hz, 1H), 4.37 (t, J = 6.0 Hz, 1H), 4.28 (t, J = 6.5 Hz, 1H), 3.82 (t, J =
6.8 Hz, 1H), 3.60 (q, J = 6.8 Hz, 3H), 3.54 - 3.33 (m, 6H), 2.90 (ddt, J = 13.9,

9.7, 5.3 Hz, 1H), 2.73 - 2.60 (m, 5H), 2.34 (t, J = 6.7 Hz, 1H), 0.84 (dd, J
11.8, 6.9 Hz, 6H); ESMS C,gH5oFN,Og0 0 O 0 - 591.22; OO O : 592.1 (M+H)*D
0ooooo
0 SDC-TRAP-0048
ON-(2-(2-(5-(3-(2,4-0 0 0000-5-0000000000)-5-00000 -4H-1,2,4-
000000-4-00)-1H-00000-1-00)0000)000 )-3-(5-000 0 -2,4-0
000-3,4-000000000-12H)-00)0000000
0Dooooaon
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~
A

N
\ §_\<NH
o Qj ~
l\L}—OH

0 H NMR (400 MHz, DMSO-dg) & 11.88 (s, 1H), 11.77 (s, 1H), 9.56 (s, 1H), 9.48
(s, 1H), 8.00 (t, J = 5.6 Hz, 1H), 7.93 (d, J = 6.8 Hz, 1H), 7.50 (d, J = 8.7 Hz
, 1H), 7.41 (t, J = 2.1 Hz, 2H), 6.93 (dd, J = 8.6, 2.1 Hz, 1H), 6.73 (s, 1H), 6
.43 (d, J = 3.2 Hz, 1H), 6.23 (s, 1H), 4.31 (t, J = 5.3 Hz, 2H), 3.81 (t, J = 6.
6 Hz, 2H), 3.67 (t, J = 5.4 Hz, 2H), 3.57 (s, 1H), 3.48 - 3.31 (m, 13H), 3.15 (g
J =5.6 Hz, 2H), 2.90 (p, J = 6.8 Hz, 1H), 2.45 (t, J = 6.7 Hz, 2H), 0.83 (d,

J = 6.9 Hz, 6H); ESMS CyoHgoFN,0,0 000 1 621.23; 00 0 : 622.2 (M+H)*D
oooooQ

[ SDC-TRAP-0050

ON-(2-(2-(5-(3-(2,4-0 0 0000-5-0000000000)-5-00000-4H-1,2,4-
000O000-4-00)-1H-00000-1-00)0000)000 )-3-(5-0000 -2,4-0
000-3,4-000000000-1CH)-00)-N-0000000000

oooooo

ooooo

~7,

G -

O H NMR (400 MHz, DMSO-dg) & 11.88 (s, 1H), 11.76 (s, 1H), 9.56 (s, 1H), 9.49
(d, J = 3.0 Hz, 1H), 8.03 (d, J = 6.8 Hz, 1H), 7.49 (d, J = 8.7 Hz, 1H), 7.45 -
7.32 (m, 2H), 6.92 (dd, J = 8.6, 2.1 Hz, 1H), 6.73 (d, J = 1.6 Hz, 1H), 6.41 (dd
, J =13.7, 3.1 Hz, 1H), 6.23 (s, 1H), 4.32 (g, J = 5.2 Hz, 2H), 3.88 (s, 2H), 3
.80 (td, J = 6.9, 3.6 Hz, 2H), 3.71 - 3.63 (m, 2H), 3.47 (dd, J = 19.9, 8.3 Hz,
7H), 2.90 (00O, J = 7.0 Hz, 1H), 2.80 (s, 2H), 2.76 - 2.60 (m, 4H), 0.84 (d,
= 6.9 Hz, 6H); ESMS Cg HasFN,0,0 00 O : 635.25; 000 : 636.2 (M+H)* O
0Doooao

SDC-TRAP-0009

1-(2-(5-(3-(2,4-0 00 000-5-0000000000)-5-00000-4H-1,2,4-0
0000-4-00)-1H-00000-1-00)000)-3-(-0000-2-000-1,2-00
000000 -4-00)00

Do0ooao
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00000
OH
0 0
HN-4 N
HN—¢  NH

HO N/“/ '*&__,
D

0 H NMR (400 MHz, DMSO-dg) & 11.86 (s, 1H), 9.52 (s, 1H), 9.46 (d, J = 4.8 Hz,
1H), 8.10 - 7.82 (m, 2H), 7.59 - 7.39 (m, 3H), 6.95 (t, J = 7.7 Hz, 1H), 6.73 ( 10
d, J = 9.6 Hz, 1H), 6.44 (dd, J = 16.8, 3.3 Hz, 1H), 6.22 (s, 1H), 4.31 (dt, J =
12.6, 6.4 Hz, 2H), 3.57 - 3.48 (m, 2H), 2.90 (h, J = 7.1 Hz, 1H), 0.84 (t, J =
7.8 Hz, 6H); ESMS (CogHosFNgO5)O 0 00 : 548.2; 000 : 549.1 (M+H)O
Do0o0o00
0 SDC-TRAP-0025
02-(5-(3-(2,4-000000-5-0000000000)-5-00000-4H-1,2,4-000
000-4-00)-1H-00000-1-00)000G-0000-2-000-1,2-000000
000-4-00)000000
Do0o0o0Q0
Doooao 20

OH

0 TH NMR (400 MHz, 00000 -dy) & 7.77 (d, J
Hz, 1H), 7.51 (d, J = 2.0 Hz, 1H), 7.42 (t, J = 3.9 Hz, 1H), 7.07 (dd, J = 8.7,

2.1 Hz, 1H), 6.51 (g, J = 3.4 Hz, 2H), 6.26 (d, J = 2.7 Hz, 1H), 4.57-4.47 (m, 4 30
H), 2.84 (q, J = 6.8 Hz, 1H), 0.61 (d, J = 6.8 Hz, 6H); ESMS (CogHo4FN,0g)0 O O
0:549.2; 000 : 550.2 (M+H)O

oooooQ

0 SDC-TRAP-0013
ON-(2-(5-(3-(2,4-000000-5-0000000000)-5-00000-4H-1,2,4-0

O

O

O

.3 Hz, 1H), 7.61 (d, J = 8.6

1]
o o0

oooDb-4-00)-1H-00000-1-D0OHY0O00O0)-2-(5-0000-2,4-0000-3,4-
OoooDoOOoO0O0-1H)-co)H)yoooooo
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goooaon
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0 H NMR (400 MHz, DMSO-dg) & 11.85 (s, 2H), 9.53 (s, 1H), 9.45 (s, 1H), 8.34 (
t, J =5.6 Hz, 1H), 7.96 (d, J = 6.7 Hz, 1H), 7.51 - 7.38 (m, 3H), 6.95 (dd, J =
8.6, 2.1 Hz, 1H), 6.78 (s, 1H), 6.43 (d, J = 3.1 Hz, 1H), 6.22 (s, 1H), 4.23 (d
,J =7.9 Hz, 3H), 3.46 - 3.34 (m, 2H), 3.35 - 3.26 (m, 1H), 2.98 - 2.88 (m, 1H)
, 0.88 (d, J = 6.9 Hz, 6H). ppm; ESMS C,,H,cFN,O0g0 O 0O O - 563.2; 0 00O : 563.9
M + HDO
gooooo
0 SDC-TRAP-0137
01-2-(4-(2-(5-(3-(2,4-000000-5-0000000000)-5-00000-4H-1,2
LA-0O0o0Dooo-4-00)-1H-O0D0O0ODOO-1-00)00O0)oOooDOooO-1-00)-2-000
obDoO)-5-0000000D0O0O-2,4(1H,3H)-00 0O

goboooo
gogooad
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N 0
atate
O F
N
\
HO

N
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HO N‘r\%—

0 MM NMR (400 MHz, 0O OO OO -d) & 7.57 (d, J = 2.4 Hz, 1H), 7.44 (dt, J = 6.
5, 3.1 Hz, 1H), 7.40 - 7.28 (m, 3H), 7.19 (g, J = 3.3 Hz, 1H), 7.12 (dg, J = 8.6
, 3.8, 3.0 Hz, 1H), 6.52 (q, J = 3.3 Hz, 1H), 6.44 - 6.27 (m, 2H), 4.74 - 4.35 (
m, 2H), 4.34 - 4.16 (m, 2H), 4.09 (ddt, J = 19.4, 7.6, 3.9 Hz, 1H), 3.43 - 3.28

(m, 1H), 3.18 - 2.96 (m, 2H), 2.84 (qd, J = 8.1, 5.3 Hz, 1H), 2.63 (t, J = 12.4

Hz, 1H), 1.93 - 1.68 (m, 4H), 1.45 - 1.06 (m, 3H), 0.48 (dt, J = 6.4, 3.0 Hz, 6H
). ppm; ESMS CgoHasFN,OgD O 0O 0O : 631.3; 000 : 632.2 (M + HY)O

oooooo
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gboooad

HER2477 &
ICsy (nM)
SDC-TRAP-0049 | >5000
SDC-TRAP-0048 | >5000
SDC-TRAP-0050 | >5000
SDC-TRAP-0051 | >5000
SDC-TRAP-0013 | >5000
SDC-TRAP-0137 | >5000

SDC-TRAP-#

Do0o0o0Q

[0 OO 21]

00000000 O SDC-TRAP

0 SDC-TRAP-0150

0 (3S,8R,9S,10R,13S,14S)-10,13-0 0 0 0 -17-(0 0O O O -3-0 0 )-2,3,4,7,8,9,10,11,1
2,13,14,15-0 0 0000-1H-0 00000 [@0 000000 -3-0 0 4-(4-(3-(2,4-0 O
0000-5-0000000000)-5-00000-4H-1,2,4-000000-4-00)00
00)00DO00O0-1-00000000

0Do0oOooo
Doooo
HO N
OH
L T
OH N—N

0 H NMR (400 MHz, DMSO-dg) & 11.94 (s, 1H), 9.61 (s, 1H), 9.41 (s, 1H), 8.59 (
dd, J = 2.3, 0.9 Hz, 1H), 8.43 (dd, J 4.8, 1.6 Hz, 1H), 7.76 (dt, J =8.1, 1.9
Hz, 1H), 7.38 - 7.27 (m, 3H), 7.18 - 7.10 (m, 2H), 6.78 (s, 1H), 6.26 (s, 1H),
6.12 (s, 1H), 5.38 (d, J = 4.9 Hz, 1H), 4.34 (tt, J = 10.8, 4.8 Hz, 1H), 3.47 (s
, 2H), 2.97 (p, J = 6.9 Hz, 1H), 2.36 - 2.16 (m, 7H), 2.05 (dt, J = 15.2, 8.2 Hz
, 3H), 1.82 -1.46 (m, 8H), 1.40 (td, J = 12.2, 5.0 Hz, 1H), 1.03 (d, J = 5.6 Hz,
8H), 0.95 (d, J = 6.8 Hz, 6H).; ESMS C, HggNgOsO 0 O 0O 1 784.43; 0O O : 785.3

(M+H)* O

gooooo

0 SDC-TRAP-0151

o (3s,8R,9S,10R,13S,14S8)-10,13-0 0 0 0 -17-(u 0o o -3-00d)-2,3,4,7,8,9,10,11,1
2,13,14,15-0 0 0000 -1H-0 00000 [0 0000 00 -3-0 0 (2-2-(5-(3-(2,4-
0D0DO00O0o0-5-0000000000)-5-00000-4H-1,2,4-000000 -4-00)-
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IH-O0O0O00OC0O-1-0D0H)0O0Oog)ooo)yoooooao

opoooog
goooboag
X
HO.

0 *H NMR (400 MHz, DMSO-dg) & 11.88 (s, 1H), 9.55 (s, 1H), 9.47 (s, 1H), 8.60 (
d, J =2.4 Hz, 1H), 8.44 (dd, J = 4.7, 1.6 Hz, 1H), 7.77 (dt, J = 8.2, 1.9 Hz, 1
H), 7.50 (d, J = 8.7 Hz, 1H), 7.44 - 7.30 (m, 3H), 7.06 (q, J = 6.4, 5.7 Hz, 1H)
, 6.91 (dd, J = 8.7, 2.0 Hz, 1H), 6.73 (s, 1H), 6.40 (d, J = 3.1 Hz, 1H), 6.22 (
s, 1H), 6.12 (dd, J = 3.3, 1.8 Hz, 1H), 5.38 (d, J = 4.9 Hz, 1H), 4.32 (g, J =5
.8, 5.3 Hz, 3H), 3.67 (t, J = 5.3 Hz, 2H), 3.08 (g, J = 5.8 Hz, 2H), 2.96 - 2.84
(m, 1H), 2.33 - 2.17 (m, 3H), 2.11 - 1.96 (m, 3H), 1.87 - 1.35 (m, 8H), 1.12 -
1.00 (m, 8H), 0.83 (d, J = 6.9 Hz, 6H); ESMS C,gHsgNgOgD O O O = 812.43; 0 OO :
813.3 (M+H)™*O
oooooao
0 SDC-TRAP-0153
0 (3s,8R,9S,10R,13S,14S8)-10,13-0 0 0 0 -17-(0 00 0O -3-0 O )-2,3,4,7,8,9,10,11,1
2,13,14,15-0 0 0000 -1H-0 00000 @O0 00000 -3-004-(4-(3-(2,4-00
0000-5-0000000000)-5-00000-4H-1,2,4-000000-4-00)00
00) O0DDO0OO0-1-00000000

oooooo
ooooo

_ Y

JSQUL
N~ O
HO [
OH
.y
oH NN

O *H NMR (400 MHz, DMSO-dg) & 11.93 (s, 1H), 9.61 (s, 1H), 9.43 (s, 1H), 8.59 (
s, 1H), 8.43 (dd, J = 4.8, 1.6 Hz, 1H), 7.76 (dt, J = 8.2, 2.0 Hz, 1H), 7.38 - 7
.29 (m, 1H), 7.18 (d, J = 8.6 Hz, 2H), 7.14 - 7.06 (m, 2H), 6.75 (s, 1H), 6.27 (
s, 1H), 6.12 (dd, J = 3.1, 1.7 Hz, 1H), 5.38 (s, 1H), 4.33 (tt, J = 10.9, 4.7 Hz
, 1H), 3.94 (d, J = 12.6 Hz, 2H), 2.96 (p, J = 6.8 Hz, 1H), 2.67 (s, 2H), 2.37 -
2.16 (m, 3H), 2.04 (td, J = 14.7, 13.8, 4.7 Hz, 3H), 1.87 - 1.60 (m, 6H), 1.53
(d, J = 12.9 Hz, 5H), 1.40 (td, J = 12.2, 5.0 Hz, 1H), 1.13 - 0.90 (m, 15H); ESM
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S C,gHs-NgOs0 OO 0O = 783.44; 00O :
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SDC-TRAP-#
ICsq (nM)
SDC-TRAP-0150 1407
SDC-TRAP-0151 1194
SDC-TRAP-0153 6336
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O SDC-TRAP-0211

04-5-(0O0@-000000)000)-1-000-1H-000[d]000 000 -2-00)-N-
(2-(2,4-000000-5-00000000000)0000000-5-00)I00000

gboooaod
ugbooaod

N"N-cl

f

HO o]
OH cl
@ (b
O
O
O
O
ooao
oooooao
O
7

H N
N N
Q
N

NN g

N

Cl
HC (8]

OH
SDC-TRAP-0211

DMF(2mL)0 0 (5-0 000000000 -2-00)(,4-000000-5-0000000
00)I0O00 (@D0.1mmol)J 0000000 (bO0.1mmol)d O HATU(O.1mmol)D O O O
000160 0000000050m0000000S50mx 20 EtOACD 00000000
0000000000000 00O0SDC-TRAP-02110 O O O O (25mgl 0.04mmol)C O O

14 NMR (400 MHz, 000000 -d) & 7.62 (s, 1H), 7.41 (s, 1H), 7.28 (s, 1H),
.20 (t, J = 9.3 Hz, 2H), 6.96 (d, J = 2.3 Hz, 1H), 6.80 (dd, J = 8.9, 2.4 Hz, 1

H), 6.38 (d, J = 2.5 Hz, 1H), 5.00 (d, J = 5.3 Hz, 4H), 3.77 - 3.68 (m, 6H), 3.6
1 (t, J=6.7 Hz, 4H), 3.25 (p, J =

(d, J = 14.8 Hz, 4H), 2.20 (dqg, J
S CauHzoCIoNS0,0 00 O :

gbooooog
O SDC-TRAP-0039

651.2; OO

6.9 Hz, 1H), 2.97 (t, J = 6.8 Hz, 2H), 2.49
20.9, 7.1 Hz, 2H), 1.31 - 1.17 (m, 6H).; ESM
0 : 652.0 (M + H"O
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04-(5-(00(-000000)I00)-1-000-1H-000[d]0J 00000 -2-00)-N-
(-(5-(3-(2,4-000000-5-0000000000)-5-00000-4H-1,2,4-000
000-4-00)-1H-00000-1-00)000)-N-000000000

000000

Doooo

\ O
N \
l 3 :@\N/\/Cl
10
N._OH i'
N

HO T

Y\
N.-—
OH

0 *H NMR (400 MHz, DMSO-dg) & 11.85 (d, J = 1.9 Hz, 1H), 9.61 (s, 1H), 9.58 (s,
1H),7.50-7.32(m,4H), 6.92 - 6.74 (m, 4H), 6.42 (s,1H), 6.22 (d, J = 1.6 Hz, 1H
), 4.38-4.30 (m, 2H), 3.71 - 3.58 (m, 14H), 2.95 - 2.73 (m, 3H), 2.40 - 2.35 (m,
2H), 1.90-1.98 (m, 2H), 0.84 (dd, J = 6.9, 4.4 Hz, 6H); ESMS CggH,,4CI-Ng0,0 O
O0: 746.29; 00O : 747.3 (M+H)*O
oooooo 20
0 SDC-TRAP-0040
04-G-(0O0@E-000000)000)-1-000-1H-000[d]000000-2-00)-N-
-(2-(5-(3-(2,4-000000-5-0000000000)-5-00000-4H-1,2,4-00
0000-4-00)-1H-00000-1-00)0000)000)-N-00000000DO

oooooad
O
ey
; L
s \
N

00000
)

c
NN 30

Ho ¢

N

OH I&-—N}FOH

0 H NMR (400 MHz, DMSO-dg) & 11.86 (d, J = 1.9 Hz, 1H), 9.60 (s, 1H), 9.55 (s,
1H),7.49-7.28(m,4H), 6.95 - 6.87 (m, 2H), 6.73 - 6.70 (m, 2H), 6.39 (s,1H), 6.

24 (d, J = 1.6 Hz, 1H), 4.30 (dt, J = 16.3, 5.2 Hz, 2H), 3.73 - 3.62 (m, 13H), 2
.86 - 2.73 (m, 6H), 2.41 - 2.35 (m, 2H), 1.93 (dd, J = 10.0, 5.1 Hz, 2H), 0.84 (

dd, J = 6.9, 4.4 Hz, 6H); ESMS C,oH4sCIoNgOs0 OO 0z 790.31; 0O O : 791.3 (M#H 40

'O

oooooQ

[ SDC-TRAP-0069

04-G-(0O0@-000000)000)-1-000-1H-000[d0 00000 -2-00)-1-
(4-(4-(3-(2,4-000000-5-0000000000)-5-00000-4H-1,2,4-00 O

000-4-00)I000)I0000-1-00)000-1-00

oooooo
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gboooad

|
N
N

vd

0 H NMR (400 MHz, DMSO-dg) & 11.93 (s, 1H), 9.61 (s, 1H), 9.41 (s, 1H), 7.31 (
dd, J = 8.5, 4.6 Hz, 3H), 7.18 - 7.10 (m, 2H), 6.91 (d, J = 2.3 Hz, 1H), 6.82 -
6.74 (m, 2H), 6.27 (s, 1H), 3.71-.3.68 (m,10H), 3.65 (s, 3H), 3.43 (dd, J = 12.5
7.2 Hz, 6H), 2.96 (h, J = 6.9 Hz, 1H), 2.82 (t, J = 7.4 Hz, 2H), 2.44 (t, J =

~ v

.2 Hz, 2H), 2.31 (dt, J = 26.0, 5.1 Hz, 4H), 1.97 (d, J = 11.4 Hz, 2H), 0.94 (d
, J = 6.8 Hz, 6H); ESMS CygH,sCloNg0,0 O 0O O : 748.30; O O O : 749.1 (M+H)™D
Ooooooao
gobboobooobo0obDbO0oU0ObbDHER2ZDODODODDODODOODDODOUODDOUODDOO
gooogno:
gogoboogad
ooooo

HER2455 i
SDC-TRAP-#
ICs (nM)

SDC-TRAP-0039 2925
SDC-TRAP-0040 4741
SDC-TRAP-0069 1232
SDC-TRAP-0211 289

Do0o0o00

[0 OO 23]

000000000 SDC-TRAP

0 SDC-TRAP-01340 O :(R)-4-(4-((4-(4-(4-(6-0 0 0 -5-(1-(2,6-0 000 -3-000 00
000)IO00DO0)I0OO0O0-3-00)-1H-00000-1-00)00000-1-00000)0
0000-1-00)000)0000)-5-(2,4-000000-5-0000000000)-N-
000-4H-1,2,4-000000-3-0000000

Do0o0o00

Doooo

i TaP, DMAP

& SNF=T SDC-TRAP-0T34

O5mL THFO O 1-(4-(3-(2,4-0 00000 --00000DCOOO)-5-(@OuODbOOO
O0)-4H-1,2,4-000000-4-00)H0000)H)I00O0O00-4-00000 (ad 25mgd 0.0
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Smmol)d0 000 0O OO (23mgd 0.05mmol)0 DMAP(O-.1mmol)O O T3P(O0.10mmol)O O O O O O
O00o0O0o0OO0oO0so0O01doOoooOooooO0onaoi1oomld IM NaHCOgO O O O EtOA
c0000000ooo0oDoDoo0DooUo0oooooooDDoODOoDoUoDoOoooDooooDoO@E
-4-(4-((4-(4-(4-(6-0 00 -5-(1-(2,6-0 000 -3-00000000)I0D0O0)IO0O
0-3-00)-1H-00000-1-00)00000-1-00000)00000-1-00)d00d
yYbooo)-5-(2,4-000000-5-0000000000)-N-000-4H-1,2,4-000
O000-3-0000000 (SbC-TRAP-01340 20mg)0 D0 DO OO ODOO

ogooooao

0 *H-NMR (CDCl3) & & 7.7 (d, 1H, J=4), 7.5 (m, 4H), 7.4 (m, 1H), 7.3 (m, 3H), 7.
0 (t, 1H, J=8), 6.9 (d, 1H, J=%), 6.54 (s, 1H), 6.50 (s, 1H), 6.1 (q, 1H, t=8),
4.95 (s, 2H), 4.8 (m, 1H), 4.4 (m, 1H), 4.1 (m, 1H), 3.57 (s, 1H), 3.4(m, 1H), 2
.8 (m, 1H), 2.6 (m, 1H), 1.8-2.2 (m, 12H), 1.9 (d, 3H, J=8), 1.7 (m, 1H), 1.2 (m
, 6H), 0.7 (d, 6H, J=8) ppm; ESMS C,gH53CIFN,,0s0 O 0 Oz 938.4; 0O 0O : 939.4
M + HDO

gooooao

O SDC-TRAP-0139:

O (R)-4-(4-((2-(4-(4-(6-0 0 0 -5-(1-(2,6-0 000 -3-00000000)I000)I
000-3-00)-1H-00000-1-y)DO0D0OO00-1-00)-2-000000)C00)00
oooo)yYonooo)-5-(,.4-000000-5-0000000000)-N-000-4H-1,2,4
-Jogoooo-3-0000000

oooooo
ooooao

F
A C'@

Q N
N e

of

O T
HO ;:>H—<z?§L‘NH
N 2
N
o A“ﬁ)—CONHB

0 TH-NMR (CDClg) & 7.7 (m, 3H), 7.57 (s, 1H), 7.53 (s, 1H), 7.4 (m, 3H), 7.3 (m
, 1H), 7.0 (t, 1H, J=8), 6.89 (s, 1H), 6.51 (s, 1H), 6.45 (s, 1H),m 6.1 (t, 1H,
J=8), 4.89 (s, 2H), 4.7 (m, 1H), 4.4 (m, 2H), 4.1 (m, 1H), 3.4 (m, 2H), 3.2 (m,
2H), 2.9 (m, 2H), 2.2-2.4 (m, 2H), 2.1 (m, 2H), 1.9 (d, 3H, J=8), 1.2 (m, 6H), O
.7 (d, 6H, J=8) ppm; ESMS CL4gH,,CI,FN,o0c0 0 00 : 912.3; 00 O : 913.3 (M + H*)

Zn

0oooo
SDC-TRAP-0138:

(R)-(4-(4-(6-0 0 0 -5-(1-(2,6-0000-3-00000000)0000)0000-3-
0)-1H-00000-1-00)00000-1-00)@-@-(3-(2,4-000000-5-000
000O000)5-00000-4H-1,2,4-000000-4-00)0000)00000-1-
0)oooo

g
g
u
O
g
a
O
gpboooog
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ooooao
3
O
_e Q
HD | e o ﬁ\ Q’Noz
Ny s * ¢ o i
Nag/ Y, #—NHz 4.= Ozl
ANB/aYTF—k
SYJF=7 (R)-4-=FAT =)L 4-(4-(6-FE/-5-(1-(2,6-T7AIF1-3-

A OIS IR INE NS 3of L) THE ST —b-1-
A NAERYS 2 A-HIRFL L —
o)

o cwﬁ %
- f’\ /l{
NI"N O'NGNH DIPEA j\HN Q N\,JN D ""'O e

© STA-12-8777
4-(B-EFOF-4-(4-(ERFT 11 1)
Fx)-4H-1,2,4-FY TV — -3 )L)-6-
AYFAE LA HE 13D — N
oooooao
0000000 @2mgd 0.05mmo)04-0 000000000000 0ODOOO (10mgOd 0.05m
molDOOOOO2mL CHCI,OO OO OOOOOO0ODOD1WODO0O0O000000O00000R)-4
-J0ooooo04-(@-(6-000 -5-(1-,6-0000-3-000000OO)YODOOO)H)O
oo0o0-3-00)-1H-00000-1-00)00000-1-0000000D0 (O o.05mmol)d
ooo
oooooao
ooooDoDOoOOO0OODMFmL)OO4-G-0D0O0O0O00-4-4-(OOODOD-1-00HOOOO)-
4H-1,2,4-0 00000 -3-00)-6-0 0000000 00O=-1,3-0000 (cd 20mgd 0.05m
moDOODODODODOOOODOD1100010h0 000 000OD0DODOOO0OO100mLO OO O Et0AC
oo0o0o0oDDoODO0000oO0oooooODODDOoD0oD0DU0DOoooooDoDoooDoDooooog@-
(4-(4-(6-000-5-1-,.6-00D00-3-0000000O0)OO0OOO)YDOOO-=-3-00)-
H-OOOOOo-1-00)H)00o0o0-1-00)-U-B-R,4-000DDO-5-00000O0O
ooo0o)-5-00000-4H-1,2,4-000000-4-00)H)0000O0)Y00000-1-00)
OO0O0OD0O(SbC-TRAP-01380 4mg)0 D OO ODODOOOO
oooooao
O *H-NMR (CD50D) & 7.7 (m, 1H), 7.6 (m, 2H), 7.4 (m, 3H), 7.2 (m, 2H), 7.1 (m,
3H), 6.9 (m, 1H), 6.53 (s, 1H), 6.48 (s, 1H), 6.1 (m, 1H), 4.3 (m, 1H), 3.9 (m,
1H), 3.2-3.8 (m, 7H), 3.0 (m, 2H), 1.8-2.3 (m, 8H), 1.3 (3H, d, J=8), 0.8 (d, 6H
, J=8) ppm; ESMS C,3H,sCILFN,oO0s0 00O 0O : 870.3; 0O O : 871.3 (M + HDO
oooooao
0000000000000 000000HERZODO OO OOOOoOoOOoOOoODODODODOOoooOo
oooo0oDo:
oooooao
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Ooo00oao
HER2 ICsq
No SDC-TRAP-#
(nM)
1 | SDC-TRAP-0134 77
2 | SDC-TRAP-0138 707
3 | SDC-TRAP-0139 | 1000-2000
OHsp90® DO OOOOO:
oooooao
Oooogoao
fEE
No | SDC-TRAP-#
ECs (nM)
1 | SDC-TRAP-0134 | 95.42nM
OHsp9O® D OOOO:
ooOoooao
Oooagoao
SDC-TRAP-# | ECsp (nM)
SDC-TRAP-0134 | 95.42nM
pgooooooodooan:
oooooad
ooooao
REE%
SDC-TRAP-# (1h)
SDC-TRAP-0143 89.9%
SDC-TRAP-0144 96.2%
oooooao
[0 OO 24]
0000000000 SbC-TRAP
Ooooano:
oooooao
Ooo00o0oao
OiH a OH o]
[s]
" ”’OH' ™ AT, DIPEA
E é + .00 GHS I
HO Yoo DMF
9 S o HE NHz sy

HspQ0REH
WA 1

FEFUILEL L .HCL 2

(114)

HNVSY0 oHo Q7

sa¥eser
}mgéﬁggﬂ

0™

0% oHo

SDC-TRAP-0142

JP 6305981 B2 2018.4.4

0 0 O DMF(6mL)D O Hsp90D O O O O 1(102mg0 0.2mmol)0 0 0 0 0 0 O O O 00 O HATU(78
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mgd 0.2nmmol)0 000 0O0ODO0O0OO0OO0ODO0OOD0 (78mgd 0.6mmol)D 00000000
gpoodo1mnd 000000000000 O0D0OD?2(135mgd 0.25mmo)0 O OO ODO0O
0D00d18shd 00000000000 DbO0O00o0D0Do0ooDOooDO0oDbOoo0oDOoooDooDOoDOonn
goddooooooodooooooobobooboob oo b oo b oo bobooooOood
0000000 OooOooEes:50000000/00000)000000O0O0A0OSDC-TRAP-01
42(000-5-2,4-000000-5-0000000000)-4-(4-((4-(((2S,3S,4S,6R)-3
-00000-2-000-6-(((1S,38)-3,5,12-0 0 00000-3-(2-000000000)-
io-0oooo-6,12-0000O-1,2,3,4,6,11-0 000 0000000-1-00)000)00
0oDodo0O-2H-000-4-00)H)00000O0DH)IDOOO-1-00)00O0O)OODOOd)-4H-1,2
LA-0 00D O0DOO0-3-000000000115mg055%)0 0000000000
gooooad
0 H NMR (400 MHz, DMSO-dg) & 14.02 (s, 1H), 13.27 (s, 1H), 10.62 (s, 1H), 9.76
(s, 1H), 8.93 (t, J = 5.9 Hz, 1H), 7.90 (d, J = 4.8 Hz, 2H), 7.64 (p, J = 3.8 H
z, 1H), 7.44 (d, J = 8.1 Hz, 1H), 7.35 (d, J = 8.0 Hz, 2H), 7.27 (d, J = 8.0 Hz,
2H), 6.55 (s, 1H), 6.33 (s, 1H), 5.44 (s, 1H), 5.22 (d, J = 3.4 Hz, 1H), 4.94 (
t, J = 4.4 Hz, 1H), 4.85 (t, J = 5.9 Hz, 1H), 4.72 (d, J = 5.8 Hz, 1H), 4.57 (d,
J=5.9 Hz, 2H), 4.16 (q, J = 6.7 Hz, 1H), 4.08 - 3.93 (m, 3H), 3.41 (d, J = 17
.4 Hz, 3H), 3.15 (p, J = 7.0 Hz, 2H), 3.05 - 2.77 (m, 5H), 2.24 - 2.06 (m, 3H),
1.95 - 1.79 (m, 3H), 1.60 - 1.36 (m, 5H), 1.15 (dd, J = 23.9, 6.7 Hz, 2H), 1.02
(t, J = 7.1 Hz, 3H), 0.77 (d, J = 6.8 Hz, 6H). ESMS Cg,HgoNsO 60 0 O O : 1033.4
0; 00O : 1033.8 (M+H)*O
ogooooad
goboboboobooobooobbooobobooobao:
[0 SDC-TRAP-0198
gooooad
goood

01-(1-(4-(3-(2,4-000000-5-0000000000)-5-(000000000)-4H
-1,2,4-000000-4-00)0000)00000 -4-000 00 )-N-((2S,3S,4S,6R)-3-
000O00-2-000-6-(((1S,38)-3,5,12-0000000-3-(2-000000000)-1
o-0000-6,11-0000-1,2,3,4,6,11-00000000000-1-00)000)00
000O0-2H-000-4-00)00000-4-0000000

0 H NMR (400 MHz, DMSO-dg) & 14.04 (s, 1H), 13.28 (s, 1H), 10.61 (s, 1H), 9.79
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(s, 1H), 8.96 (t, J = 5.8 Hz, 1H), 7.91 (d, J = 4.8 Hz, 2H), 7.69 - 7.61 (m, 1H
), 7.55 (d, J = 8.1 Hz, 1H), 7.36 (d, J = 8.0 Hz, 2H), 7.28 (d, J = 7.9 Hz, 2H),
6.57 (s, 1H), 6.34 (s, 1H), 5.47 (s, 1H), 5.22 (d, J = 3.4 Hz, 1H), 4.96 - 4.83
(m, 2H), 4.77 (£, J = 6.0 Hz, 1H), 4.57 (d, J = 5.9 Hz, 2H), 4.33 - 4.16 (m, 2H
), 3.98 (s, 3H), 3.46 (s, 2H), 3.21 - 3.09 (m, 2H), 3.05 - 2.84 (m, 4H), 2.82 -
2.39 (m, 2H), 2.24 - 2.08 (m, 2H), 1.85 (t, J = 12.1 Hz, 1H), 1.61 (s, 3H), 1.54
(s, 4H), 1.41 -1.26 (m, 3H), 1.16 - 0.98 (m, 8H), 0.79 (d, J = 6.8 Hz, 6H); ESM
S CeoHeoN-0160 0 0 0 = 1143.48; 00 0 : 1144.2 (M+H)*O
oooooao
0 SDC-TRAP-0199 10
oooooo
ooooao

20

HO N%N/\
& I H

N—N

CH
05-,4-000000-5-0000000000)-N-000-4-(4-(4-(((25,35,45,6R)-3
-00D000-2-000-6-(((1s,35)-3,5,12-0000000-3-2-0000o0ooogoano)-
io-0ooo-6,12-0000 -1,2,3,4,6,11-0 000 0000000-1-00)000)00 30
0000 -2H-000-4-00DH)000CO0OD)0ODOOO)YIOODO)-4H-1,2,4-00000
0-3-0000000 ; ESMS CgyHsaNs0,60 O 0 0O 1 1027.35; 0 0O 0O - 1028.2 (M+H)™O
ogooooao
0 SDC-TRAP-0200
gooooao
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gboooad

10

OH
05-(4-(4-(3-(2,4-000000-5-0000000000)-5-(000000000)-4H
-1,2,4-000000-4-00)00000)00000-1-00 )-N-((2S,3S,4S,6R)-3-0 O
000-2-000-6-¢((1S,35)-3,5,12-0000000-3-(2-000000000)-10-0 20
0o00-6,11-0000-1,2,3,4,6,11-00000000000-1-00)000)0000
00-2H-000-4-00)0000-2-0000000 ; ESMS Co HgoNgO,60 0 0 0 = 1112,
41; 000 : 1113.2 (M+H)*O
Do0o0o00
0 SDC-TRAP-0219
0 (E)-N"-(1-((2S,4S)-4-(((2R,4S,55,6S8)-4-0 0 0 -5-0 0000 -6-0 0000000
0-2H-000-2-00)000)-2,5,12-0000000-7-0000-6,11-0000-1,2,3
,4,6,11-0 00 00000000-2-00)-2-0000000000)-3-(5-(3-(2,4-00
0000-5-0000000000)-5-00000-4H-1,2,4-000000 -4-00 )-1H-

000D00-1-00)000000000; 30
0 ESMS C,oHs4N,0,,0 000 : 961.35; 000 : 962.2 (M+H)*D

oooooo

ooo0o0

40

ooooboooooobDoOoo0ooo0oboO0OO0O0O0OHER2ODOODODODODOODODOODOODDODOO
ugboooogao:
oooooao
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SDC-TRAP-#

HER2 47 i
ICsy (nM)

SDC-TRAP-0142 | >10,000

SDC-TRAP-0198 | >10,000

SDC-TRAP-0199 |  >10,000

SDC-TRAP-0200 | >10,000

Hsp90° &7 v AT —&

SDC-TRAP-# | ECsy (nM)

SDC-TRAP-0198 93.32

SDC-TRAP-0199 136.3

SDC-TRAP-0200 252.6

gooooo
[0 OO 25]
000000000 SbC-TRAP
gooao:
goboooo
goooaod
Hsp9OFHEH o
e

p-=FAZ7x=)b

DRFN A . H&25\%50 -
99 OZNQ/O E d—t’}io T, I*‘I:IGHH -~ 1o g~OH @'&)‘0
N—{L_N)=D —————————————= O NH NNzNﬂ( . d)gm
NHz ATwF DIPEA, DMF ‘ N
P T WD T RO

! SDC-TRAP-0178

00000-1:00THFGZOMLDO OO OO ODOO1G2omgd 2omoDO OO0 OO OO 4-000O
0000000 O0oo0OooDg(deosmgd3mmoDDD O D ODODOOOO2hO00 00 OO 40mLO
goddooooooooooooooobooobooob0oobooboboboDooooon
0000000 O0oOooag26e50mgd 77%)0 O 00
ogooooad
0D0D000-2:000000000000¢0 (33mgd 0.25mmol)0 0 O O DMF(5mL)O O Hsp90
O000003(120mgO 0.2mmo)0 0D 0 000D OOOODDOO2(86mgO 0.2mmol)0 O O O
0odooooooooooooshioooooooooooGgm)OoOooDooood
gqoombo Do oooooDooODOo(@UooDOoDOoDOD)Y oDODOOoODOoDOODODODOnD
0000000 ooDooD@obobooD-000001:100000D0-0000098:2)000

] SDC-TRAP-0178(95mgll 53%)0 0 0 00000 00 O
oooooo

0 H NMR (400 MHz, DMSO-dg) & 11.02 (s, 1H), 10.22 (s, 1H), 10.17 (s, 1H), 9.74
(s, 1H), 9.02 (t, J = 5.9 Hz, 1H), 7.86 - 7.77 (m, 1H), 7.58 - 7.46 (m, 4H), 7.

45 - 7.37 (m, 2H), 6.73 (d, J = 11.9 Hz, 3H), 6.33 (s, 1H), 5.13 (dd, J = 13.2,

5.1 Hz, 1H), 4.50 (d, J = 17.6 Hz, 1H), 4.41 (d, J = 17.6 Hz, 1H), 3.76 (s, 2H),
3.48 (s, 2H), 3.25 - 3.13 (m, 4H), 3.02 - 2.85 (m, 2H), 2.66 - 2.57 (m, 1H), 2.
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45 - 2.31 (m, 1H), 2.14 (s, 6H), 2.04-2.02(m, 1H), 1.06 (t, J = 7.2 Hz, 3H), 0.9
1 (d, J =6.9 Hz, 6H). ESMS C, H,oNgOoD O O O : 883.37; 000 : 884.1 (M+H)*O
Do0o0o0a0

0 SDC-TRAP-0105
01-(2-(4-(4-(3-(2,4-000000-5-0000000000)-5-00000-4H-1,2,4-
000000-4-00)0000)00000-1-00)000)-3-(2-(2,6-0000000
00-3-00)-1-0000000000-4-00)-1-00000
O
0

ooooao
Ooo0o0oao
§ ~ X ©
N
LN~ N N, S
O N NH
N\/

OH Q
O TH NMR (400 MHz, OO OO OO -d) & 7.69 (dd, J = 8.9, 6.4 Hz, 1H), 7.49 (dp,
J=6.6, 3.6 Hz, 3H), 7.42 - 7.22 (m, 4H), 6.43 (dd, J = 40.6, 2.5 Hz, 1H), 5.17

(dd, J = 13.7, 5.6 Hz, 1H), 4.41 (d, J = 19.5 Hz, 2H), 4.13 (tt, J = 8.7, 4.3 H
z, 1H), 3.35 (d, J = 17.6 Hz, 2H), 3.00 (p, J = 4.9, 4.0 Hz, 4H), 2.93 - 2.31 (m
, 11H), 2.21 (d, J = 13.0 Hz, 1H), 2.12 - 1.99 (m, 2H), 1.28 (qd, J = 7.5, 2.9 H
z, 3H), 0.92 (td, J = 10.3, 9.7, 4.7 Hz, 1H), 0.75 (td, J = 7.2, 2.7 Hz, 6H). pp

m; ESMS CaoHasNgO,0 00 O : 751.3; 0O O : 752.3 (M + HY)O

oooooo

0 SDC-TRAP-0108
04-(4-(3-(2,4-000000-5-0000000000)-5-00000-4H-1,2,4-000
000-4-00)00000)-N-2-(2,6-000000000-3-00)-1-0000000
000-4-00)00000-1-0000000

oooooao
ooooao
0
My °
HO N H N 9
NH
o)
HO AN

N
A

OH

O NMR (400 MHz, 00O OO0 -d) 8 8.05 - 7.97 (m, 1H), 7.63 (ddd, J = 12.2,

7.1, 3.1 Hz, 1H), 7.53 - 7.39 (m, 1H), 7.37 - 7.30 (m, 1H), 7.27 - 7.19 (m, 2H),
6.43 (d, J = 29.7 Hz, 1H), 5.14 (td, J = 12.9, 5.2 Hz, 1H), 4.58 - 4.29 (m, 2H)
, 4.22 - 4.01 (m, 2H), 3.59 (s, 2H), 3.37 (dt, J = 3.4, 1.7 Hz, 1H), 3.10 - 2.65
(m, 6H), 2.53 - 2.11 (m, 2H), 1.85 (d, J = 14.3 Hz, 2H), 1.62 (tdd, J = 18.4, 9
.2, 5.3 Hz, 3H), 1.37 - 1.14 (m, 3H), 0.75 (d, J = 6.8 Hz, 6H). ppm; ESMS CagH,,

N,O,OO OO : 707.3; OO0 : 708.2 (M + HY)O

000000

0 SDC-TRAP-0126

04-(4-(4-(3-(2,4-000000-5-0000000000)-5-00000 -4H-1,2,4-0
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00000-4-00)0000)I0000-1-00)-N-(2-(2,6-000000000 -3-0
0)-1-0000000000-4-00)000000

0ooooOo
00000
~A
N N
H
j 0
N N 0
10
HO NH
N 0
" N—OH
OH N-N/}-

0 M NMR (400 MHz, 0O OO0 -d,) & 7.76 (d, J = 7.9 Hz, 1H), 7.70 (d, J = 7.5

Hz, 1H), 7.51 (d, J = 7.8 Hz, 1H), 7.48 (s, 3H), 7.28 - 7.18 (m, 2H), 7.09 - 7.0

2 (m, 2H), 6.55 (s, 1H), 6.37 (s, 1H), 5.16 (dd, J = 13.3, 5.1 Hz, 1H), 4.50 (s,

2H), 3.39 (s, 2H), 3.36 (p, J = 1.6 Hz, 4H), 2.99 (p, J = 6.8 Hz, 2H), 2.93 - 2

.82 (m, 2H), 2.64 (t, J = 6.9 Hz, 2H), 2.55 - 2.33 (m, 1H), 2.22 (dp, J = 12.9, 20
4.4 Hz, 1H), 2.09 (dt, J = 13.7, 6.7 Hz, 3H), 0.80 (d, J = 6.9 Hz, 6H). ppm; ESM

S CagHaoNg0,0 0O 0 : 722.3; 000 : 723.3 (M + HD)O

oooooaog

0 SDC-TRAP-0132
03-2-(4-GB-,4-0000bDD-5-000D00O0O0OO0DOO)-5-000004-4H-1,2,4-0
0o0ooo-4-00)0000)-N-ODO0O0O0DDOOOODYIOOOE@-QR,6-0000000
00-3-00)-1-000000000o0-4-00)H)O00000d

O
O

Oooooo
OoooQ
o 30
NN 2
{ o—J(N
H
HO o
N
N 0
\ Zr*OH
O
0 ESMS Cs-HgoN,0o0 00 0O : 725.3; 000 = 726.2 (M + HY)O 40

ugboogood

O SDC-TRAP-0127
02-2-(4-GB-2,4-00000D--000D000O0DODO)-5-00000-4H-1,2,4-0
o000 -4-00)H)00O0O0O0)-NN-OODODOOOOOODNIODOE-.6-00000000
0-3-00)-1-0000000000-4-00)H)0000000

gpboooog
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gboooad

O o

ON-NH 0

O
i~
HO
N

\ ,}rOH

OH Ny

0 'H NMR (400 MHz, DMSO-dg) & 11.90 (s, 1H), 11.00 (s, 1H), 9.75 - 9.28 (m, 3H)
, 7.70 (d, J = 20.2 Hz, 1H), 7.57 - 7.38 (m, 3H), 7.21 (d, J = 8.1 Hz, 2H), 7.15
- 7.05 (m, 2H), 6.82 (d, J = 2.2 Hz, 1H), 6.25 (s, 1H), 5.12 (dd, J = 13.3, 5.2
Hz, 1H), 4.55 - 4.11 (m, 4H), 3.89 - 3.48 (m, 4H), 3.07 (s, 1H), 3.03 - 2.79 (m
, 1H), 2.74 - 2.55 (m, 1H), 2.50 (s, 3H), 0.98 (dd, J = 7.0, 5.2 Hz, 6H). ppm; E

SMS CagHayN,0g0 OO0 : 711.3; 0O O : 712.1 (M + HY)O

Do0o0o00

0 SDC-TRAP-0133
02-(4-(3-(2,4-000000-5-0000000000)-5-(000000000)-4H-1,
2,4-000000-4-00)-N-000000000)000-(,6-000000000-3
-00)-1-0000000000-4-00)000000

000000

Doooao

N
\
HO 0o
NH
HO N’\

N
N/)*CONHEt

0 H NMR (400 MHz, DMSO-dg) & 11.01 (s, 1H), 10.21 (d, J = 17.5 Hz, 1H), 9.72 (
s, 1H), 9.60 (s, 1H), 9.01 (t, J = 5.9 Hz, 1H), 7.70 (d, J = 36.6 Hz, 1H), 7.57
- 7.28 (m, 6H), 6.71 (s, 1H), 6.32 (s, 1H), 5.12 (dd, J = 13.2, 5.1 Hz, 1H), 4.5
2 - 4.16 (m, 4H), 3.77 (s, 1H), 3.52 (s, 1H), 3.18 (qd, J = 7.3, 4.7 Hz, 2H), 3.
10 - 2.79 (m, 5H), 2.75 - 2.55 (m, 1H), 2.45 - 2.23 (m, 1H), 2.12 - 1.91 (m, 1H)
, 1.05 (t, J = 7.2 Hz, 3H), 0.88 (d, J = 6.8 Hz, 6H). ppm; ESMS CsgH,oNgOod O O
0: 752.3; 000 : 753.3 (M + H")O

DoooooQ

0 SDC-TRAP-0135
03-(4-(3-(2,4-000000-5-0000000000)-5-(000000000)-4H-1,
2,4-000000-4-00)-N-000000000)I0000@-(,6-000000000
-3-00)-1-0000000000-4-00)000000

oooooo
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Ooo0o0ogano
0
0
HQ ).
0
~0 N N 7
N NH
HO v :i\ o
LY.
N™ “CONHEt
0 *H NMR (400 MHz, DMSO-dg) & 11.01 (s, 1H), 10.18 (s, 1H), 9.71 (s, 1H), 9.57 10

(s, 1H), 9.00 (t, J = 5.9 Hz, 1H), 7.77 (s, 1H), 7.51 - 7.43 (m, 5H), 7.41 - 7.3

4 (m, 2H), 6.73 (s, 1H), 6.32 (s, 1H), 5.12 (dd, J = 13.3, 5.1 Hz, 1H), 4.41 (q.
J =17.1, 16.2 Hz, 2H), 4.19 (s, 2H), 3.58 (s, 2H), 3.31 (s, 2H), 3.18 (s, 3H),
3.02 - 2.84 (m, 3H), 2.60 (dt, J = 15.7, 3.3 Hz, 1H), 2.34 (d, J = 13.0 Hz, 2H)
, 1.05 (t, J = 7.4 Hz, 3H), 0.90 (d, J = 6.8 Hz, 6H). ppm; ESMS CgoH,oNgOgD O O
0:766.3; 00O : 767.3 (M + H"O

oooooo

0 SDC-TRAP-0140
02-(1-(4-(3-(2,4-000000-5-0000000000)-5-(000000000)-4H
-1,2,4-000000-4-00)I0000)I0000-4-00)000 (2-(2,6-00000 20
0000-3-00)-1-0000000000-4-00)000000

Dooooo

ooooo

N NH

O
0
SaWa
HO 0 0
30
N
H

f
© N\w>“CONHE

O *H NMR (400 MHz, DMSO-dg) & 11.03 (s, 1H), 10.30 (s, 1H), 9.75 (s, 1H), 9.54
(s, 1H), 9.01 (t, J = 5.9 Hz, 1H), 7.77 (dt, J = 7.7, 3.8 Hz, 1H), 7.54 - 7.36 (
m, 6H), 6.68 (s, 1H), 6.33 (s, 1H), 5.13 (dd, J = 13.3, 5.1 Hz, 1H), 4.40 (q, J
= 17.6 Hz, 3H), 4.17 (t, J = 6.5 Hz, 2H), 3.56 (s, 1H), 3.24 - 3.13 (m, 2H), 3.0
7 (s, 1H), 2.92 (ddd, J = 17.1, 13.5, 5.8 Hz, 2H), 2.78 (s, 1H), 2.67 - 2.57 (m,
1H), 2.35 (qd, J = 13.2, 4.4 Hz, 1H), 2.08 - 1.97 (m, 1H), 1.71 (m, 4H), 1.62 (
q, J = 6.6 Hz, 2H), 1.22 (d, J = 13.2 Hz, 2H), 1.06 (t, J = 7.2 Hz, 3H), 0.88 (d 40
., J =6.9 Hz, 6H). ppm; ESMS C,,H,gNgOo0 O O O : 806.3; 0 OO : 807.3 (M + H)O
oooooao
O SDC-TRAP-0136
0O Q-¢@-G@B-.4-000000--0000000000)-5-(ODODO0O0O0OOO0O)-4H-1
,2,4-000000-4-00)00000)Y00000-4-00)000C-(,6-0000000
ooo-3-00)-1-0000000D0DO0O-4-00)000QOODO
oooooao
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o
° A:::}r’“\a,l(N’l:£;]g==
H o
N o
g
0

N
\ zr—CONHEt
N-N

gboooad

HO

HO
10
0 *H NMR (400 MHz, DMSO-dg) & 10.88 (s, 1H), 10.16 (s, 1H), 9.60 (s, 1H), 9.40
(s, 1H), 8.87 (t, J = 5.8 Hz, 1H), 7.63 (dd, J = 6.7, 2.4 Hz, 1H), 7.39 - 7.22 (
m, 6H), 6.53 (s, 1H), 6.19 (s, 1H), 4.99 (dd, J = 13.2, 5.1 Hz, 1H), 4.35 - 4.17
(m, 2H), 3.94 - 3.81 (m, 3H), 3.10 - 2.98 (m, 2H), 2.85 - 2.70 (m, 2H), 2.67 (s
, 1H), 2.51 - 2.42 (m, 1H), 1.93 - 1.81 (m, 4H), 1.52 (s, 2H), 1.03 (t, J =7.1
Hz, 3H), 0.91 (t, J = 7.2 Hz, 3H), 0.73 (d, J = 6.9 Hz, 6H). ppm; ESMS C,,H,,Ng0
o0000¢: 792.3; 0DODO: 793.2 (M + HDO
oooooaog
O SDC-TRAP-0231
03-1-¢4-GB-e.4-0000uUo-5-000oDoDOoOoOoOoO)-5-(ODbODOOO0DO)-4H 20
-1,2,4-000000-4-00)0000)-N-O000DD0OCO0O-4-0000000)00O0O
0-,6-0000000D00-3-00)-1-00000000D00-4-00)000000
oooooao
ooooao

é A @
\£Eigi\\ﬁ'ND——4? {?i;fja 30
O

O NMR (400 MHz, 0O OO OO -d) & 7.88 (d, J = 8.1 Hz, 1H), 7.61 (t, J = 6.8
Hz, 2H), 7.57 - 7.49 (m, 2H), 7.51 - 7.41 (m, 2H), 7.32 (d, J = 8.3 Hz, 2H), 6.

57 - 6.40 (m, 2H), 5.19 (dd, J = 13.2, 5.1 Hz, 1H), 4.55 - 4.31 (m, 2H), 4.13 (t

d, J = 6.2, 3.0 Hz, 2H), 3.71 - 3.46 (m, 5H), 3.46 - 3.30 (m, 3H), 3.08 (s, 3H),
3.01 - 2.72 (m, 4H), 2.29 - 2.14 (m, 1H), 2.06 (dd, J = 11.8, 6.7 Hz, 2H), 1.87 40
(dp, J = 13.0, 7.6, 6.9 Hz, 4H), 1.70 (d, J = 13.3 Hz, 2H), 1.41 - 1.12 (m, 6H)
, 0.71 (dd, J = 13.5, 6.9 Hz, 6H). ppm; ESMS C,cHesNgOoO O O O : 863.4; 00O O :

864.3 (M + HY)O

Do0o0o0Q

0 SDC-TRAP-0147
05-(2,4-000000-5-0000000000)-4-(4-(2-((2-(2,6-00000000
0-3-00)-1-0000000000-4-00)000)-2-000000)@00)0000
00)0O0O00)-N-000-4H-1,2,4-000000-3-0000000

000000
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gboooad

HO H
0
N

N
HO N’__N/>-CONHEt

NH
0
0 ESMS C,HagNgOgd O 0 0 : 722.3; 000 : 723.2 (M + HY)O
ogooooao
J SDC-TRAP-0165
05-(2,4-000000-5-0000000000)-4-(4-(RB-((2-2,6-00000000
0-3-00)-1-0000000000-4-00)000)-3-0000000)C00)I00
000) oooOd)-N-,2,2-000000000)-4H-1,2,4-000000-3-0000
000
oooooao
ooooao
HO 5 o] 0
,f-/SL‘N N,
N H
\ NH
HO
N’ Ji\ ©

S e

N~ “CONHCH,CF,
0 ESMS CagHa,FaNgOgl O 0 0z 790.3; 00O 0 : 791.1 (M + H)O
oooooao

] SDC-TRAP-0163
01-(4-(3-(2,4-000000-5-0000000000)-5-(C00000000)-4H-1,
2,4-000000-4-00)0000)-N-(29)-1-((2-(2,6-0 00000000 -3-00)-
1-0000000000-4-00)000)-3-000-1-000000-2-00)J00000 -
4-0000000

gogoboogad
goooaog
o
EtHN e N
t O?&“N H N O
7 0
N -

N NH
HO OH ©

0 'H NMR (400 MHz, 00000 -d,) 8 7.80 (ddd, J = 26.0, 8.0, 1.0 Hz, 1H), 7.70
(ddd, J = 7.6, 4.3, 1.0 Hz, 1H), 7.59 - 7.43 (m, 3H), 7.41 (s, 1H), 7.38 - 7.31
(m, 2H), 6.50 (s, 1H), 6.43 (s, 1H), 5.15 (ddd, J = 13.3, 5.1, 3.6 Hz, 1H), 4.6

0 - 4.22 (m, 3H), 3.63 (s, 2H), 3.43 - 3.28 (m, 3H), 3.09 - 2.77 (m, 5H), 2.52 -
2.01 (m, 6H), 1.94 - 1.70 (m, 4H), 1.32 - 1.13 (m, 4H), 1.03 (dd, J = 12.4, 6.7
Hz, 6H), 0.98 - 0.83 (m, 1H), 0.75 (d, J = 6.9 Hz, 6H). ppm; ESMS C,gHssNgOgD
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000 : 847.4; OO0 : 848.3 (M + HYO

Do0o0o00

0 SDC-TRAP-0164
05-(2,4-000000-5-0000000000)-4-4-((4-((29)-2-((2-(2,6-0 0 0 O
00000-3-00)-1-0000000000-4-00)000000)00000-1-00
000)0O0000-1-00)000)0000)-N-000-4H-1,2,4-000000-3-00
Doooo

Do0o0o00

Doooo

OH °0

(@ {b) SDC-TRAP-D164

/2

0 DMF(I0ML)O O 1-(4-(3-(2,4-0 00 000-5-0000000000)-5-(0 00000
000)-4H-1,2,4-000000-4-00)0000)00000-4-00000 (al 0.90mmo
DO (2S)-N-(2-(2,6-000000000-3-00)-1-0000000000-4-00)00
000-2-0000000000 (b00.80mmol)0 O HATU(L.Ommol)O 000 OO0 0OOODIP
EAR.Ommol)J 0000000000 16h0 000 000 O 0O NaHCO5(200mLD 0.1M)0 O [
0O0003min0 00000000000 000000000000O0000O0SDC-TRAP-01
640 0 0 OO (0.25g0 0.29mmol)0 0 0 00O O
Do0o0o0a0
0 H NMR (400 MHz, DMSO-dg) & 11.06 (d, J = 6.8 Hz, 1H), 10.69 - 10.60 (m, 1H),
9.90 (s, 1H), 9.77 (s, 1H), 8.97 (t, J = 5.9 Hz, 1H), 7.81 - 7.72 (m, 1H), 7.60
- 7.46 (m, 2H), 7.42 - 7.27 (m, 4H), 6.57 (d, J = 9.4 Hz, 1H), 6.34 (s, 1H), 5.
19 - 5.11 (m, 1H), 4.47 (d, J = 8.3 Hz, 1H), 4.33 (t, J = 12.4 Hz, 2H), 3.68 (s,
1H), 3.61 (s, 1H), 3.49 (s, 2H), 3.21 - 3.13 (m, 2H), 2.90 (d, J = 18.7 Hz, 5H)
, 2.63 (s, 1H), 2.00 (s, 7H), 1.67 (s, 2H), 1.58 (s, 3H), 1.03 (td, J = 7.2, 3.1
Hz, 4H), 0.79 (ddd, J = 17.0, 6.9, 2.3 Hz, 6H). ppm; ESMS C,cHs,NgOgd 0 O 0 - 8
45.4; 00O : 846.2 (M + HYO
Do0o0o00
0 SDC-TRAP-0166
05-(2,4-000000-5-0000000000)-4-4-(((2S)-1-((2-(2,6-0 0000
0000-3-00)-1-0000000000-4-00)000)-1-0000000-2-00)
000000)IO000)-N-000-4H-1,2,4-000000-3-0000000:
000000

ooooao
OH
o
0
HO Q N

NH NH
N"' HNII-
i~ o

O
CONHEt

O TH NMR (400 MHz, 0O OO OO -d) & 8.09 - 7.98 (m, 2H), 7.92 - 7.76 (m, 1H),
7.71 (dd, J = 7.6, 2.4 Hz, 1H), 7.56 - 7.39 (m, 3H), 6.40 (dd, J = 5.6, 1.5 Hz,
2H), 5.17 (ddd, J = 13.5, 5.2, 1.7 Hz, 1H), 4.93 - 4.75 (m, 1H), 4.58 - 4.28 (m,
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2H), 3.49 - 3.30 (m, 3H), 3.30-3.10 (m, 5H), 2.88 (dddd, J = 26.5, 12.7, 6.1, 2
.9 Hz, 3H), 2.53 - 2.33 (m, 1H), 2.32 - 2.08 (m, 1H), 1.70 - 1.53 (m, 3H), 1.34
- 1.11 (m, 4H), 0.72 (dd, J = 6.9, 3.6 Hz, 6H). ppm; ESMS C5,HagNgOgO 0 O O - 72
2.3; 000 : 723.1 (M + HYO
oooooao
0 SDC-TRAP-0188
05-(2,4-000000-5-0000000000 )-4-(4-(((2S)-1-((2-(2,6-0 0 0 0 O
0000-3-00)-1-0000000000-4-00)000)-3-000-1-000000 -2
-00)000000)I0O00)-N-000-4H-1,2,4-000000-3-0000000
Doo0oo00

Ooo0ogoaog
OH
O
O
HG C N
NH NH
r,\]/ N HN“'
N < >"<§ O
X 0
CONHEt

0 TH NMR (400 MHz, 00000 -d,) & 8.07 (ddd, J = 8.9, 4.5, 2.1 Hz, 2H), 7.90
- 7.64 (m, 2H), 7.58 - 7.41 (m, 3H), 6.46 - 6.28 (m, 2H), 5.17 (dd, J = 13.3, 5.
1 Hz, 1H), 4.67 - 4.35 (m, 3H), 3.45 - 3.26 (m, 4H), 3.04 - 2.67 (m, 3H), 2.52 -
2.14 (m, 3H), 1.58 (dq, J = 19.9, 7.5 Hz, 1H), 1.30 - 1.17 (m, 5H), 1.18 - 1.03
(m, 5H), 1.04 - 0.90 (m, 1H), 0.72 (dt, J = 7.1, 1.4 Hz, 6H). ppm; ESMS CggH,oN
s0g0 000 : 750.3; OO0 : 751.1 (M + H")O
oooooo
0 SDC-TRAP-0189
05-(2,4-000000-5-0000000000)-4-4-(((2S)-1-((2-(2,6-0 00 0 O
000O0-3-00)-1-0000000000-4-00)000)-4-000-1-0000000
-2-00)000000)0000)-N-000-4H-1,2,4-000000-3-0000000
oooooQ

Ooo0o0ogao
OH
HO 0O o
N= NH N
CONHEt O 0

0 MM NMR (400 MHz, OO OO OO -d) & 8.13 - 8.01 (m, 2H), 7.95 - 7.77 (m, 1H),

7.74 - 7.63 (m, 1H), 7.56 - 7.39 (m, 3H), 6.41 (d, J = 2.0 Hz, 1H), 6.35 (d, J =
5.0 Hz, 1H), 5.17 (ddd, J = 13.3, 5.1, 2.2 Hz, 1H), 5.01 - 4.78 (m, 1H), 4.59 -
4.26 (m, 2H), 3.47 - 3.25 (m, 4H), 2.98 - 2.79 (m, 3H), 2.53 - 2.11 (m, 2H), 1.

91 - 1.67 (m, 3H), 1.24 (dt, J = 17.9, 7.2 Hz, 4H), 1.08 - 0.95 (m, 6H), 0.70 (d

dd, J = 7.0, 4.2, 1.3 Hz, 6H). ppm; ESMS C,oH,uNgOgO O O O : 764.3; OO O : 765.

1 M+ HYHO

goboooo

0 SDC-TRAP-0190

05-(2,4-000000-5-0000000000 )-4-(4-((2S)-2-((2-(2,6-0 00000
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ocoo-3-00)-1-00fdgoopooooDbD-4-00)H)O0O0O0OoOoH)YDDODDOO-1-00000
OH)ooOoD)-N-O0OOO-4H-1,2,4-000000-3-0000000

oooooao

ooooDao

CONHEt

«

N= .
[\

HO <it:]* N NS
NH

OH 0O

0 H NMR (400 MHz, DMSO-dg) & 11.04 (s, 1H), 10.20 (d, J = 3.7 Hz, 1H), 10.03 (
d, J =3.1Hz, 1H), 9.72 (s, 1H), 9.03 (t, J = 5.9 Hz, 1H), 7.80 (dd, J = 7.6, 1
.6 Hz, 1H), 7.69 - 7.58 (m, 2H), 7.60 - 7.47 (m, 2H), 7.41 (d, J = 8.0 Hz, 3H),
6.72 (s, 1H), 6.31 (d, J = 1.3 Hz, 1H), 5.15 (dd, J = 13.3, 5.1 Hz, 1H), 4.66 (t
,J =6.5Hz, 1H), 4.50 - 4.29 (m, 2H), 3.56 (ddd, J = 22.5, 9.7, 5.7 Hz, 2H), 3
.19 (p, J = 6.8 Hz, 2H), 2.92 (qt, J = 14.8, 7.4 Hz, 3H), 2.61 (d, J = 17.0 Hz,
1H), 2.35 (t, J = 11.7 Hz, 3H), 2.15 - 1.80 (m, 4H), 1.06 (t, J = 7.2 Hz, 3H), O
.90 (dd, J = 7.3, 2.1 Hz, 6H). ppm; ESMS CaoH,oNgOgd O O O : 748.3; O O O : 749.
1 (M + HYHO

gooooao

00 SDC-TRAP-0191

05-(2,4-000000-5-0000000000 )-4-4-(4-(((25)-1-((2-(2,6-0 0 0 O
ooooo-3-00)-1-0000o0o0oooo0-4-00)000)4-000-1-0000000
0-2-00)H)000000)00O0O)oODODO)-N-O000O-4H-1,2,4-00 0000 -3-0
oooooao

0
0

ooooao
O0o0gao
EtHNO)C\ /@,O
H 0
N” N \I:::17T’N°
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N
0 H o
HO N
OH O
NH
O

O 'H NMR (400 MHz, OO OO0 -d,) & 7.98 - 7.80 (m, 4H), 7.68 (ddd, J = 7.7, 5.
3, 1.0 Hz, 1H), 7.48 (td, J = 7.8, 3.4 Hz, 1H), 7.36 (d, J = 6.9 Hz, 1H), 7.24 -
7.13 (m, 4H), 6.55 (s, 1H), 6.45 (s, 1H), 5.16 (ddd, J = 13.3, 5.1, 1.8 Hz, 1H)
, 4.86 (ddp, J = 8.7, 5.2, 2.5 Hz, 1H), 4.64 - 4.23 (m, 2H), 3.49 - 3.27 (m, 3H)
» 3.04 (p, J = 6.9 Hz, 1H), 2.85 (ddt, J = 9.4, 5.1, 2.3 Hz, 2H), 2.51 - 2.29 (m
, 1H), 2.20 (ddd, J = 13.5, 6.9, 3.7 Hz, 1H), 1.89 - 1.74 (m, 3H), 1.25 (dt, J =
13.4, 7.2 Hz, 5H), 1.12 - 1.00 (m, 6H), 1.00 - 0.91 (m, 1H), 0.87 (d, J = 6.9 H
z, 6H). ppm; ESMS C,gH,gNgOg: 856.40 0 0 0 ; 00O DO : 857.1 (M + H)O
ooooaoo
0 SDC-TRAP-0192
05-(2,4-000000-5-0000000000)-4-(4-(4-((29)-2-((2-(2,6-00 0O
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ocooooD-3-00)-1-0gopooooDooo0-4-00)opoooo)yyopoooo-1-00
ocoOoO)oDoOoOo)oooo)-N-OOD-4H-1,2,4-000000-3-0000000
oooooao

Ooo0o0ooaog
HO OH o
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N\ N NH
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0 TH NMR (400 MHz, 00000 -d,) & 7.94 (ddd, J = 25.0, 8.1, 1.0 Hz, 1H), 7.81
(dt, J = 8.3, 4.1 Hz, 1H), 7.72 - 7.58 (m, 3H), 7.48 (td, J = 7.8, 6.2 Hz, 1H),
7.42 - 7.30 (m, 1H), 7.23 - 7.11 (m, 4H), 6.54 (d, J = 1.7 Hz, 1H), 6.44 (s, 1H

), 5.14 (dd, J = 13.3, 5.1 Hz, 1H), 4.87 (dt, J = 8.1, 5.3 Hz, 1H), 4.56 - 4.33

(m, 2H), 3.75-3.65 (m, 3H), 3.52 - 3.29 (m, 4H), 3.03 (p, J = 6.8 Hz, 1H), 2.83

(ddd, J = 10.6, 5.5, 2.8 Hz, 2H), 2.53 - 2.09 (m, 7H), 1.97 (dtd, J = 15.5, 8.2,
7.2, 4.7 Hz, 1H), 1.25 (dt, J = 13.5, 7.2 Hz, 4H), 0.87 (d, J = 6.9 Hz, 6H). pp

m; ESMS C,gHasNgOod O 0 0 : 840.3; OO O : 841.1 (M + HY)O

DoooooQ

0 SDC-TRAP-0193

01-(4-(3-(2,4-000000-5-0000000000)-5-(000000000)-4H-1,

2,4-000000-4-00)0000)-N-((29)-1-((2-(2,6-0 00000000 -3-00)-

1-0000000000-4-00)000)-4-000-1-0000000-2-00)0000

0-4-0000000

oooooQ

oooooo

Q@@r Qi‘{»

N

O NMR (400 MHz, 0O ODOO0O-d) & 7.93 - 7.83 (m, 1H), 7.68 (d, J = 7.5 Hz,
1H), 7.62 - 7.41 (m, 4H), 7.32 (dd, J = 8.2, 2.7 Hz, 2H), 6.51 - 6.45 (m, 1H), 6
.43 (d, J = 1.8 Hz, 1H), 5.16 (ddd, J = 13.9, 9.4, 5.1 Hz, 1H), 4.67 - 4.52 (m,
1H), 4.53 - 4.20 (m, 2H), 3.68 - 3.49 (m, 2H), 3.46 - 3.28 (m, 3H), 3.07 - 2.72
(m, 6H), 2.35-2.25 (m, 4H), 2.05 (d, J = 6.5 Hz, 1H), 1.91 - 1.53 (m, 6H), 1.34
- 1.14 (m, 6H), 1.05 - 0.92 (m, 6H), 0.71 (dt, J = 6.9, 2.9 Hz, 6H). ppm; ESMS C
acHssNe0s0 00 0z 861.4; 000 : 862.2 (M + H)O
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0 SDC-TRAP-0122
02-(5-(3-(2,4-000000-5-0000000000)-5-00000-4H-1,2,4-000
000-4-00)-1H-00000-1-00)000(2-(,6-000000000-3-00)-1-
000000000D0-4-00)000000
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gbooooao

N‘N/ OH

0 H NMR (400 MHz, DMSO-dg) & 11.87 (s, 1H), 11.02 (s, 1H), 9.56 (d, J = 14.1 H
z, 2H), 9.46 (s, 1H), 7.65 (s, 1H), 7.54 (d, J = 8.7 Hz, 1H), 7.52 - 7.39 (m, 4H
), 6.95 (dd, J = 8.7, 2.0 Hz, 1H), 6.74 (d, J = 1.7 Hz, 1H), 6.46 (d, J = 3.1 Hz
, 1H), 6.21 (s, 1H), 5.11 (dd, J = 13.4, 5.0 Hz, 1H), 4.49 (t, J = 5.2 Hz, 2H),
4.44 - 4.25 (m, 4H), 2.84-2.85 (m, 2H), 2.65 - 2.56 (m, 1H), 2.33 (td, J = 13.4,
8.7 Hz, 1H), 2.03 - 1.95 (m, 1H), 0.83 (dd, J = 7.1, 1.7 Hz, 6H); ESMS (CssHas
N,Og)O OO0 : 679.2; 00O : 680.2 (M+H)O

Do0o0o0Q0

0 SDC-TRAP-0123
01-(1-(4-(3-(2,4-000000-5-0000000000)-5-(000000000)-4H
-1,2,4-000000-4-00)0000)00000-4-00000)00000-4-00 (2-
(2,6-000000000-3-00)-1-0000000000-4-00)000000
Do0o0o00
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0 H NMR (400 MHz, DMSO-dg) & 11.01 (s, 1H), 10.62 (s, 1H), 9.76 (s, 1H), 9.55
(s, 1H), 8.96 (t, J = 5.9 Hz, 1H), 7.77 (dd, J = 6.6, 2.6 Hz, 1H), 7.54 - 7.44 (
m, 2H), 7.42 - 7.35 (m, 2H), 7.34 - 7.26 (m, 2H), 6.58 (s, 1H), 6.35 (s, 1H), 5.
13 (dd, J = 13.3, 5.1 Hz, 1H), 4.93 - 4.86 (m, 1H), 4.40 (q, J = 17.6 Hz, 2H), 4
.10 (g, J = 5.3 Hz, 1H), 3.92 (s, 1H), 3.77 (s, 1H), 3.49 (s, 2H), 3.30 (s, 2H),
3.20-3.13 (m, 5H), 2.96-2.83 (m, 4H), 2.67-2.60 (m, 2H), 2.39-2.29 (m, 1H), 2.0
6-1.89 (m, 5H), 1.90 (s, 1H), 1.53-1.47 (m, 1H), 1.04 (t, J = 7.2 Hz, 3H), 0.81
(d, J = 6.9 Hz, 6H); ESMS (C,gHssNoOg)D O OO : 875.4; 00O O : 876.4 (M+H)O
DO0o0o0a0

0] SDC-TRAP-0124

0 @Q-(1-(4-(3-(2,4-000000-5-0000000000)5-(000000000)-4
H-1,2,4-0 0 0000-4-00)0000)00000-4-00000)00000-4-00)
000(@-(2,6-000000000-3-00)-1-0000000000-4-00)00000
00
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0 ESMS (C4-HgsNgOo)D 0 0 0 - 889.4; 0 00 : 890.3 (M+H)O

000000

0 SDC-TRAP-0125
0@Q-(4-(4-(3-(2,4-000000-5-0000000000)-5-(000000000)-4
H-1,2,4-0 0 0000-4-00)00000)I0000)00000-4-00)000 (2-C2,
6-000000000-3-00)-1-0000000000-4-00)J00000 20
DO0o0o0a0

DO0o0o0a0

0
HN
" L
HO 5 9y N o
; < Djuﬁy
oM
)Qous,

HN g
- 30
O *H NMR (400 MHz, DMSO-dg) & 11.03 (s, 1H), 10.41 (s, 1H), 9.77 (s, 1H), 9.55
(s, 1H), 8.99 (t, J = 5.9 Hz, 1H), 7.77 (d, J = 6.8 Hz, 1H), 7.54 - 7.42 (m, 4H)
, 7.41 - 7.34 (m, 2H), 7.14 - 7.04 (m, 4H), 6.68 (s, 1H), 6.35 (s, 1H), 5.13 (dd
, J =13.3, 5.1 Hz, 1H), 4.39 (g, J = 17.6 Hz, 2H), 4.03 (q, J = 7.1 Hz, 2H), 3.
19 (p, J = 6.9 Hz, 2H), 3.03 - 2.85 (m, 2H), 2.60 (d, J = 16.8 Hz, 1H), 2.36-2.2
9 (m, 1H), 1.99 (s, 3H), 1.75 (s, 2H), 1.29 - 1.13 (m, 5H), 1.06 (t, J = 7.2 Hz,
3H), 0.92 (d, J = 6.9 Hz, 6H); ESMS (C,,H,gNg0,o)0 00 0 : 884.3; 0 OO : 885.3
(M+H)O
oooooao
0 SDC-TRAP-0155 40

OQ@-G-GB-24-0000oo-5-000DO0O0O00OO0O)--00000 -4H-1,2,4-00
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O SDC-TRAP-0156
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JP 6305981 B2 2018.4.4
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818.3; 0 O O : 819.2 (M+H)O
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0 ESMS (CusHasFNg00)0 0 0 O : 860.3; 00 O : 861.2 (M+H)D

oooooo

0 SDC-TRAP-0170
05-(4-(4-(3-(2,4-000000-5-0000000000)-5-00000-4H-1,2,4-0
00000-4-00)-2-00000000)310000-1-00)-N-(2-(2,6-000000
000-3-00)-1-0000000000-4-00)0000-2-0000000
oooooo

oooooo

_;z:J>= \T: :I‘COOH /i::}EJLNH N_ji:j;=o

HATU, DIPEA, DMF

ODMF(4mL)0 0000000 (0.2900.77mmoN)00005-0000000-2-00000(
0.15g0 0.95mmol) 0 HATU(0.29g0 0.77mmol)0 O DIPEA(0.27mLO 1.54mmo)0 0 0 00 O O
000001000000 000000NH,CIGNL)OOOO000000000EtOAC(ION
Ix 3)00000000000000Na,S0,0 0000000000000000000
0000005-000-N-(2-(2,6-000000000-3-00)-1-0000000000
-4-00)0000-2-0000000 (0.1g0 33%)0 000

gooooo
ogooooao
Q
\_/

Q* “° />~°H 5

e

“ N o <::2;j

KoGOs, DMF

SDC-TRAP-0170
O DMF(3ML)D 0 5-0 00 -N-(2-(2,6-0 00 000000-3-00)-1-000000000
0-4-00)IJ000-2-0000000 (0.0590 0.13mmol)0 4-(4-(3-0 000 -4-(0 0O O
00-1-00000)I000)-5-00000-4H-1,2,4-000000-3-00)-6-000
000O0000-1,3-000 0 (0.06g0 0.13mmol)0 O K,C05(0.07g0 0.51mmol)0 O 0 O O
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0000050010 000000000NH,CIGNLY0 0000 EtOAc(10nLx 3)0 O [
00000000000ONaS0,000000000000000000000000000
SDC-TRAP-0170(0.86g0 87%)0 0 O O
oooooo
0 TH NMR (400 MHz, DMSO-dg) & 12.00 (s, 1H), 11.00 (s, 1H), 10.29 (s, 1H), 9.64
(s, 1H), 9.41 (s, 1H), 8.73 (d, J = 1.2 Hz, 1H), 8.34 (d, J = 1.4 Hz, 1H), 7.85
(dd, J = 7.6, 1.4 Hz, 1H), 7.62 - 7.50 (m, 2H), 7.44 (t, J = 8.2 Hz, 1H), 7.09
(dd, J = 10.8, 2.0 Hz, 1H), 6.99 (dd, J = 8.2, 2.0 Hz, 1H), 6.87 (s, 1H), 6.27 (
s, 1H), 5.14 (dd, J = 13.3, 5.1 Hz, 1H), 4.55 - 4.38 (m, 2H), 3.74 (t, J = 4.8 H
z, 4H), 3.59 (s, 2H), 3.33 (s, 2H), 3.17 (d, J = 5.3 Hz, 1H), 3.06 - 2.83 (m, 2H
), 2.63 - 2.53 (m, 2H), 2.48 - 2.32 (m, 1H), 2.03 - 1.95 (m, 1H), 1.00 (d, J = 6
.9 Hz, 6H); ESMS (ChoHsoFN1o0,)0 00 0 1 790.3; OO 0O : 791.2 (M+H)O

oooooao
[0 SDC-TRAP-0171
04-((((2-,6-000000000-3-00)-1-0000000000-4-00)0000
00)0O0O0O)IO0O0)I D000 -4-(4-(3-(2,4-000000-5-0000000000)-5-
00000-4H-1,2,4-0 00000 -4-00)-2-000000D00ODYO0O0DODO-1-000
Ooo0o0ogano
oooooao
oooooao
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OH DMF OH

ODMF(ROmML)O 0 4-(0000O0000)I 0000 (290 16.1mmol)0 O O O TBSCI(2.7g0 1
79mmoDN0 0000000 .2g0323mmoD)D 00 0DODOOOOODO2hOO000O0O0O0
0 0 0O EtOAc(100mL)O O O O O 0.1N HCI(50mLx 3)DDDDDDDDDDNaZSO4DDDD
0o0o0ooo0ooDooDooDOoDbDOoo0o0ooDooDoo4-(ert-0 0000 OOoOOO)dO
0)0OO0)IOOOO0 (2-6g0 68%)0 00 0O
gooogod
Ooooogood
TBSO j\ TBSO

CI” “OPhNO,

]

TEA, DCM

OH

RGN
NO

0 DCM(15mL)0 O 4-(((tert-0 0000000 0O0)000)000)0 0000 (1.0g0 4.2
mmol)J 0 D0004-000000000000000 (1.0g04.96mmol)0 00000 0TEA
(1.8mLO 12.ommoN0 0000000 O0OO0OOOCOOOOOOOOOOOOODOOOO
000000000000 04-(((tert-0000000000)I000)00O0)0000(
4-0000000)000000 (1.4490 85%)0 0 OO
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O DMF(GSML)D O 4-(4-(3-0 000 -4-(00000-1-00000)I0000)-5-00000
-4H-1,2,4-000000-3-00)-6-0000000000-1,3-0000 (0-3290 0.75mm
oDI0DO0D04-(((tert-0 0 0000000O0)IO00)IO00)IDODO@OOOOOO
0)0OO0OOO0 (0.36g0 0.89mmol)0 O TEA(0.31mLO 2.22mmol)0 000000000 O

D10 0000000000 0NH,CIAONL) OO 0000000000 EtOAC(20nLx 2)0
0000000000 000ONaS0,000000000000000000000000
O004-(((tert-0000000000)000)I00)I0004-(4-(3-(2,4-00000 20
0-5-0000000000)-5-00000-4H-1,2,4-000000-4-00)-2-0000
000O0)I00D0O0-1-00000000 (0.38g0 75%)0 0 O O

gooooao
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F F
HO B HO
N OH \N>r—0H
OH dhdy’ OH Ny

04-(4-(3-(2,4-000000-5-0000000000)-5-00000-4H-1,2,4-000
000-4-00)-2-00000000)00000-1-00000000 (0.38g0 0.55mmol)

0 O TBAF(0.29g0 1.10mmoDO 0O D400 030min0 00D 000000 O0OO0OO0O0OD
000000000040 O0O00O0O000)I0004-@-(3-(2,4-000000-5-00 40
00000000)-5-00000-4H-1,2,4-000000-4-00)-2-00000000)
00000-1-00000000(0.2290 70%)0 0 00O
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ohoooes0 01D ODDOODODODODOODODOOODODDDODODODODODOOODOOODODDOO
gooboooooooOocooobooooobooo

oooooao
oooooao
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OJLNH o
o) N 0
oK OJLNH o o
N NH N)*o 0
N N O r/\
N
F © F
HO
J TEA, DMF i oM
OH HO
erj ~ 7
N-N SDC-TRAP-D171

HO

ODMF(4mL)0 04-(00O000O00D0)I0004-@-(3-(2,4-000000-5-00000
00000)-5-00000-4H-1,2,4-000000-4-00)-2-00000000)000
00-1-00000000(0.23g00.39mmol)0 00 004-0000000 (2-(2,6-000
000000-3-00)-1-0000000000-4-00)000000 (02790 0.62mmol)
00 TEAC0.17mLO 1.17mmoD)0 000 0000000000000 0000000NH.CIG
M)IOO0ODO00D000000EAc(RONLx )0 000000000000 0NayS0,00
0000000000000000000000O00O0SDC-TRAP-0171(0.21g0 65%)0 O O
000000000
Do0o0o0a0
0 'H NMR (400 MHz, DMSO-dg) & 11.96 (s, 1H), 10.98 (s, 1H), 9.65 (s, 1H), 9.59
(s, 1H), 9.37 (s, 1H), 7.79 (dd, J = 6.5, 2.5 Hz, 1H), 7.54 - 7.37 (m, 5H), 7.18
- 7.04 (m, 3H), 6.99 (dd, J = 8.1, 2.0 Hz, 1H), 6.87 (s, 1H), 6.27 (s, 1H), 5.1
9 - 5.06 (m, 3H), 4.38 (q, J = 17.6 Hz, 2H), 4.11 - 3.98 (m, 1H), 3.57 (s, 3H),
3.41 (d, J = 7.6 Hz, 1H), 3.28 (s, 1H), 3.17 (d, J = 5.3 Hz, 1H), 3.07 - 2.83 (m
, 2H), 2.60 (d, J = 17.3 Hz, 1H), 2.45 (s, 3H), 2.39 - 2.24 (m, 1H), 2.04-1.99 (
m, 1H), 1.00 (d, J = 6.9 Hz, 6H); ESMS (C,4H,sFNg0,o)0 000 : 862.3; 0O 0O : 86
3.2 (M+H)O
Do0o0o00
0 SDC-TRAP-0182
04-((((2-(2,6-000000000-3-00)-1-0000000000-4-00)0000
00)DO0O0)DO00)-2,6-000000004-4-(3-(2.4-000000-5-000000
0000)-5-00000-4H-1,2,4-000000-4-00)-2-00000000)0000
0D-1-00000000
000000
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OoooooOoao
0
OJ\NH o
NH
N 0
2 ol
(\N’l*o
N
F
1 OH
"o~y
N-N 4

0 H NMR (400 MHz, DMSO-dg) & 11.99 (s, 1H), 11.02 (s, 1H), 9.65 (d, J = 13.1 H
z, 2H), 9.41 (s, 1H), 7.79 (dd, J = 6.8, 2.3 Hz, 1H), 7.54 - 7.38 (m, 3H), 7.16
(s, 2H), 7.08 (dd, J = 11.0, 2.0 Hz, 1H), 6.99 (dd, J = 8.2, 2.0 Hz, 1H), 6.88 (
s, 1H), 6.27 (s, 1H), 5.17 - 5.06 (m, 3H), 4.47 - 4.29 (m, 2H), 3.72 - 3.61 (m,
2H), 3.56 (s, 2H), 3.44 (d, J = 6.5 Hz, 2H), 3.07 - 2.84 (m, 2H), 2.65 - 2.55 (m
1H), 2.45 (s, 4H), 2.38 - 2.23 (m, 1H), 2.10 (s, 6H), 2.05 - 1.96 (m, 1H), 1.0

1 (d, J = 6.9 Hz, 6H); ESMS (ChgHa7FNgO,0)0 00 O : 890.3; OO O : 891.2 (M+H)O
oooooQ
0 SDC-TRAP-0187
04-((((2-(2,6-000000000-3-00)-1-0000000000-4-00)0000
00)I0O0)IO00)-2,6-000000004-(4-(3-(2,4-000000-5-000000
0000)5-(000000000)4H-1,2,4-000000-4-00)00000)J00
00-1-00000000
oooooo
oooooo
Q
JOL OJLNH o
Sl
o
o)

HO Nyfi

8N

Ly N-NOH

0 ESMS (CLoHgoNg0,,)0 00 0 1 928.4; 00 O : 929.1 (M+H)O

Do0o0o00

0 SDC-TRAP-0017
03-(5-(3-(2,4-000000-5-0000000000)-5-00000-4H-1,2,4-000
000-4-00)-1H-00000-1-00)-N-(2-(2,6-000000000-3-00)-1-00
00000000-4-00)00000000
000000
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gbooooao

H
N O

HQ Ckii;:jr
H
N /N
/
/N

N

A
N QH
0 ESMS CggHasN,0,0 0 0 O 1 663.24; 000 : 664.2(M+H)*D
Do0o0o00
0 SDC-TRAP-0015
0 N1-(2-(2-(5-(3-(2,4-000000-5-0000000000)-5-00000 -4H-1,2,4
-000000-4-00)-1H-00000-1-00)0000)000)-N5-(2-(2,6-0000
00000-3-00)-1-0000000000-4-00)0000000
DO0o0o0a0

OoOo0ogoogaod
HN
HN © .
0
HN

N
]
HO
OH
HO Ny

0 H NMR (400 MHz, DMSO-dg) & 11.87 (s, 1H), 11.02 (s, 1H), 9.90 (s, 1H), 9.52

(s, 1H), 9.47 (s, 1H), 7.97 -7.83 (m 2H), 7.55 - 7.38 (m, 4H), 6.92 (d, J = 8.7

Hz, 1H), 6.73 (s, 1H), 6.41 (s, 1H), 6.23 (s, 1H), 5.13 (d, J = 13.6 Hz, 1H), 4.
37 (dd, J = 26.6, 17.5 Hz, 4H), 3.70- 3.39 (m, 6H), 2.91 (q, J = 12.5, 11.7 Hz,

3H), 2.37 (d, J = 8.9 Hz, 4H), 2.13 (t, J = 7.3 Hz, 2H), 2.06 - 1.96 (m, 2H), 1.
86 - 1.77 (m, 2H), 1.22 -0.90 (m, 2H), 0.83 (d, J = 6.7 Hz, 6H). ESMS C,,H,4NgO
o0 000 : 792.32; 000 : 793.2 (M+H)™O

Dooooo

0 SDC-TRAP-0018

0N1-(2-(5-(3-(2,4-0 000 00-5-0000000000)-5-00000-4H-1,2,4-0
00000-4-00)-1H-00000-1-00)000)-N5-(2-(2,6-000000000 -3-
00)-1-0000000000-4-00)-N1-0000000000

O

O

obooo
obooo

OH HN
HO N/_‘/ S 5 N 8]
NZ N’Q
o
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0 'H NMR (400 MHz, DMSO-dg) & 11.94 (bs, 1H), 11.01 (s, 1H), 9.79 (s, 1H), 9.45
(d, J = 7.0 Hz, 2H), 7.79 (dd, J = 18.5, 7.1 Hz, 1H), 7.50 -7.38 (m, 5H), 6.94
(t, J = 7.6 Hz, 1H), 6.74 (d, J = 9.7 Hz, 1H), 6.44 (s, 1H), 6.23 (s, 1H), 5.14
(dd, J = 12.6, 6.1 Hz, 1H), 4.49 - 4.24 (m, 4H), 3.65 - 3.54 (m, 4H), 3.17 (d, J
= 4.6 Hz, 1H), 2.89 (d, J = 12.7 Hz, 5H), 2.76 (s, 2H), 2.45 - 2.24 (m, 4H), 2.
13 - 1.97 (m, 4H), 1.80 (d, J = 13.2 Hz, 2H), 1.60 - 1.52 (m, 1H), 0.82 (d, J =
7.9 Hz, 6H). ESMS C,oH,oNgOgd 0 00 : 762.31; 00 O : 763.2 (M+H)*D
Do0o0o00
0 SDC-TRAP-0021
02-(3-(2-(5-(3-(2,4-000000-5-0000000000)-5-00000-4H-1,2,4-
000000-4-00)-1H-00000-1-00)000)-3-0000000)-N-(2-(2,6-0
00O000000-3-00)-1-0000000000-4-00)0000000
Do0o0o0a0

0 H NMR (400 MHz, DMSO-dg) & 11.87 (s, 1H), 11.01 (s, 1H), 9.83 (s, 1H), 9.53
(s, 1H), 9.47 (s, 1H), 7.86 (dd, J = 6.3, 2.7 Hz, 1H), 7.58 - 7.46 (m, 3H), 7.41
(dd, J = 8.3, 2.6 Hz, 2H), 6.94 (dd, J = 8.7, 2.0 Hz, 1H), 6.82 - 6.70 (m, 2H),
6.43 (dd, J = 3.2, 0.8 Hz, 1H), 6.23 (s, 1H), 5.14 (dd, J = 13.3, 5.1 Hz, 1H),

4.46 - 4.26 (m, 4H), 3.91 - 3.84(m, 2H), 3.59 - 3.50 (m, 2H), 2.97 - 2.83 (m, 2H

), 2.59 (s, 4H), 2.36 - 2.20 (m, 1H), 1.99 (s, 1H), 0.82 (d, J = 6.8 Hz, 6H). E

SMS CagHaoNgOgd O O 0 1 749.29; O O O : 750.2 (M+H)*D

oooooo

0 SDC-TRAP-0033

0 N1-(2-(2-(5-(3-(2,4-000000-5-0000000000)-5-00000-4H-1,2,4

-000000-4-00)-1H-00000-1-00)0000)000 )-N4-(2-(2,6-0 000

00000-3-00)-1-0000000000-4-00)-N1-0000000000
oooooao
oooooao
OH o H
/N N0
HO /‘/0 \ o
N* N@ HN
N=( 7
OH

0 H NMR (400 MHz, DMSO-dg) & 11.89 (m, 1H), 11.03 (s, 1H), 9.86 (s, 1H), 9.58
(s, 1H), 9.50 (s, 1H), 7.94 - 7.81 (m, 2H), 7.74 - 7.30 (m, 7H), 6.93 (d, J = 8.
7 Hz, 1H), 6.74 (s, 1H), 6.42 (d, J = 7.5 Hz, 1H), 6.24 (s, 1H), 5.15 (d, J = 12
.7 Hz, 1H), 4.51- 4.37 (m, 4H), 3.86 - 3.42 (m, 5H), 3.19 (m, 1H), 2.90 - 2.51 (
m, 9H), 2.31 -2.04 (m, 4H), 0.84 (d, J = 5.9 Hz, 6H). ESMS C,,H,,NgOo0 O O O :
792.32; 00O : 793.3 (M+H)*O
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gbooooao

O SDC-TRAP-0041
0O5-(4-(4-3-(2,4-000000-5-0000000000)-5-000D000-4H-1,2,4-0C
ooooD-4-00)H)00O0Oo)oQ0O0OD-1-00)-N-2-,6-000000000-3-0
0)-1-0000000000-4-00)-5-000000000O0

gooooo
oooooao
HN
HO, Nﬁﬂ
N NSO
o
HO N HN
N\N)\OH

0 H NMR (400 MHz, DMSO-dg) & 11.94 (s, 1H), 11.03 (s, 1H), 9.80 (s, 1H), 9.62
(s, 1H), 9.42 (s, 1H), 7.83 (dd, J = 6.9, 2.1 Hz, 1H), 7.50 (d, J = 7.1 Hz, 2H),
7.31 (d, J = 8.0 Hz, 2H), 7.15 (d, J = 7.9 Hz, 2H), 6.78 (s, 1H), 6.27 (s, 1H),
5.15 (dd, J = 13.2, 5.1 Hz, 1H), 4.45 - 4.29 (m, 2H), 3.62 - 3.54 (m, 1H), 3.44
(dd, J = 14.8, 8.9 Hz, 8H), 3.03 - 2.85 (m, 2H), 2.60 (dd, J = 22.9, 8.3 Hz, 2H

), 2.49 - 2.25 (m, 10H), 2.08 - 1.97 (m, 1H), 1.82 (p, J = 7.4 Hz, 2H), 0.95 (d,
J = 6.9 Hz, 6H). ESMS C,oH uNgOgO 0 O 0 : 764.33; 00 O : 765.3 (M+H)*D

oooooQ

[ SDC-TRAP-0109

04-(4-(3-(2,4-000000-5-0000000000)-5-00000-4H-1,2,4-00 0

000-4-00)0000)-N-(2-(2,6-000000000-3-00)-1-00000000

00-4-00)00000-1-0000000

Dooooo

oooooo

HO. OH

0 TH NMR (400 MHz, DMSO-dg) & 11.94 (s, 1H), 10.99 (s, 1H), 9.61 (s, 1H), 9.42

(s, 1H), 8.57 (s, 1H), 7.53 - 7.39 (m, 3H), 7.33 (d, J = 8.0 Hz, 2H), 7.15 (d, J
= 8.0 Hz, 2H), 6.77 (s, 1H), 6.27 (s, 1H), 5.12 (dd, J = 13.2, 5.2 Hz, 1H), 4.3

6 - 4.30 (m, 2H), 3.53 - 3.41 (m, 6H), 3.38 (s, 1H), 2.92 (ddd, J = 31.5, 15.9,

6.1 Hz, 2H), 2.64 - 2.54 (m, 1H), 2.47 - 2.35 (m, 5H), 0.94 (d, J = 6.9 Hz, 6H).
ESMS CogHagNg0,0 00 0 1 694.29; 000 : 695.2 (M+H)*O

Dooooo

0 SDC-TRAP-0110

02-(4-(4-(3-(2,4-000000-5-0000000000)-5-00000-4H-1,2,4-0

00000-4-00)0000)00000-1-00)-N-(2-(2,6-000000000-3-0

0)-1-0000000000-4-00)J00000

oooooo
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gbooooao

—~ oj\f
H NI
P H N@
N N 0
\
\—
"LOH

0 H NMR (400 MHz, DMSO-dg) & 11.83 (s, 1H), 11.00 (s, 1H), 9.77 (s, 1H), 9.57
(s, 1H), 9.44 (s, 1H), 7.80 (dd, J = 7.5, 1.5 Hz, 1H), 7.58 - 7.47 (m, 2H), 7.06
- 6.98 (m, 2H), 6.97 - 6.89 (m, 2H), 6.78 (s, 1H), 6.27 (s, 1H), 5.12 (dd, J =
13.3, 5.1 Hz, 1H), 4.47 - 4.32 (m, 2H), 3.23 (d, J = 5.8 Hz, 6H), 3.03 - 2.83 (m
, 3H), 2.76 - 2.55 (m, 6H), 2.47 - 2.32 (m, 1H), 2.02 (td, J = 7.5, 3.9 Hz, 1H),

0.96 (d, J = 6.9 Hz, 6H)O

Do0o0o0a0

0 ESMS CagHagNgO,0 0 0 0 1 694.29; 00 0O : 695.2 (M+H)*O
DO0o00o00

0 SDC-TRAP-0114
Do0o0o0Q0
Do0o0o00

H

N
,jz:;)f=o
g (O
'S 1
N/

HO OH

04-(4-(3-(2,4-000000-5-0000000000)-5-00000-4H-1,2,4-000
000-4-00)0000)-N-(2-(2,6-000000000-3-00)-1-00000000
00-4-00)00000-1-0000000

0 ESMS Cg HaoN,0,0 0 0 O : 693.29; 000 : 694.2 (M+H)*O

DO0o0o0a0

0 SDC-TRAP-0115

ON-(2-(2,6-000000000-3-00)-1-0000000000 -4-00)-1-(4-(3-(2
-00000-5-000000-4-00000000)-5-(000000000000)-4H-1
,2,4-000000-4-00)0000)I0000-4-0000000

OooooO
OooooO
o
N
N o
- NH
0
N
i
OH ng?‘1§+~<i ©

0 ESMS C,oHagNg0,0 0 0 O 1 776.36; 00 0O : 777.3 (M+H)*O
oooooo
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O SDC-TRAP-0116
02-(4-(4-3-(2.4-000000-5-0D0000000O000)-5-000D00O00-4H-1,2,4-0
oooo0OD-4-00)H)0000)H)D000D-1-00)-N-2-2,6-000000000-38-0
0)-1-0000000000-4-00)00000

ogooooad
oooooad
Q
HN
9] N 0o
HO
HN
N N N\/ko
A
W=
H
OH

0 'H NMR (400 MHz, DMSO-dg) & 11.91 (s, 1H), 11.01 (s, 1H), 9.69 (s, 1H), 9.58
(s, 1H), 9.42 (s, 1H), 7.77 (dd, J = 7.5, 1.5 Hz, 1H), 7.58 - 7.46 (m, 2H), 7.18
(d, J = 8.4 Hz, 2H), 7.14 - 7.06 (m, 2H), 6.74 (s, 1H), 6.27 (s, 1H), 5.13 (dd,
J =13.2, 5.1 Hz, 1H), 4.45 - 4.30 (m, 2H), 3.20 - 3.09 (m, 3H), 3.03 - 2.83 (m
, 4H), 2.60 (ddd, J = 17.4, 4.3, 2.4 Hz, 1H), 2.37 (qd, J = 12.5, 11.8, 5.9 Hz,

1H), 2.14 - 1.96 (m, 3H), 1.60 - 1.44 (m, 3H), 1.38 - 1.24 (m, 2H), 0.92 (d, J =
6.9 Hz, 6H)O

Do0o0o0a0

0 ESMS CggHa,N,0,0 000 : 707.31; 000 : 708.2 (M+H)*O

Do0o0o00

0 SDC-TRAP-0119

04-(2-(5-(3-(2,4-000000-5-0000000000)-5-00000 -4H-1,2,4-0

00000-4-00)-1H-00000-1-00)000)-N-(2-(2,6-000000000-3-

00)-1-0000000000-4-00)00000-1-0000000

Do0o0o0Q

Do0o0o00

O

NH

7593 ol

0 H NMR (400 MHz, DMSO-dg) & 11.90 (s, 1H), 10.99 (s, 1H), 9.54 (d, J = 17.1 H
z, 2H), 8.50 (s, 1H), 7.53 - 7.41 (m, 6H), 6.95 (d, J = 8.7 Hz, 1H), 6.69 (s, 1H
), 6.47 - 6.41 (m, 1H), 6.25 (s, 1H), 5.12 (dd, J = 13.1, 5.2 Hz, 1H), 4.33 (s,
2H), 4.24 (t, J = 6.9 Hz, 2H), 4.11 - 3.99 (m, 2H), 2.90 (td, J = 13.9, 6.3 Hz,
2H), 2.75 (t, J = 12.8 Hz, 2H), 2.60-2.55(m, 1H), (2.45 - 2.34 (m, 1H), 2.00 (d,
J=8.5Hz, 1H), 1.74 (d, J = 13.1 Hz, 4H), 1.43 (s, 1H), 1.21 - 1.07 (m, 2H),
0.80 (d, J = 6.8 Hz, 6H)O

000000

0 ESMS C,oHaoNg0,0 0 0 O 1 746.32; 00 0O : 747.3 (M+H)*O
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DoooooQ

0 SDC-TRAP-0120

0 N1-(2-(2-(5-(3-(2,4-000000-5-0000000000)-5-00000-4H-1,2,4
-000000-4-00)-1H-00000-1-00)0000)000)-N5-(2-(2,6-0000

00000-3-00)-1-0000000000-4-00)-N1-0000000000
Oooooo
0ooooo
HN
\
NMN
~

<;_0 G
N HN
CH

|
H
7
HO  Ney

0 H NMR (400 MHz, DMSO-dg) & 11.87 (s, 1H), 11.02 (s, 1H), 9.80 (d, J = 4.4 Hz
, 1H), 9.54 (s, 1H), 9.47 (s, 1H), 7.82 (dt, J = 7.4, 2.1 Hz, 1H), 7.54 - 7.31 (

m, 5H), 6.91 (dd, J = 8.7, 2.0 Hz, 1H), 6.73 (d, J = 2.1 Hz, 1H), 6.40 (dd, J =

7.0, 3.1 Hz, 1H), 6.22 (s, 1H), 5.19 - 5.09 (m, 1H), 4.45 - 4.26 (m, 4H), 3.70 -
3.63 (m, 2H), 3.49 - 3.33 (m, 4H), 2.98 - 2.80 (m, 4H), 2.75 (s, 1H), 2.60 (ddd
,J=17.1, 4.3, 2.3 Hz, 1H), 2.35 (ddd, J = 31.6, 15.2, 7.4 Hz, 5H), 1.80 (p, J
= 7.4 Hz, 2H), 0.83 (dd, J = 6.9, 2.1 Hz, 6H). ESMS C,,H,eNgOod O O O : 806.34
;000 : 807.3 (M+H)*O

oooooo

0 SDC-TRAP-0121
02-(4-(4-(3-(2,4-000000-5-0000000000)-5-00000-4H-1,2,4-0
00000-4-00)I000)I0000-1-00)-2-000000-(2,6-000000
000-3-00)-1-0000000000-4-00)000000

oooooo

0ooooo

o]

O/”\/OTH

o
Q N

d HN
1 rOH
OH N-N

O *H NMR (400 MHz, DMSO-dg) & 11.93 (s, 1H), 11.01 (s, 1H), 9.77 (s, 1H), 9.60
(s, 1H), 9.40 (s, 1H), 7.77 (dt, J = 7.0, 3.6 Hz, 1H), 7.56 - 7.46 (m, 2H), 7.32
(d, J = 8.0 Hz, 2H), 7.15 (d, J = 7.8 Hz, 2H), 6.78 (s, 1H), 6.27 (s, 1H), 5.12
(dd, J = 13.3, 5.1 Hz, 1H), 4.85 (s, 2H), 4.45-4.35 (m, 2H), 3.49 (s, 2H), 3.44
(s, 3H), 3.03 - 2.84 (m, 2H), 2.61 (d, J = 17.6 Hz, 1H), 2.42 - 2.26 (m, 6H), 2
.07 - 1.99 (m, 1H), 0.95 (d, J = 6.9 Hz, 6H). ESMS C5gH,oNgO 00 O O O - 752.29;
000 : 753.3 (M+H)™O
oooooag
0 SDC-TRAP-0128
02-(4-(4-B-(2,4-000DOO-5-0D000000O000O0DO0)-5-00000 -4H-1,2,4-0
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00000-4-00)0000)I0000-1-00)-N-(2-(2,6-000000000 -3-0
0)-1-0000000000-4-00)000000

Do0o0o0a0

000000

\N
& o

0 'H NMR (400 MHz, DMSO-dg) & 11.92 (s, 1H), 11.01 (s, 1H), 9.71 (s, 1H), 9.59
(s, 1H), 9.40 (s, 1H), 7.79 (dd, J = 7.4, 1.5 Hz, 1H), 7.58 - 7.46 (m, 2H), 7.30
(d, J = 8.0 Hz, 2H), 7.13 (d, J = 8.0 Hz, 2H), 6.77 (s, 1H), 6.26 (s, 1H), 5.12
(dd, J = 13.2, 5.1 Hz, 1H), 4.45 - 4.29 (m, 2H), 3.46 (s, 2H), 3.16 (s, 2H), 3.
02 - 2.84 (m, 2H), 2.65 - 2.50 (m, 5H), 2.47 - 2.32 (m, 5H), 1.99 (m, 1H), 0.94
(d, J = 6.9 Hz, 6H). ESMS Cs,H,oNgO,0 0 OO : 708.30; OO O : 709.3 (M+H)*O
Do0o0o0Q
0] SDC-TRAP-0129
02-(4-(2-(5-(3-(2,4-000000-5-0000000000)-5-00000-4H-1,2,4-
000000-4-00)-1H-00000-1-00)000)00000-1-00)-N-(2-(2,6-0
00000000-3-00)-1-0000000000-4-00)0000000

gboooaog
ugboogood

o (el

0 TH NMR (400 MHz, DMSO-dg) & 11.89 (s, 1H), 11.00 (s, 1H), 9.70 (s, 1H), 9.54
(d, J = 14.6 Hz, 2H), 7.77 (dd, J = 7.4, 1.5 Hz, 1H), 7.58 - 7.40 (m, 5H), 6.94
(dd, J = 8.7, 2.1 Hz, 1H), 6.67 (s, 1H), 6.43 (d, J = 3.1 Hz, 1H), 6.24 (s, 1H),
5.12 (dd, J = 13.2, 5.1 Hz, 1H), 4.45 - 4.29 (m, 2H), 4.22 (t, J = 7.2 Hz, 2H),
3.12 (s, 2H), 2.87 (q, J = 6.9 Hz, 4H), 2.59 (d, J = 17.3 Hz, 1H), 2.46 - 2.33
(m, 1H), 2.09-2.04 (m, 5H), 1.69 (d, J = 6.9 Hz, 4H), 1.36 - 1.25 (m, 2H), 0.78
(d, J = 6.8 Hz, 6H). ESMS C,,H,uNgO,0 0 00 : 760.33; 00O : 761.2 (M+H)*D
Dooooo

0 SDC-TRAP-0131

02-(4-(4-(3-(2,4-0 0 0000-5-0000000000)-5-00000-4H-1,2,4-0
00000-4-00)0000)I0000-1-00)-2-000000-(2,6-000000
000-3-00)-1-0000000000-4-00)000000

oooooo
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gbooooao

)~0H

0 H NMR (400 MHz, DMSO-dg) & 11.91 (s, 1H), 11.01 (s, 1H), 9.75 (s, 1H), 9.60
(s, 1H), 9.42 (s, 1H), 7.81 - 7.74 (m, 1H), 7.54 - 7.46 (m, 2H), 7.19 (d, J = 8.
0 Hz, 2H), 7.10 (d, J = 7.8 Hz, 2H), 6.75 (s, 1H), 6.27 (s, 1H), 5.12 (dd, J = 1

3.2, 5.2 Hz, 1H), 4.90 - 4.75 (m, 2H), 4.45 (d, J = 17.6 Hz, 1H), 4.40 - 4.24 (m
, 2H), 3.69 (d, J = 13.1 Hz, 1H), 3.02 - 2.84 (m, 3H), 2.61 (d, J = 17.6 Hz, 2H)
, 2.34 (td, J = 14.4, 9.8 Hz, 1H), 2.08 - 1.96 (m, 2H), 1.75 (s, 1H), 1.59 (t, J
= 12.0 Hz, 2H), 1.26 - 1.08 (m, 2H), 1.01 (s, 1H), 0.94 (d, J = 6.9 Hz, 6H). E

SMS CgoHa N,Ogd 0 00 : 751.30; O 0 O : 752.2 (M+H)*O

oooooo

0 SDC-TRAP-0149
01-(4-(3-(2,4-000000-5-0000000000)-5-(C00000000)-4H-1,

2,4-000000-4-00)0000)-N-2-2,6-000000000-3-00)-1-000
000DO00O00-4-00)00000-4-0000000

oooooo

oooooo

H N\H‘\N/\
v IR

NN
OH

0 H NMR (400 MHz, DMSO-dg) & 11.03 (s, 1H), 10.61 (s, 1H), 9.76 (d, J = 9.5 Hz
, 2H), 8.97 (t, J = 5.9 Hz, 1H), 7.82 (dd, J = 7.2, 1.9 Hz, 1H), 7.55 - 7.44 (m,
2H), 7.40 (d, J = 8.3 Hz, 2H), 7.35 - 7.27 (m, 2H), 6.59 (s, 1H), 6.35 (s, 1H),
5.15 (dd, J = 13.3, 5.1 Hz, 1H), 4.44 - 4.28 (m, 2H), 3.51 (s, 2H), 3.31 (s, 1H
). 3.23 - 3.11 (m, 2H), 2.92 (dg, J = 13.4, 7.5, 6.4 Hz, 4H), 2.61 (d, J = 17.6
Hz, 1H), 2.39 (dtt, J = 26.4, 13.3, 6.3 Hz, 2H), 2.01 (dd, J = 12.9, 8.7 Hz, 3H)
, 1.81 (d, J = 12.2 Hz, 2H), 1.70 (q, J = 11.4 Hz, 2H), 1.04 (t, J = 7.1 Hz, 3H)
, 0.82 (d, J = 6.9 Hz, 6H). ESMS C,oH,uNgO,0 0 O 0 : 748.33; O O O : 749.3 (M+H
)0
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0oobo0o0o0-4-00)-2-00000000O)YDO0DOOD-1-0D00D000)-2,6-000000
oo0@-.6e-000000D000-3-00)-1-0000000D00O0-4-00)00000
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oooooad
oooood
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0 ESMS C,gH4sFNgOo0 O 0 O : 860.33; 0 00 : 861.2 (M+H)*O
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HO
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0 'H NMR (400 MHz, DMSO-dg) & 11.04 (s, 1H), 10.22 (s, 1H), 10.08 (s, 1H), 9.75

8.5 Hz, 1H), 6.73 (d, J =

(s, 1H), 9.03 (t, J = 6.2 Hz, 1H), 7.80 (s, 1H), 7.50-7.41 (m, 6H), 7.04 (d, J
11.0 Hz, 2H), 6.56 - 6.49 (m, 1H), 6.33 (s, 1H), 5.1

5 (dd, J = 13.3, 5.1 Hz, 1H), 4.44 - 4.28 (m, 2H), 3.79 (s, 3H), 3.29 - 3.13 (m,

8H), 2.95-2.55 (m ,2H), 2.36 (d, J =

O
O
O
O
O
O
O
O

H

O

F 0,
o) 0
&r -
N
b rsl \N/>——OH

0 ESMS C,4H4oFNgOo0 O 0 O :

7.4 Hz, 3H), 0.91 (d, J = 6.9 Hz, 6H).
- 886.3 (M+H)*O

0Do0o0oo

SDC-TRAP-0174

14.6 Hz, 1H), 2.11-2.02(m,1H), 1.06 (t, J
ESMS CLgHa7Ng0,00 O 0 O :

885.34; O O

4-(4-(4-B3-(2.4-0DD00DODOD--000O00O0OCOODO)-5-00000-4H-1,2,4-0
ooobD-4-00)-2-0000000D0HY I ODOOO-1-00000)-3-0000000
-,e-0 00000000 -3-00)-1-00000000C00-4-00)H)000000

ooooao
ooooao

? F
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ooooag

O SDC-TRAP-0175
04-(4-GG-(B-(2,4-000000--0D000000O0O00O0O)-5-0000O00O-4H-1,2,4-0
ocooooD-4-00)H)OOO-2-00)0ODOO-1-00000)H)000D0@-(2,6-000
oooooo-3-00)-1-00000ODDbOO0O00-4-00Ho000ODDOO
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0 ESMS C,oHaNgOoD 0 0 0 1 815.30; 00 0O : 816.1 (M+H)*O

oooooo

[ SDC-TRAP-0176
04-(4-(4-(3-(2,4-000000-5-0000000000)-5-(000000000)-4H
-1,2,4-000000-4-00)00000)I0000-1-00)-2-0000000(2-(2,6
-000000000-3-00)-1-0000000000-4-00)000000

oooooo 20
oooooo

[eeanatat

Ni/
N
" 1:(§

0 H NMR (400 MHz, DMSO—da) 5 11.03 (s, 1H), 10.25 (s, 1H), 10.11 (s, 1H), 9.75 30
(s, 1H), 9.02 (t, J = 6.1 Hz, 1H), 7.81 (p, J = 3.5 Hz, 1H), 7.58 - 7.46 (m, 4H
), 7-42 (d, J = 7.9 Hz, 2H), 7.04 (d, J = 8.7 Hz, 1H), 6.92 (d, J = 2.7 Hz, 1H),
6.84 (dd, J = 8.8, 2.9 Hz, 1H), 6.72 (s, 1H), 6.34 (s, 1H), 5.14 (dd, J = 13.2,
5.1 Hz, 1H), 4.51 (d, J = 17.7 Hz, 1H), 4.42 (d, J = 17.7 Hz, 1H), 3.78 (s, 2H)
, 3.50 (s, 2H), 3.18 (dt, J = 20.9, 11.0 Hz, 6H), 2.94 (dp, J = 18.6, 6.2, 4.7 H
z, 2H), 2.53 - 2.47 (m, 2H), 2.46 - 2.30 (m, 1H), 2.18 (s, 3H), 2.04 (dd, J = 11
.6, 5.9 Hz, 1H), 1.07 (t, J = 7.2 Hz, 3H), 0.91 (d, J = 6.8 Hz, 6H). ESMS C,gH,
NgOgO 000 = 869.35; 00O O : 870.1 (M+H)*O
oooooao
0 SDC-TRAP-0177 40
04-(4-(4-(3-(2,4-000000-5-0000000000)-5-(000000000)-4H
-1,2,4-0 0 0000-4-00)00000)00000-1-00000)0000(2-(,6-0
000000D0D0-3-00)-1-0000000000-4-00)00000
oooooao
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0 H NMR (400 MHz, DMSO-dg) & 11.03 (s, 1H), 10.19 (s, 1H), 9.73 (s, 2H), 9.02
(t, J = 6.0 Hz, 1H), 7.84 - 7.77 (m, 1H), 7.50 (dg, J = 11.4, 6.5 Hz, 8H), 7.40
(d, J = 6.8 Hz, 2H), 6.70 (s, 1H), 6.33 - 6.28 (m, 1H), 5.23 (s, 2H), 5.13 (dd,
J =13.2, 5.1 Hz, 1H), 4.40 (d, J = 17.8 Hz, 2H), 3.68 (d, J = 24.7 Hz, 4H), 3.2
2 - 3.12 (m, 2H), 2.93 (d, J = 12.6 Hz, 2H), 2.65-2.55 (m, 1H), 2..30-2.25(m, 1H
), 2.02 (dd, J = 15.0, 7.1 Hz, 1H), 1.05 (t, J = 7.1 Hz, 3H), 0.88 (d, J = 7.5 H
z, 6H). ESMS C, H,NgO,0,0 OO O : 897.34; 000 : 898.1 (M+H)*O

oooooQ

0 SDC-TRAP-0178
04-(4-(4-(3-(2,4-000000-5-0000000000)-5-(000000000)-4H
-1,2,4-000000-4-00)00000)00000-1-00)-2,6-00000000 (2-
(2,6-000000000-3-00)-1-0000000000-4-00)000000
Dooooo

Dooooo

G

HO h{NSH\(p HN}tﬂ
(" szp

0 H NMR (400 MHz, DMSO-dg) & 11.02 (s, 1H), 10.22 (s, 1H), 10.17 (s, 1H), 9.74
(s, 1H), 9.02 (t, J = 5.9 Hz, 1H), 7.86 - 7.77 (m, 1H), 7.58 - 7.46 (m, 4H), 7.
45 - 7.37 (m, 2H), 6.73 (d, J = 11.9 Hz, 3H), 6.33 (s, 1H), 5.13 (dd, J = 13.2,
5.1 Hz, 1H), 4.50 (d, J = 17.6 Hz, 1H), 4.41 (d, J = 17.6 Hz, 1H), 3.76 (s, 2H),
3.48 (s, 2H), 3.25 - 3.13 (m, 4H), 3.02 - 2.85 (m, 2H), 2.66 - 2.57 (m, 1H), 2.
45 - 2.31 (m, 1H), 2.14 (s, 6H), 2.04-2.02(m, 1H), 1.06 (t, J = 7.2 Hz, 3H), 0.9
1 (d, J =6.9 Hz, 6H). ESMS C, H,oNgOoD O 00 : 883.37; 000 : 884.1 (M+H)™O
Dooooo
0 SDC-TRAP-0194
04-Q2-(4-(4-(3-(2,4-000000-5-0000000000)-5-00000 -4H-1,2,4-
000000-4-00)-2-00000000)00000-1-00)-2-000000)000
0(-(2,6-000000000-3-00)-1-0000000000-4-00)0000001
oooooo
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DoooooQ

OH

0
HN o
10

0 H NMR (400 MHz, DMSO-dg) & 12.04 (s, 1H), 11.06 (s, 1H), 9.70 (d, J = 7.6 Hz
, 2H), 9.45 (s, 1H), 7.88 - 7.81 (m, 1H), 7.59 - 7.49 (m, 2H), 7.42 (d, J = 8.2
Hz, 3H), 7.31 - 7.24 (m, 2H), 7.12 (dd, J = 10.5, 2.1 Hz, 1H), 7.02 (dd, J = 8.1
, 2.1 Hz, 1H), 6.92 (s, 1H), 6.33 (s, 1H), 5.22 - 5.12 (m, 3H), 4.56 - 4.35 (m,
2H), 3.73 (d, J = 15.5 Hz, 2H), 3.57 - 3.46 (m, 6H), 3.13 - 2.89 (m, 2H), 2.71 -
2.61 (m, 1H), 2.37 (h, J = 6.4, 5.4 Hz, 5H), 2.12 - 1.99 (m, 1H), 1.05 (d, J =
6.9 Hz, 6H). ESMS C,cH,sFNgOo0 O O 0 : 860.33; OO 0 : 861.2 (M+H)*O
oooooQ
0 SDC-TRAP-0195 20
04-(4-(1-(4-(3-(2,4-000000-5-0000000000)-5-(000000000)
-4H-1,2,4-000000-4-00)0000)I0000-4-00000)I0000-1-00
)-2,6-00000000(-(,6-000000000-3-00)-1-0000000000 -
4-00)000000

Dooooo
Doo00o00
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W :g’
NS 30
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o
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0 ESMS CgsHgoN1o0ol 0 O Oz 980.45; 0 0 O : 981.3 (M+H)*D 40
oooooo

0 SDC-TRAP-0196
04-(G-(3-(2,4-000000-5-0000000000)-5-(000000000)-4H-1
,2,4-000000-4-00)0000000-2-00)J00)-2,6-000000000 (2-
(2,6-000000000-3-00)-1-0000000000-4-00)000000
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O 1H NMR (400 MHz, DMSO-dg) & 11.03 (s, 1H), 10.56 (s, 1H), 10.15 (s, 1H), 9.77
(s, 1H), 8.99 (t, J = 5.9 Hz, 1H), 7.82 (dd, J = 5.7, 3.2 Hz, 1H), 7.52 (g, J =
4.1, 3.4 Hz, 2H), 7.36 - 7.24 (m, 2H), 7.17 (dd, J = 7.9, 2.1 Hz, 1H), 6.79 (s,
2H), 6.57 (s, 1H), 6.33 (s, 1H), 5.14 (dd, J = 13.2, 5.2 Hz, 1H), 4.49 (d, J =

17.7 Hz, 1H), 4.40 (d, J = 17.6 Hz, 1H), 3.90 (d, J = 16.3 Hz, 5H), 3.79 (s, 6H)
, 3.17 (p, J = 7.0 Hz, 2H), 2.92 (tt, J = 12.5, 6.2 Hz, 2H), 2.62 (d, J = 16.8 H

z, 1H), 2.42 - 2.31 (m, 1H), 2.10 - 2.01 (m, 1H), 1.05 (t, J = 7.1 Hz, 3H), 0.85
(d, J = 6.9 Hz, 6H). ESMS C,cH,cNg0100 O O O : 858.33; 000 : 859.2 (M+H)™ .
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HER2 /7%
SDC-TRAP-#
ICso (nM)

SDC-TRAP-0015 | 2347
SDC-TRAP-0017 | >10,000
SDC-TRAP-0018 | 8205
SDC-TRAP-0021 | >5000
SDC-TRAP-0033 | >5000
SDC-TRAP-0041 | >10000
SDC-TRAP-0109 | >10000
SDC-TRAP-0110 | >10000
SDC-TRAP-0114 | 4,311
SDC-TRAP-0115 | 1890
SDC-TRAP-0116 | 967
SDC-TRAP-0105 | >10000
SDC-TRAP-0119 | >10,000
SDC-TRAP-0108 | >10,000
SDC-TRAP-0122 | >10000
SDC-TRAP-0121 | 3,000
SDC-TRAP-0128 | 6,909
SDC-TRAP-0129 | 4,519
SDC-TRAP-0126 | 8,636
SDC-TRAP-0132 | >5000
SDC-TRAP-0127 | _ 8,086
SDC-TRAP-0131 | 5,000
SDC-TRAP-0123 | 657
SDC-TRAP-0135 | 9667
SDC-TRAP-0133 | >10000
SDC-TRAP-0136 | >5000
SDC-TRAP-0140 | 5000
SDC-TRAP-0149 | 1692
SDC-TRAP-0231 | 696
SDC-TRAP0152 | 254
SDC-TRAP-0124 | 358
SDC-TRAP-0125 | 312
SDC-TRAP-0156 | 3495
SDC-TRAP-0157 | 696
SDC-TRAP-0167 | 2861
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HER247 fi#
SDC-TRAP-#
ICsy (nM)

SDC-TRAP-0168 276
SDC-TRAP-0173 323
SDC-TRAP-0174 693
SDC-TRAP-0160 239
SDC-TRAP-0170 296
SDC-TRAP-0171 199
SDC-TRAP-0162 | >5,000
SDC-TRAP-0147 | 4329
SDC-TRAP-0175 | 2,629
SDC-TRAP-0178 | 17091
SDC-TRAP-0176 178
SDC-TRAP-0177 | 4,352
SDC-TRAP-0182 359
SDC-TRAP-0194 | 2,121
SDC-TRAP-0166 | >3,000
SDC-TRAP-0188 | 3,950
SDC-TRAP-0189 | 1,091
SDC-TRAP-0195 49
SDC-TRAP-0163 885
SDC-TRAP-0164 493
SDC-TRAP-0190 | >5000
SDC-TRAP-0191 1,177
SDC-TRAP-0192 | >5000
SDC-TRAP-0196 89
SDC-TRAP-0187 72
SDC-TRAP-0193 266
SDC-TRAP-0155 1190

Hsp90® DO O OOUOOO
oooooao
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No STA wE
ECsy (nM)
1 | SDC-TRAP-0196 | 93.11
2 | SDC-TRAP-0115 | 203.2
3 | SDC-TRAP-0116 | 158.8
4 | SDC-TRAP-0127 | 102.2
Oo0oooooooooan
oooooad
Oooooao
TRE Y,
{b&#ID (1h, 10pM)
SDC-TRAP-0187 102%
SDC-TRAP-0196 66.2%
SDC-TRAP-0147 98.1%
SDC-TRAP-0167 51.2%
SDC-TRAP-0163 93.0%
SDC-TRAP-0164 98.0%
SDC-TRAP-0171 17.7%
SDC-TRAP-0178 82.0%
SDC-TRAP-0195 98.4%
SDC-TRAP-0115 85.9%
SDC-TRAP-0116 91.1%
SDC-TRAP-0121 89.1%
SDC-TRAP-0127 87.3%
SDC-TRAP-0124 112%
SDC-TRAP-0125 99.4%
SDC-TRAP-0231 98.3%
SDC-TRAP-0156 90.3%
SDC-TRAP-0157 81.4%
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[0 OO 26]
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-oH N
Eﬁs;siollﬂ%ﬁu %;}-12/3\'-'12% SDC-TRAP-0019
OO0OODMFG@BmML)O 00O D OO000DO2(60mgd 0.2mmol)0 0 O O O SDC-TRAP-0004(82mg
0 0.2mmol)0 O O O EDC(60mgO O.3mmo) D D 00D 0ODOOODODODO1O O ODOODO
oooooooooGm)ODoOOoDOooDooDooO@oomL) O oo oooooDooDooooad
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04-2-(2-000-4-000-4,7-0000-3H-000([2,3-d]00000-5-00)000)

-N-(2-(6-(B-(2,4-000D00D0-5-0000000D00O0O0)-5-00000-4H-1,2,4-00
0ooo0-4-00)-1H-O0000O0-1-00)000)-N-OO0O0COOODOO

0 *H NMR (400 MHz, DMSO-dg) & : 11.86 (s, 1H); 10.61(s, 1H); 10.14(s,1H); 9.51
(s, 1H); 9.47 (s, 1H); 7.59-7.45 (m, 2H); 7.28-6.96 (m, 5H); 6.72 (m, 2H); 6.47(
s,1H); 6.32 (s, 1H); 6.24 (s, 1H); 6.00( bs, 2H); 4.46-4.28 (m, 2H);3.75-3.49(m,
2H); 2.96 -2.80(m, 5H); 2.61(s, 3H); 0.81 (d, J = 6.9 Hz, 6H). ESMS C5,H3,NgOg
D000 : 687.29; 000 : 688.2 (M+H)™O

oooooad

O SDC-TRAP-0020
04-2-2-000-4-000-4,7-0000-3H-000[2,3-d]J00O0O00O-5-00)000)
-N-2--G-GB-.4-0000D0O0-5-0000000000O)-5-00000 -4H-1,2,4-
0ooooo-4-00)-1H-00000-1-00)Q00oo)ooo)oooood
oooooao
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0 H NMR (400 MHz, DMSO-d6), & (ppm): 11.86 (s, 1H); 10.61(s, 1H); 10.14(s,1H);

9.51 (s, 1H); 9.47 (s, 1H); 7.59-7.45 (m, 2H); 7.28-6.96 (m, 5H); 6.72 (m, 2H)
; 6.47(s,1H); 6.32 (s, 1H); 6.24 (s, 1H); 6.01( s, 2H); 4.33 (d, J = 6.5 Hz, 2H)
, 3.73 (d, J = 6.3 Hz, 2H), 3.54 - 3.46 (m, 2H); 3.00 - 2.82 (m, 7H), 0.81 (d, J
= 6.9 Hz, 6H); ESMS CzgH3oNgOsD O O O 1 717.30; 0O O : 718.2 (M+H)™D
oooooao
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[ SDC-TRAP-0068
02-000-5-(4-(4-(4-(3-(2,4-000000-5-0000000000)-5-00000 -
4H-1,2,4-000000-4-00)0000)00000-1-00000)000 00 )-3H-0
00 [2,3-d]0 0000 -4(7H)-0 O

oooooo

oooooQ

Hi g:: N/‘“\“
'\g ./
HO 7
N"N/)\OH

0 1H NMR (400 MHz, DMSO-dg) & 11.92 (s, 1H), 10.62 (d, J = 2.2 Hz, 1H), 10.15 (
s, 1H), 9.60 (s, 1H), 9.38 (s, 1H), 7.34 - 7.22 (m, 6H), 7.17 - 7.10 (m, 2H), 6.
79 (s, 1H), 6.33 (d, J = 2.2 Hz, 1H), 6.26 (s, 1H), 6.00 (s, 2H), 3.48 (s, 2H),
3.33 (s, 2H), 3.03 - 2.88 (m, 3H), 2.84 (dd, J = 9.5, 5.7 Hz, 2H), 2.37-2.34 (m,
4H), 0.95 (d, J = 6.9 Hz, 6H); ESMS Cy HaoNgOsO O 0 0 : 689.31; 0O O : 690.1 (
M+H) "0
gooooo
0 SDC-TRAP-0078
02-000-5-(4-(4-(4-(3-(2,4-000000-5-0000000000)-5-00000 -
4H-1,2,4-0 00000 -4-00)-2-0 00000000 DOODOO-1-00000)OOO
00)-3H-0 00 [2,3-d]0 0 00 O -4(7H)-0 O

o]

/,NH
e

NHz

Oooooo
Oooooao

HO ARy

Si:j::;\._/N
HO N
N/\N)\OH O
, NH
N N)\NHz

0 TH NMR (400 MHz, DMSO-dg) & 11.97 (s, 1H), 10.63 (d, J = 2.3 Hz, 1H), 10.15 (
s, 1H), 9.63 (s, 1H), 9.39 (s, 1H), 7.96 (s, 1H), 7.40 (t, J = 8.1 Hz, 1H), 7.27
(s, 4H), 7.06 (dd, J = 10.9, 2.1 Hz, 1H), 6.97 (dd, J = 8.2, 2.0 Hz, 1H), 6.88
(s, 1H), 6.34 (d, J = 2.2 Hz, 1H), 6.26 (s, 1H), 6.00 (s, 2H), 3.54 (bs, 4H), 3.
07 - 2.80 (m, 3H), 2.74 (s, 2H), 2.40 (bs, 4H), 1.01 (d, J = 6.9 Hz, 6H). ESMS

CarHagFNgOSO 0 O 0 1 707.30; OO O : 708.2 (M+H)*D

oooooo

[ SDC-TRAP-0082
02-000-5-(4-(4-(4-(3-(2,4-000000-5-0000000000)-5-00000 -
4H-1,2,4-000000-4-00)0000)00000-1-00000)00000)-3H-0
00 [2,3-d]0 0000 -4(7H)-0 O

oooooo
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goboooo
Q,
(—N NH
s
W,
o N,ji
H H NH;

N,
HO ,LN/>_ OH
10
0 H NMR (400 MHz, DMSO-dg) & 11.85 (s, 1H), 10.63 (d, J = 2.1 Hz, 1H), 10.15 (
s, 1H), 9.59 (s, 1H), 9.44 (s, 1H), 7.37 - 7.25 (m, 4H), 7.04 (d, J = 8.6 Hz, 2H
), 6.97 - 6.90 (m, 2H), 6.81 (s, 1H), 6.35 (d, J = 2.2 Hz, 1H), 6.27 (s, 1H), 6.
01 (s, 2H), 3.69 (s, 2H), 3.52 (s, 2H), 3.18 (s, 4H), 3.04 - 2.90 (m, 3H), 2.86
(dd, J = 9.5, 5.8 Hz, 2H), 0.98 (d, J = 6.9 Hz, 6H); ESMS CygHa,NgOsD O O O : 67
5.29; 000 : 676.2 (M+H)* O
gooooo
0 SDC-TRAP-0093
02-000 -5-(4-G-B-.4-000D000-5-0000000000)-5-00000 -4H-
1,2,4-0 00000 -4-00)H)00000DO0O-2-00000)000D0O00O)-3H-000 [2,3- 20
d]0 0000 -4(7H)-0 O

ogooooao
gooooo
HO
N 30
OH

0 TH NMR (400 MHz, DMSO-dg) & 11.91 (s, 1H), 10.64 (s, 1H), 10.23 (s, 1H), 9.62
(s, 1H), 9.38 (s, 1H), 7.51 (dd, J = 8.2, 3.4 Hz, 2H), 7.40 - 7.17 (m, 4H), 7.0

7 - 6.96 (m, 1H), 6.91 (s, 1H), 6.36 (s, 1H), 6.25 (s, 1H), 6.06 (s, 2H), 4.78 (

dd, J = 31.3, 14.1 Hz, 4H), 3.07 - 2.93 (m, 3H), 2.87 (dd, J = 9.5, 5.8 Hz, 2H),
1.02 (dd, J = 10.8, 6.8 Hz, 6H); ESMS CgHaoNgOsO OO O 1 632.25; 000 : 633.1
(M+H)*O

DoooooQ

0 SDC-TRAP-0102

02-000-5-(4-(4-(5-(3-(2,4-000000-5-0000000000)-5-00000- 40

4H-1,2,4-000000-4-00)-1-000-1H-000 [0 00000 -2-00)0000

0-1-00000)00000)-34-000 [2,3-d]0 0000 -4(7H)-0 O

oooooo
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Ooooooo
NH
AN = N
$ A
N A ONH,
HO
N
(" y—oH
oH N-N

0 H NMR (400 MHz, DMSO-dg) & 11.86 (s, 1H), 10.66 - 10.60 (m, 1H), 10.17 (s, 1
H), 9.57 (s, 1H), 9.36 (s, 1H), 7.48 (d, J = 8.7 Hz, 1H), 7.40 - 7.25 (m, 4H), 7
.06 - 6.99 (m, 1H), 6.86 (s, 1H), 6.35 (d, J = 2.3 Hz, 1H), 6.20 (s, 1H), 6.02 (
s, 2H), 4.53 (s, 1H), 3.79 (s, 3H), 3.02 - 2.81 (m, 5H), 1.95 (s, 2H), 1.76 (q,
J = 11.9 Hz, 2H), 0.96 (d, J = 6.7 Hz, 6H); ESMS CgoH,oN1o0s0 O O O = 728.32; O
00 : 729.2 (M+H)*O

gooooo

0 SDC-TRAP-0103

02-000 -5-(4-(4-((4-(4-(3-(2,4-000000-5-0000000000)-5-000
00-4H-1,2,4-0 00000 -4-00)0000)H)I0O0CODO-1-00)H)0O0O)H)o0ODOO-1
-00000)00O000)-34-000[2,3-d]0 0000 -4(7H)-0 O

Oooooao
Oooooon

OH

0
N
HO
-
OH "
LA
H N~ TNH

0 TH NMR (400 MHz, DMSO-dg) & 11.93 (s, 1H), 10.63 (s, 1H), 10.20 (s, 1H), 9.69
(s, 1H), 9.49 (s, 1H), 7.20 (d, J = 39.7 Hz, 6H), 7.08 (d, J = 8.0 Hz, 2H), 6.7
3 (s, 1H), 6.31 (d, J = 19.5 Hz, 2H), 6.04 (s, 2H), 4.42 (s, 1H), 3.58 (s, 1H),
2.95 (dt, J = 13.8, 7.4 Hz, 4H), 2.85 (d, J = 8.1 Hz, 2H), 2.77 (d, J = 10.7 Hz,
3H), 2.08 (d, J = 6.7 Hz, 2H), 1.76- 1.59 (m, 6H), 1.51 - 1.43 (m, 3H), 1.12 -
0.89 (m, 6H); ESMS C,4Hs,NgOsO 0 O 0 : 785.40; O 0O O : 786.3 (M+H)*D
oooooo
0 SDC-TRAP-0130
02-000-5-(4-(4-(2-(-(3-(2,4-000000-5-0000000000)-5-0000
0-4H-1,2,4-000000-4-00)-1H-00000-1-00)000)00000-1-000
00)IO0O00O0)-3H-000[2,3-d]0 0000 -4(7H)-0 O
oooooo
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gbooooao

Q
NH
W
NN
H

0 'H NMR (400 MHz, DMSO-dg) & 11.88 (s, 1H), 10.62 (s, 1H), 10.17 - 10.11 (m, 1
H), 9.53 (dd, J = 20.0, 2.8 Hz, 2H), 7.52 - 7.39 (m, 3H), 7.25 (d, J = 2.8 Hz, 4
H), 6.97 - 6.89 (m, 1H), 6.68 (d, J = 2.7 Hz, 1H), 6.42 (t, J = 3.1 Hz, 1H), 6.3

3 (d, J =2.8 Hz, 1H), 6.23 (d, J = 2.8 Hz, 1H), 6.00 (s, 2H), 4.41 (s, 1H), 4.2
1 (t, J=7.4Hz, 2H), 2.98 - 2.80 (m, 6H), 1.76 - 1.66 (m, 4H), 1.47 (bs, 2H),
1.20 - 1.10 (m, 3H), 0.78 (dd, J = 7.1, 2.7 Hz, 6H); ESMS C,,H,3NgO0s0 O O O = 74
1.34; 000 : 742.3 (M+H)*O
OoO0o0o0oo0ood
go00ooo0ooo0ooo0o0oo0o0O0b0O0O0O0HER2ZODOODDOODODDOOODDODOOOOOOOOO
gooooaoao:
OoO0o0og0ogaod
Ooo00oao

HER2 45 £

SDC-TRAP-#
1Csp (nM)

SDC-TRAP-0020 >5000
SDC-TRAP-0019 4419
SDC-TRAP-0068 262
SDC-TRAP-0078 1005
SDC-TRAP-0082 1042
SDC-TRAP-0093 >5,000
SDC-TRAP-0102 >5,000
SDC-TRAP-0103 245
SDC-TRAP-0130 1829

gbooooogan

ogooooao
goooao
SDC-TRAP-# FREH%(1h)
SDC-TRAP-0068 96.5%
SDC-TRAP-014] 101%
oooooad
[0 OO 27]

SN-380 O O SDC-TRAP
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O SDC-TRAP-0011

0(S)-4,11-0000-4-00000-3,14-0000-3,4,12,14-000000 -1H-000 [
3",4":6,710 00000 [1,2-b]0 000 -9-00 4-(4-(3-(2,4-000000-5-0000
000000)5-00000-4H-1,2,4-000000-4-00)00000)00000 -1-

uboodoagoboado

oooooao
oooDoo

HO

0 *H NMR (400 MHz, DMSO-dg) & 10.02 (s, 3H), 8.17 (d, J = 9.2 Hz, 1H), 8.01 - 7
.93 (m, 1H), 7.74 - 7.62 (m, 2H), 7.18 - 7.01 (m, 4H), 6.70 (s, 1H), 6.40 (s, 1H
), 6.05 (s, 1H), 5.44 (d, J = 4.7 Hz, 1H), 5.25 (s, 2H), 4.92 (dd, J = 11.8, 6.8
Hz, 1H), 4.69 (d, J = 10.6 Hz, 2H), 4.03 (g, J = 7.1 Hz, 1H), 3.79 (s, 1H), 3.5
9 (s, 1H), 3.17 (9, J = 7.6 Hz, 2H), 3.03 - 2.87 (m, 2H), 2.55 (s, 1H), 2.21 - 1
.96 (m, 2H), 1.73 (s, 2H), 1.30 (t, J = 7.6 Hz, 3H), 1.01 - 0.81 (m, 9H) ppm; ES

MS C,sHauNgOio0 0O O : 828.3; 0O O : 829.1 (M + H")O
Oooo0a0
0 SDC-TRAP-0012

0(S)-4,11-0000-9-00000-3,14-0000-3,4,12,14-000000 -1H-00 0 [
3",4":6,71]0 00000 [1,2-b]0 000 -4-00 -4-(4-(3-(2,4-0 00000 -5-000
0000000)-5-00000-4H-1,2,4-000000-4-00)00000)0000O-

1-00b0gboooboaobaoao
oooooo
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gbooooao

10

HO

N

OH
94

by NN
0 H NMR (400 MHz, DMSO-dg) & 11.88 (s, 1H), 10.34 (s, 1H), 9.60 (s, 1H), 9.43
(s, 1H), 8.02 (t, J = 10.0 Hz, 1H), 7.46 - 7.38 (m, 2H), 7.15 - 7.07 (m, 2H), 6.
98 (d, J = 15.2 Hz, 3H), 6.78 (s, 1H), 6.27 (s, 1H), 5.45 (d, J = 3.6 Hz, 2H), 5
.30 (d, J = 2.4 Hz, 2H), 4.64 (d, J = 9.6 Hz, 1H), 4.03 (m, 1H), 3.57 (s, 1H), 3 20
.20 (s, 1H), 3.09 (g, J = 7.6 Hz, 3H), 2.98 (q, J = 6.9 Hz, 1H), 2.55 (s, 4H), 2
.14 (q, J = 11.2, 9.3 Hz, 3H), 1.46 (s, 1H), 1.29 (t, J = 7.6 Hz, 3H), 0.99 - O.
87 (m, 9H).ppm; ESMS CLeH4NgO o0 0 00 : 828.3; 000 : 829.0 (M + HY)O
oooooo
[ SDC-TRAP-0014
0(S)-4,11-0000-9-00000-3,14-0000-3,4,12,14-000000 -1H-000 [
3",4":6,710 00000 [1,2-b]0 000 -4-0 0 4-((4-(3-(2,4-0 00000 -5-000
0000000)-5-00000-4H-1,2,4-000000-4-00)00000)000)00
000-1-00000000
0ooooo 30
oooooo

40
HQO g 0
HO 7 N
N‘N/)\OH

0 'H NMR (400 MHz, 00000 -d,) 8 8.07 (d, J = 9.1 Hz, 1H), 7.91 (d, J = 9.1

Hz, 1H), 7.52 - 7.36 (m, 4H), 7.35 - 7.16 (m, 2H), 7.04 (d, J = 8.4 Hz, 1H), 6.9

4 (d, J = 8.5 Hz, 1H), 6.57 - 6.49 (m, 1H), 6.37 (s, 1H), 5.67 (d, J = 16.9 Hz,

1H), 5.42 (d, J = 17.0 Hz, 1H), 4.45 (s, 2H), 4.12 - 4.00 (m, 1H), 3.88 (dd, J = 50
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17.8, 7.5 Hz, 1H), 3.78 (d, J = 7.6 Hz, 1H), 3.39 (s, 2H), 3.14 (q, J = 10.3,
.7 Hz, 2H), 2.99 (dt, J = 14.4, 7.1 Hz, 1H), 2.83 (d, J = 14.9 Hz, 1H), 2.37 -
.96 (m, 5H), 1.86 (d, J = 13.2 Hz, 2H), 1.77 (d, J = 13.5 Hz, 1H), 1.62 (td, J
27.9, 24.2, 13.8 Hz, 1H), 1.39 (t, J = 7.6 Hz, 3H), 1.04 (t, J = 7.5 Hz, 3H), O
.91 - 0.73 (m, 6H). ppm; ESMS C,gH,gNgO10o0 O O 0O - 842.3; 00O 0O : 843.1 (M + H)
O
oooooao
O SDC-TRAP-0063
O(Ge)-4,112-0000-4-00000-3,24-0000-3,4,12,14-000000-1H-000L
3",4":6,7]0 00000 [1,2-b]J0 0 D0 0O -9-0 0 4-2-GB-GB-,4-0 000 00-5-00
oooooogoog)-5-000n0on-4H-1,2,4-000000-4-00)-1H-00 00 0O -1-0
oH)ooo)ooooo-1-oooooooao

[l )]

oooooao
oooooao
NN
N OH
HO N
N-N
OH

O 1H NMR (400 MHz, 00O OO0 -d) & 8.21 (d, J = 9.2 Hz, 1H), 7.84 (d, J = 2.5
Hz, 1H), 7.68 (s, 1H), 7.64 - 7.56 (m, 2H), 7.47 (d, J = 8.7 Hz, 1H), 7.24 - 7.
12 (m, 2H), 6.55 (dd, J = 3.2, 0.8 Hz, 1H), 6.37 (d, J = 4.2 Hz, 2H), 5.73 (d, J
= 16.3 Hz, 1H), 5.36 - 5.24 (m, 3H), 4.41 (d, J = 13.5 Hz, 1H), 4.29 (q, J = 9.

3, 7.5 Hz, 3H), 3.17 (q, J = 7.7 Hz, 2H), 3.06 (t, J = 12.7 Hz, 1H), 2.96 - 2.77
(m, 2H), 2.42 (s, 2H), 1.90 (dq, J = 14.2, 7.1 Hz, 6H), 1.45 - 1.33 (m, 5H), 1.

31 - 1.22 (m, 1H), 1.04 (t, J = 7.3 Hz, 3H), 0.50 (d, J = 6.8 Hz, 6H). ppm; ESMS
CaoHaoN-0o0 O O 0O - 879.4; 000 : 880.2 (M + H)O

oooooao

0 SDC-TRAP-0064
o({)-4,11-00o0o-9-00uooo-3,14-0000-3,4,12,14-000000-1H-000 [

3",4":6,7]0 00000 [1,2-b]J0 0D 0O -4-0 0 4-2-G-B-R,4-000D000-5-00
0o0oooogoo)-5-00000-4H-1,2,4-000000-4-00)-1H-00 00 0O -1-0
oH)yooo)yooooo-1-oooooooao

oooooao
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godoooogad
0 o NN
~ N on
N
— (Q
]
OH
N N
Nyl coval
0 ESMS CuoHaoN,0o0 0 00 : 879.4; OO0 : 880.1 (M + HY)O 10

Do0o0o00
0 SDC-TRAP-0065
0(S)-4,11-0000-4-00000-3,14-0000-3,4,12,14-000000-1H-000 [
3",4":6,7]0 00000 [1,2-b]0 000 -9-0 0 (3-(4-(4-(3-(2,4-0 00000 -5-0 0
00000000)-5-00000-4H-1,2,4-000000-4-00)0000)I0000-
1-00)0000)@00)d00o0od0

Ooodoooad
gooogod
OH
20
HO
I,\l_-
NYN\Q\\
OH (\
30

O NMR (400 MHz, 00O OO0 -d) & 8.22 (dd, J = 9.3, 2.0 Hz, 1H), 7.86 (dd,
J=18.9, 2.6 Hz, 1H), 7.70 (d, J = 2.2 Hz, 1H), 7.66 - 7.56 (m, 1H), 7.49 (d, J
= 7.9 Hz, 2H), 7.37 - 7.24 (m, 4H), 6.47 (d, J = 16.0 Hz, 1H), 6.41 - 6.35 (m, 1
H), 5.72 (dd, J = 16.2, 2.2 Hz, 1H), 5.37 - 5.26 (m, 3H), 4.0 (m, 1H), 3.57 (d,
J=4.1Hz, 3H), 3.51 - 3.35 (m, 3H), 3.19 (d, J = 8.4 Hz, 4H), 3.09 (d, J = 2.2
Hz, 1H), 2.92 (dt, J = 19.0, 7.0 Hz, 1H), 2.58 - 2.42 (m, 6H), 1.92 (dg, J = 15
.4, 7.4 Hz, 5H), 1.41 (tt, J = 7.7, 4.1 Hz, 4H), 1.32 - 1.22 (m, 2H), 1.04 (t, J
= 7.4 Hz, 3H), 0.78 - 0.65 (m, 6H). ppm; ESMS C,oHs4NgOod O O O : 898.4; 0O OO
1 899.2 (M + HY)O
000000 40
0 SDC-TRAP-0066
0(S)-4,11-0000-4-00000-3,14-0000-3,4,12,14-000000-1H-000[
3",4":6,7]10 00000 [1,2-b]0 00 0 -9-0 0 (2-(4-(4-(3-(2,4-0 0000 0 -5-0 O
00000000)-5-00000-4H-1,2,4-000000-4-00)0000)00000-
1-00)000)@O00)IooOooo
Do0o0o0Q
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gbooooao
HO

’LOH

N\
N

\( 0
N
/ O
0 1H NMR (400 MHz, ODODODOOO-d) 6 8.22 (dd, J = 9.2, 2.9 Hz, 1H), 7.87 (t, J
= 2.5 Hz, 1H), 7.70 (d, J = 1.3 Hz, 1H), 7.62 (ddd, J = 8.7, 5.9, 2.4 Hz, 1H),
7.51 - 7.44 (m, 2H), 7.31 - 7.23 (m, 2H), 6.47 (d, J = 15.7 Hz, 1H), 6.39 - 6.31
(m, 1H), 5.70 (d, J = 16.4 Hz, 1H), 5.37 - 5.26 (m, 3H), 3.61 - 3.53 (m, 3H), 3
.43 - 3.33 (m, 3H), 3.25 - 3.13 (m, 3H), 3.10 (s, 1H), 2.96 - 2.84 (m, 1H), 2.77
- 2.60 (m, 5H), 2.55 (s, 4H), 1.99 - 1.85 (m, 2H), 1.41 (t, J = 7.7 Hz, 3H), 1.
03 (t, J = 7.3 Hz, 3H), 0.77 - 0.65 (m, 6H). ppm; ESMS C,gHsoNgOo0 O O O - 884.4
; 000¢: 885.1 (M + HDHO
gooboooo
0 SDC-TRAP-0084
o(@¢e)-4,11-00o0o-9-000bb-3,14-0000-3,4,12,14-000000-1H-000L
3",4":6,7]0 00000 [1,2-b]00 00 -4-00 (3-(4-(4-(3-(2,4-0 0000 0-5-00
oooooogog)-5-00guono-4H-1,2,4-000000-4-00H)0D00COHM00O0DODOO -
1-00)0000)000)ooooo

oooooad
ogooooad
HO
HO \
N N
(LY

N
‘N‘A\OH

O *H NMR (400 MHz, DMSO-dg) & 12.05 (s, 1H), 9.74 (s, 1H), 8.02 (dd, J = 9.9, 6
.7 Hz, 1H), 7.50 (t, J = 7.7 Hz, 1H), 7.45 - 7.33 (m, 3H), 7.27 - 7.17 (m, 2H),
7.01 (d, J = 5.8 Hz, 1H), 6.85 (d, J = 2.3 Hz, 1H), 6.26 (d, J = 3.2 Hz, 1H), 5.
44 (d, J = 2.4 Hz, 2H), 5.28 (s, 2H), 4.12 (d, J = 16.9 Hz, 1H), 3.96 (s, 1H), 3
.69 (s, 2H), 3.64 (s, 1H), 3.31 - 3.22 (m, 1H), 3.18 (m, 7H), 3.09 (d, J = 16.2
Hz, 3H), 2.98 (p, J = 6.8 Hz, 1H), 2.89 (s, 2H), 2.76 (s, 1H), 2.46 (s, 2H), 2.2
0 -2.05 (m, 2H), 1.84 (t, J = 8.2 Hz, 1H), 1.27 (&d, J = 7.7, 4.8 Hz, 3H), 1.02
- 0.85 (m, 9H).ppm; ESMS C,gHg4NgOg: 898,40 000 ; OO0 : 899.3 (M + H)O
ooooaoo
0 SDC-TRAP-0086
0¢(Ge)-4,11-0000-4-00000-3,14-0000-3,4,12,14-000000-1H-000 [
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3",4":6,7]0 00000 [1,2-b]0 000 -9-004-(4-(3-(2,4-000000-5-000 0O
000000)-5-00000-4H-1,2,4-000000-4-00)00000)00000-1-
Dooooooao

gbooood
gboooog

HO

HO
N N
N'-kOH

0 1H NMR (400 MHz, 000000 -d) & 8.21 (d, J = 9.2 Hz, 1H), 7.85 (d, J = 2.5

Hz, 1H), 7.69 - 7.57 (m, 2H), 7.37 (d, J = 7.9 Hz, 2H), 7.28 (d, J = 8.8 Hz, 2H
), 6.44 (d, J = 1.6 Hz, 1H), 6.37 (d, J = 1.1 Hz, 1H), 5.74 (dt, J = 16.3, 1.2 H
z, 1H), 5.36 - 5.24 (m, 3H), 4.42 (d, J = 13.4 Hz, 1H), 4.31 (d, J = 13.3 Hz, 1H
), 3.23 - 3.03 (m, 3H), 2.94 (dq, J = 14.0, 7.3 Hz, 2H), 2.76 (t, J = 7.7 Hz, 2H
), 2.05 (d, J = 0.9 Hz, 1H), 1.91 (dq, J = 14.6, 7.4 Hz, 4H), 1.66 (d, J = 7.7 H
z, 2H), 1.40 (q, J = 9.8, 8.7 Hz, 5H), 1.08 - 0.89 (m, 3H), 0.74 (d, J = 6.8 Hz,
6H). ppm; ESMS C, H,gNgOo0 O O 0 - 840.4; OO O : 841.2 (M + HY)D
OoooooOoao
[0 SDC-TRAP-0088
0(S)-4,11-0 000 -4-00000-3,14-0000-3,4,12,14-0 00000 -1H-000 [
3",4":6,7]0 00000 [1,2-b]0 000 -9-0 0 4-((4-(4-(3-(2,4-0 00000 -5-00
0ooooooo)-5-00000-4H-1,2,4-000000-4-00)H)0000)00000 -
1-00)000)I0000-1-00000000

gpboooog
ugboogood

A

N

(J

0
N
k@\ OH
NA\N
=N
OH
HO

0 ESMS Cg,HegNgOol 0 O 0 1 924.4; 0O 0 : 925.4 (M + H")O
oooooo
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[ SDC-TRAP-0087
0(S)-4,11-0000-9-00000-3,14-0000-3,4,12,14-000000 -1H-000 [
3",4":6,710 00000 [1,2-b]0 000 -4-00 (2-(4-(4-(3-(2,4-0 00000 -5-00
00000O000)5-00000-4H-1,2,4-000000-4-00)0000)00000 -
1-00)000)E00)I00oon

oooooo

oooooQ

HO

N
HO N2 OH

0 TH NMR (400 MHz, 00000 -d,) & 8.54 (s, 1H), 8.20 (s, 1H), 7.90-7.50 (m, 4
H), 7.41 (s, 1H), 7.28 (s, 1H), 6.90-6.20 (m, 2H), 5.70-5.30 (m, 6H), 4.40-4.10
(m, 7H), 3.98 (s, 2H), 3.77 (s, 2H), 3.71 (s, 2H), 3.59 (s, 2H), 3.37 (d, J = 19
.0 Hz, 5H), 3.05 (s, 1H), 2.94 (s, 1H), 1.44 (s, 2H), 1.05 (dd, J = 19.6, 6.6 Hz
, 6H), 0.96 (d, J = 6.6 Hz, 6H). ppm; ESMS C,gHsoNgOod 0 O 0 : 884.4; 0O O : 88
5.3 (M + H)O

Dooooo

0 SDC-TRAP-0089
0(S)-4,11-0000-4-00000-3,14-0000-3,4,12,14-000000-1H-000 [
3°,4":6,710 00000 [1,2-b]0 000 -9-004-(5-(3-(2,4-0 0 0000-5-0000
000000)-5-00000-4H-1,2,4-000000-4-00)0000000-2-00)0
0O00O0-1-00000000

gbooooaod
gboooaod

HO 0
(O
HO e
‘N‘J\YJH

0 NMR (400 MHz, 00O OO0 -d) 8 8.22 (d, J = 9.2 Hz, 1H), 7.87 (d, J = 2.5
Hz, 1H), 7.69 (s, 1H), 7.62 (dd, J = 9.2, 2.5 Hz, 1H), 7.39 (d, J = 7.8 Hz, 1H)
, 7.20 (d, J = 7.5 Hz, 2H), 6.49 (s, 1H), 6.36 (s, 1H), 5.71 (d, J = 16.4 Hz, 1H
), 5.36 - 5.25 (m, 3H), 4.31 (d, J = 13.3 Hz, 1H), 4.18 (d, J = 13.3 Hz, 1H), 4.
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11 - 4.03 (m, 4H), 3.42 - 3.30 (m, 1H), 3.19 (g, J = 7.7 Hz, 1H), 3.00 (h, J =7

.4, 6.9 Hz, 1H), 2.81 - 2.71 (m, 1H), 2.09 - 2.00 (m, 2H), 1.98 - 1.85 (m, 5H),

1.42 (t, J = 7.7 Hz, 3H), 1.32 - 1.23 (m, 3H), 1.04 (t, J = 7.4 Hz, 3H), 0.79 (d

, J =6.8 Hz, 6H). ppm; ESMS C,,H,,N-0,0 0O 00 : 853.3; 0O O : 854.3 (M + H")DO
oooooo

0 SDC-TRAP-0090
0()-4,11-0000-4-00000-3,14-0000-3,4,12,14-000000-1H-000T[
3",4":6,7]000000[1,2-bJ0000-9-004-(-(3-(2,4-000000-5-0000
00O0000)-5-00000-4H-1,2,4-000000-4-00)0000-2-00)0000
0-1-00000000 10

oooDoo
oooooao

HO

N? "N ~\==N 20

0 TH NMR (400 MHz, OO0 OO OO -d) & 8.25 (d, J = 9.3 Hz, 1H), 8.12 (d, J = 2.8
Hz, 1H), 7.91 (d, J = 2.7 Hz, 1H), 7.78 - 7.57 (m, 2H), 7.51 (dd, J = 9.1, 2.8
Hz, 1H), 6.85 (dd, J = 9.4, 2.8 Hz, 1H), 6.62 (d, J = 2.8 Hz, 1H), 6.39 (d, J =
2.8 Hz, 1H), 5.71 (d, J = 16.5 Hz, 1H), 5.39 - 5.22 (m, 4H), 4.07 (s, 1H), 3.98
- 3.68 (M, 4H), 3.21 (d, J = 7.8 Hz, 2H), 3.12 - 2.95 (m, 1H), 2.06 (d, J = 2.8
Hz, 2H), 2.01 - 1.86 (m, 2H), 1.61 (d, J = 7.0 Hz, 1H), 1.44 (td, J = 7.7, 2.8 H
z, 4H), 1.26 (d, J = 3.4 Hz, 2H), 1.05 (td, J = 7.3, 2.8 Hz, 3H), 0.94 - 0.80 (m
, 6H). ppm; ESMS C,5H oNgOg: 814.30 000 ; 00O : 815.2 (M + H")O 30
oooooo

0 SDC-TRAP-0091
0(S)-4,11-0000-9-00000-3,14-0000-3,4,12,14-000000 -1H-00 0 [
3°,4":6,710 00000 [1,2-b]0 000 -4-00 4-(5-(3-(2,4-0 0000 0-5-0000
000000)5-00000-4H-1,2,4-000000-4-00)0000-2-00)0000
0-1-00000000

oooooo
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gbooooao

HO =

N
HO N‘L N,>~0H

0 'H NMR (400 MHz, DMSO-dg) & 11.93 (s, 1H), 9.64 (s, 1H), 9.48 (s, 1H), 7.99 -
7.87 (m, 2H), 7.49 - 7.37 (m, 3H), 7.04 (s, 1H), 6.98 - 6.91 (m, 2H), 6.28 (s,

1H), 5.53 - 5.38 (m, 2H), 5.29 (d, J = 1.8 Hz, 2H), 3.78 - 3.60 (m, 4H), 3.51 -

3.34 (m, 4H), 3.14 - 2.95 (m, 3H), 2.14 (dd, J = 14.3, 7.0 Hz, 2H), 1.38 - 1.21
(m, 3H), 1.04 (dd, J = 6.9, 1.9 Hz, 6H), 0.92 (t, J = 7.4 Hz, 3H). ppm; ESMS C,o

HaoNgOgO 0 00 : 814.3; 000 : 815.2 (M + HY)O

Do0o0o0Q

0] SDC-TRAP-0092

0(S)-4,11-0000-9-00000-3,14-0000-3,4,12,14-000000-1H-000 [

3",4":6,7]10 00000 [1,2-b]0 000 -4-004-(G-(3-(2,4-000000-5-0000

000000)-5-00000-4H-1,2,4-000000-4-00)0000000-2-00)0

0D0O00-1-00000000

DO0o00o00

Do0o0o0Q

HO

N
OH
0
on NN

0O NMR (400 MHz, 00 OO OO -d) 8 8.02 (d, J = 9.1 Hz, 1H), 7.89 (d, J = 9.1
Hz, 1H), 7.47 - 7.37 (m, 1H), 7.30 - 7.20 (m, 2H), 7.17 (dd, J = 9.8, 2.6 Hz, 2
H), 7.04 (s, 1H), 6.50 (d, J = 27.1 Hz, 1H), 6.32 (d, J = 4.2 Hz, 1H), 5.68 (d,
J = 16.9 Hz, 1H), 5.40 (d, J = 16.9 Hz, 1H), 5.18 - 4.87 (m, 2H), 4.41 - 4.19 (m
, 1H), 4.10 - 3.81 (m, 4H), 3.76 - 3.60 (m, 1H), 3.48 - 3.36 (m, 1H), 3.09 - 2.8
5 (m, 6H), 2.72 (s, 1H), 2.28 (dd, J = 13.8, 7.5 Hz, 1H), 2.22 - 2.08 (m, 1H), 1
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.88 (d, J = 10.1 Hz, 1H), 1.68 - 1.54 (m, 1H), 1.35 - 1.18 (m, 3H), 1.02 (dt, J
= 12.6, 6.1 Hz, 3H), 0.85 - 0.69 (m, 6H). ppm; ESMS C,,H,,N,0,0 O O 0O : 853.3;
000 : 854.2 (M + H)O

0ooooo

0 SDC-TRAP-0104
0(S)-4,11-0000-9-00000-3,14-0000-3,4,12,14-000000 -1H-00 0 [
3",4":6,710 00000 [1,2-b]0 000 -4-00 4-(4-(3-(2,4-000000-5-0000
000000)5-00000-4H-1,2,4-000000-4-00)00000)00000 -1-
oooooood

0ooooo0

oooooo

HO

N
HO {
N,NQL‘OH

O1H NMR (400 MHz, OO O OO0 -d) & 8.44 (d, J = 9.2 Hz, 1H), 8.11 - 7.96 (m,
2H), 7.72 (s, 1H), 7.53 (d, J = 9.2 Hz, 1H), 7.35 (s, 1H), 7.30 - 7.13 (m, 4H),
6.50 - 6.29 (m, 2H), 5.68 (d, J = 17.3 Hz, 1H), 5.40 (d, J = 17.3 Hz, 1H), 5.18
(t, J = 5.4 Hz, 2H), 4.42 (dd, J = 24.8, 13.2 Hz, 1H), 4.05 - 3.89 (m, 1H), 3.44
(s, 3H), 2.84 - 2.60 (m, 4H), 2.44 - 2.10 (m, 2H), 1.94 - 1.80 (m, 5H), 1.61 (d
d, J=11.7, 3.7 Hz, 3H), 1.36 (dt, J = 12.3, 4.9 Hz, 3H), 1.05 (dq, J = 13.8, 7
.0 Hz, 3H), 0.78 - 0.61 (m, 6H). ppm; ESMS C,,H,gNgO0 O O O : 840.4; OO 0O - 84
1.2 (M + HHDO
ooooaoo
00 SDC-TRAP-0106
0()-4,11-0000-9-00000-3,14-0000-3,4,12,14-000000-1H-000[
3",4"6,7]000000[1,2-b]0000-4-002-(4-(4-(3-(2,4-000000-5-00
00000000 )-5-00000-4H-1,2,4-000000-4-00)00000)0000
0-1-00)00000
ooooaoo
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gbooooao

O NMR (400 MHz, 00O OO0 -d) & 8.00 (d, J = 9.1 Hz, 1H), 7.39 (dd, J = 5.

2, 2.5 Hz, 1H), 7.31 (d, J = 2.6 Hz, 1H), 7.29 - 7.14 (m, 4H), 6.40 (d, J = 23.7
Hz, 2H), 5.68 (d, J = 17.0 Hz, 1H), 5.42 (dd, J = 17.0, 3.1 Hz, 1H), 5.22 (s, 2
H), 3.11 (q, J = 7.9 Hz, 2H), 2.98 - 2.81 (m, 2H), 2.59 (dt, J = 10.3, 4.7 Hz, 2
H), 2.45 - 2.08 (m, 6H), 1.80 - 1.44 (m, 4H), 1.44 - 1.19 (m, 6H), 0.99 (t, J =

7.4 Hz, 3H), 0.70 (dd, J = 6.8, 2.3 Hz, 6H). ppm; ESMS C,gHsoNgOod O O O : 854.4
;000 : 855.3 (M + HYO

Do0o0o0Q

0 SDC-TRAP-0107
0(S)-4,11-0000-9-00000-3,14-0000-3,4,12,14-000000-1H-000 [
3",4":6,710 00000 [1,2-b]0 00 0 -4-0 0 2-(4-(2-(5-(3-(2,4-0 0 0 0 0 O -5-0
000000000)-5-00000-4H-1,2,4-000000-4-00)-1H-00000 -1-
00)00O0)IODO00O0-1-00)00000

Do0o0o00

Do0o0o00

HO

O2H NMR (400 MHz, 00O OO0 -d) & 8.07 - 7.92 (m, 1H), 7.54 (d, J = 7.2 Hz,
1H), 7.36 (dg, J = 5.9, 3.7 Hz, 5H), 7.30 - 7.19 (m, 1H), 7.19 - 6.99 (m, 2H), 6
.47 (d, J = 3.5 Hz, 1H), 6.41 - 6.27 (m, 2H), 5.75 - 5.59 (m, 1H), 5.41 (d, J =
17.1 Hz, 1H), 5.21 (s, 2H), 4.26 - 3.94 (m, 2H), 3.51 - 3.24 (m, 5H), 3.11 (q, J
= 7.6 Hz, 2H), 2.93 (t, J = 13.0 Hz, 2H), 2.80 (q, J = 6.8 Hz, 1H), 2.23 (ddd,
J=236.9, 13.1, 7.3 Hz, 4H), 1.71 (td, J = 14.1, 13.5, 5.4 Hz, 4H), 1.48 - 1.15
(m, 5H), 1.05 - 0.89 (m, 3H), 0.52 - 0.32 (m, 6H).ppm; ESMS CgoHs,N,0o0 O O O :
893.4; OO0 : 894.3 (M + HHO
gooooo
[0 SDC-TRAP-0145
o(¢e)-4,11-0000-4-00000-3,14-0000-3,4,12,14-0 00000 -1H-000 [
3",4":6,7]10 00000 ([1,2-b]0000-9-00 (4-(4-(3-(2,4-0 00000 -5-000
0D0DO00O0oo0o)-5-(000000D0ob0d)-4H-1,2,4-000000-4-00)H)00000)
oooo)OOO)Dooooo
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gbooooao
gbooooao
HO
OH
0 ESMS CgoHarN,0,00 0 00z 905.3; 000 : 906.3 (M + HYO
gboooaog
O SDC-TRAP-0204
OG-)-4,11-0000-4-00000-3,14-0000-38,4,12,14-00 00 0 0 -1H-O
00[3%,4":6,7]0 00000 [1,2-b]0 000 -9-00 2-(4-(4-(3-(2,4-0 00000 -5-
ocooooDoOoOoO0oO)-5-00000-4H-1,2,4-000000-4-00)H0000)H0000
oo0-1-00000)H)00000-1-00000000
oooooao
oooooao
OH
HO
N?/N
4 CL
N/\

0 TH NMR (400 MHz, OO OO OO -d) & 8.20 (dd, J = 9.2, 5.6 Hz, 1H), 7.86 (dd,
J = 42.0, 2.5 Hz, 1H), 7.72 - 7.50 (m, 2H), 7.22 - 7.08 (m, 2H), 6.95 (dd, J = 3
5.5, 8.8 Hz, 2H), 6.49 - 6.25 (m, 2H), 5.72 (dd, J = 16.4, 4.4 Hz, 1H), 5.42 - 5
.23 (m, 3H), 5.05 - 4.79 (m, 1H), 4.05 - 3.51 (m, 5H), 3.39 - 3.02 (m, 5H), 2.67
- 2.20 (m, 5H), 2.15-2.00 (m, 2H), 1.90 (h, J = 7.0 Hz, 2H), 1.50 - 1.31 (m, 4H
), 1.26 (t, J = 7.1 Hz, 2H), 1.03 (td, J = 7.4, 2.6 Hz, 3H), 0.56 (ddd, J = 73.4
, 8.4, 6.9 Hz, 6H). ppm; ESMS C,oHsoNgO,00 00 0z 910.4; 0O O : 911.1 (M + H)
O
oooooo
[0 SDC-TRAP-0207
0(S)-4,11-0000-4-00000-3,14-0000-3,4,12,14-000000 -1H-00 0O [
3",4":6,710 00000 [1,2-b]0 000 -9-0 0 (2-(4-2-(5-(3-(2,4-0 00000 -5-
000O00O00000)-5-00000-4H-1,2,4-000000-4-00)-1H-00000 -1
-00)00O0)DO00O00-1-00)-2-000000)@00)I00000
oooooo
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gbooooao

HO

OH

0 TH NMR (400 MHz, OO0 OO OO -d) & 8.19 (dd, J = 9.2, 2.9 Hz, 1H), 7.95 - 7.7
8 (m, 1H), 7.71 - 7.49 (m, 3H), 7.38 (dd, J = 28.1, 8.6 Hz, 1H), 7.18 - 7.05 (m,
2H), 6.50 (dd, J = 15.3, 3.4 Hz, 1H), 6.37 - 6.15 (m, 2H), 5.72 (d, J = 16.3 Hz
, 1H), 5.38 - 5.09 (m, 3H), 4.49 - 4.02 (m, 5H), 3.78 (dd, J = 12.7, 5.5 Hz, 1H)
, 3.27 (s, 2H), 3.23 - 2.95 (m, 4H), 2.86 - 2.55 (m, 2H), 2.00 - 1.68 (m, 6H), 1
.67 - 1.48 (m, 2H), 1.47 - 1.13 (m, 6H), 1.08 - 0.83 (m, 4H), 0.53 - 0.19 (m, 6H
). ppm; ESMS CgoHeaNgOio0 00 O : 950.4; 00O : 951.2 (M + HY)O
oooooo
0 SDC-TRAP-0206
0(S)-4,11-0000-4-00000-3,14-0000-3,4,12,14-000000 -1H-00 0 [
3",4":6,710 00000 [1,2-b]0 000 -9-00 (2-(4-(4-(3-(2,4-0 00000 -5-00
00000000)5-(000000000)4H-1,2,4-000000-4-00)00000
YDOOOO-1-00)-2-000000)@000)00000n

oooooo
oooooo
o)
N'Lkuﬁ
O
HO

N
| »—CONHE
OH N-N>’ HO

\ O

O NMR (400 MHz, DO OO OO -d) & 8.16 (t, J = 8.8 Hz, 1H), 7.87 (dd, J = 16
.2, 2.5 Hz, 1H), 7.69 - 7.51 (m, 2H), 7.39 (t, J = 5.9 Hz, 1H), 7.30-7.25 (m, 2H

), 7.05 (dd, J = 8.6, 5.3 Hz, 2H), 6.59 - 6.30 (m, 2H), 5.73 (dd, J = 16.3, 2.6
Hz, 1H), 5.41 - 5.13 (m, 3H), 4.66 (s, 1H), 4.45 - 4.16 (m, 2H), 4.00 - 3.77 (m,
1H), 3.71 (d, J = 15.5 Hz, 1H), 3.49 (d, J = 13.3 Hz, 1H), 3.45 - 3.33 (m, 2H),
3.31 (s, 3H), 3.14 (d, J = 9.0 Hz, 3H), 3.01 - 2.84 (m, 1H), 2.03 - 1.79 (m, 4H

), 1.76 - 1.51 (m, 4H), 1.43 - 1.32 (m, 3H), 1.30 - 1.14 (m, 3H), 1.02 (td, J =

7.4, 3.6 Hz, 3H), 0.98 - 0.89 (m, 1H), 0.76 (dd, J = 6.8, 4.1 Hz, 6H). ppm; ESMS
Cg1HsaNg0,,0 000 : 954.4; OO O : 955.2 (M + H)O

oooooad

0 SDC-TRAP-0205
o(¢e)-4,11-0000-4-00000O-3,14-0000-3,4,12,14-000000-1H-000 [
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3",4":6,7]0 00000 [1,2-b]0 00 0 -9-0 0 4-(2-(5-(3-(2,4-0 00000 -5-0 O
00000000)-5-(000000000)-4H-1,2,4-000000 -4-00)-1H-000
00-1-00)000)00000-1-000000000

000000

000000

QO
| O
HO ? s; j; :]
N
HoO .

N}--CONHEt N

O 1H NMR (400 MHz, 00O OO OO0 -d) & 8.20 (d, J = 9.2 Hz, 1H), 7.84 (d, J = 2.5
Hz, 1H), 7.71 - 7.45 (m, 4H), 7.38 (t, J = 5.9 Hz, 1H), 7.26 - 7.11 (m, 2H), 6.
61 - 6.23 (m, 3H), 5.75 (d, J = 16.3 Hz, 1H), 5.39 - 5.17 (m, 3H), 4.55 - 4.17 (
m, 4H), 3.49 - 3.28 (m, 2H), 3.24 - 2.84 (m, 4H), 2.79 (p, J = 6.9 Hz, 1H), 2.00
- 1.77 (m, 6H), 1.65 - 1.55 (m, 2H), 1.40 (q, J = 7.5 Hz, 5H), 1.21 (t, J = 7.3
Hz, 3H), 1.03 (t, J = 7.3 Hz, 3H), 0.48 (ddd, J = 58.3, 7.0, 4.0 Hz, 6H). ppm;

ESMS CgoHsaNgOoO O O 0Oz 934.4; OO0 : 935.2 (M + H)O

oooooao

0 SDC-TRAP-0208
o(¢e)-4,11-00bo0d-9-0b0d0Db0O-3,14-0000-3,4,12,14-000000-1H-000 [
3",4":6,7]0 00000 [1,2-b]J0 000 -4-00 4-2-(6-(3-(2,4-000000O-5-00
O0Do0ooooo)-5-(o00o0ooDooon)-4H-1,2,4-000000 -4-00)-1H-00 0
0o0-1-00)ooo)H)ooooo-1-000o00ooaao

ocooooao

ogooooad

HO,

HO /N

0 H NMR (400 MHz, DMSO-dg) & 10.84 (d, J = 12.7 Hz, 1H), 10.08 (d, J = 16.6 Hz
, 1H), 8.75 (s, 1H), 7.75 (dd, J = 51.2, 8.9 Hz, 1H), 7.44 - 7.13 (m, 4H), 7.13

- 6.64 (m, 3H), 6.40 - 6.02 (m, 3H), 5.35 - 4.86 (m, 4H), 4.09 (s, 3H), 3.56 (s,
1H), 3.05 - 2.71 (m, 5H), 2.69 - 2.39 (m, 2H), 2.00 - 1.85 (m, 2H), 1.44 (d, J

84.1 Hz, 5H), 1.14 - 0.99 (m, 4H), 0.82 (td, J = 7.2, 4.4 Hz, 3H), 0.71 (q, J

10.2, 8.4 Hz, 4H), 0.32 (dd, J = 19.9, 8.4 Hz, 6H). ppm; ESMS CgoHssNgOol O O

1 934.4; 000 : 935.1 (M + H")O

0DO0O00oo

SDC-TRAP-0209

Do0ooao

O oOooo
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gooooad
HO
o)
0
j;i::j: “(:::}“ 0
HO N N’JLO
N, Al
N CONHEt

0 MM NMR (400 MHz, OO OO OO -d) & 11.34 (s, 1H), 8.17 - 8.05 (m, 1H), 7.85 (

dt, J = 10.0, 2.6 Hz, 1H), 7.78 - 7.67 (m, 1H), 7.63 - 7.49 (m, 2H), 7.45 - 7.36
(m, 1H), 7.01 (d, J = 8.5 Hz, 2H), 6.43 - 6.30 (m, 2H), 5.69 (tt, J = 14.8, 5.9
Hz, 1H), 5.35 - 5.14 (m, 3H), 4.90 (d, J = 7.9 Hz, 1H), 4.62 (s, 1H), 4.14 - 3.

93 (m, 3H), 3.83 (dt, J = 9.9, 7.1 Hz, 2H), 3.77 - 3.65 (m, 2H), 3.54 (d, J = 12
.6 Hz, 1H), 3.43 - 3.31 (m, 2H), 3.12 (q, J = 8.5, 7.0 Hz, 2H), 2.99 - 2.82 (m,

1H), 2.45 - 2.19 (m, 2H), 2.11 (s, 1H), 2.09 - 1.99 (m, 2H), 1.88 (p, J = 6.9 Hz
, 2H), 1.75 (s, 2H), 1.44 - 1.15 (m, 7H), 1.06 - 0.89 (m, 4H), 0.88 - 0.60 (m, 6

H).; ESMS CggHegNgO,,0 00 0 1 980.4; 00O 0O : 980.1 (M + HY)O

Dooooo

0 SDC-TRAP-0210

DoooooQ

oooooo

NfNj\ SJLO

0 TH NMR (400 MHz, DMSO-dg) & 11.91 - 11.84 (m, 1H), 9.58 - 9.46 (m, 2H), 8.22
- 8.13 (m, 1H), 7.97 (d, J = 2.6 Hz, 1H), 7.83 (dd, J = 4.4, 2.4 Hz, 1H), 7.64 (

ddd, J = 8.2, 5.0, 2.4 Hz, 1H), 7.59 - 7.30 (m, 6H), 6.99 - 6.83 (m, 2H), 6.68 (

d, J = 7.8 Hz, 1H), 6.52 (d, J = 7.3 Hz, 1H), 6.43 (dt, J = 6.4, 3.2 Hz, 1H), 6.

27 - 6.19 (m, 1H), 5.44 (s, 2H), 5.31 (d, J = 15.6 Hz, 2H), 5.02 (q, J = 7.9, 6.

0 Hz, 1H), 4.83 (d, J = 9.7 Hz, 1H), 4.44 - 4.28 (m, 2H), 4.22 (q, J = 7.6 Hz, 2

H), 4.08 - 3.91 (m, 4H), 3.73 (g, J = 6.7 Hz, 1H), 3.52 (dq, J = 11.4, 5.5, 4.8

Hz, 1H), 3.10 (ddt, J = 49.9, 25.2, 10.0 Hz, 2H), 2.84 (ddt, J 32.9, 13.9, 6.6
Hz, 2H), 2.68 - 2.52 (m, 4H), 2.36 (d, J = 8.3 Hz, 1H), 1.45 (s, 3H), 1.36 - 1.

06 (m, 3H), 0.93 - 0.74 (m, 6H).; ESMS Cg HsoNgO10o0 O O O : 976.4; 0O O : 977.2
M + HDHO

gooooo

[0 SDC-TRAP-0213

o¢G)-4,11-0000-4-00000-3,14-0000-3,4,12,14-0 00000 -1H-000 [

3",4":6,7]0 00000 [1,2-b]0 0 00 -9-0 0 4-(4-(4-(3-(2,4-0 0000 O -5-0 O

00Do0o0oooo)-5-(000Do0ooon)-4H-1,2,4-000000-4-00)H)000003

yYboooo-1-ooooo)-2-00000000-1-00000000

gooooao

HO

HO

OH
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gbooooao

! @@«bo

N CONHEt

O NMR (400 MHz, 000000 -d) & 8.21 (d, J = 9.2 Hz, 1H), 7.87 (s, 1H), 7.
65 (s, 1H), 7.50 (m, 1H), 7.4 (m, 1H), 7.3 (m, 1H), 7.1 (d, J = 1.2 Hz, 1H), 6.
49 (s, 1H), 6.42 (s, 1H), 5.75 (d, J = 16.3 Hz, 1H), 5.35 - 5.24 (m, 3H), 4.72 (
s, 1H), 4.30 (m, 1H), 4.17 - 4.02 (m, 2H), 3.60-3.30 (m, 4H), 3.16 (g, J = 7.8 H
z, 3H), 3.06 (s, 2H), 2.97 (s, 1H), 2.91 (p, J = 7.3, 6.9 Hz, 1H), , 1.90 (m, 5H
). 1.72 (d, J = 12.6 Hz, 3H), 1.67 - 1.53 (m, 1H), 1.39 (dt, J = 13.1, 7.4 Hz, 4
H), 1.30 - 1.16 (m, 6H), 1.03 (t, J = 7.4 Hz, 3H), 0.99 - 0.77 (m, 1H), 0.77 - O
.69 (m, 6H). ppm; ESMS CogHgoNgO,,0 0 0 0 : 1008.4; 0 OO : 1009.4 (M + H+)O
000000

0 SDC-TRAP-0214

0 (S)-(S)-4,11-0000-9-00000-3,14-0000 -3,4,12,14-0 000 0 0 -1H-O
00 [3",4":6,7]10 00000 [1,2-b]0 000 -4-00 2-(4-(4-(3-(2,4-0 0000 O -5-
0000000000)5(000000000)-4H-1,2,4-000000-4-00)000
00)00O000-1-00000)00000-1-00000000

ooogodg
ooogood
HO
C O
é/u\... ]
CONHEt 0

0 H NMR (400 MHz, DMSO-dg) & 10.75 (s, 1H), 10.23 (s, 2H), 9.78 (s, 1H), 8.92
(dt, J = 11.8, 5.9 Hz, 1H), 7.98 - 7.90 (m, 1H), 7.41 (tq, J = 5.0, 2.6 Hz, 2H),
7.36 - 7.22 (m, 2H), 7.17 - 6.95 (m, 3H), 6.63 - 6.50 (m, 1H), 6.40 - 6.30 (m,
1H), 5.48 - 5.19 (m, 3H), 4.99 (dd, J = 8.4, 4.5 Hz, 1H), 4.87 - 4.73 (m, 1H), 4
.66 - 4.57 (m, 1H), 4.02 (tt, J = 12.8, 5.5 Hz, 1H), 3.50 - 3.34 (m, 1H), 3.25 -
3.04 (m, 4H), 2.41 - 2.32 (m, 1H), 2.16 (d, J = 10.8 Hz, 2H), 2.13 - 1.76 (m, 6
H), 1.73 - 1.63 (m, 2H), 1.60 - 1.46 (m, 1H), 1.40 - 1.14 (m, 3H), 1.10 - 0.99 (
m, 3H), 0.95 - 0.76 (m, 6H), 0.71 (dd, J = 6.8, 2.8 Hz, 3H). ppm; ESMS CggHsgNgO

,,0000:980.4; 000 : 981.2 (M + H+)O
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000000
0 SDC-TRAP-0215
0(S)-4,11-0000-4-00000-3,14-0000-3,4,12,14-000000-1H-000[
3",4":6,7]10 00000 [1,2-b]0 00 0 -9-0 0 2-(4-(2-(5-(3-(2,4-0 0 00 0 O -5-0
000000000)-5-00000-4H-1,2,4-000000-4-00)-1H-00000 -1-
00)00O0)I0O00O0-1-00000)00000-1-00000000

000000

000000

o,

0 TH NMR (400 MHz, 0O OO OO -d) & 8.21 (d, J = 9.5 Hz, 1H), 7.87 (s, 1H), 7.
70 (s, 1H), 7.66 - 7.48 (m, 3H), 7.36 (s, 1H), 7.12 (d, J = 31.7 Hz, 2H), 6.42 (
d, J = 60.7 Hz, 2H), 5.71 (d, J = 16.5 Hz, 1H), 5.42 - 5.03 (m, 3H), 4.25 (m, 4H
), 3.77 (d, J = 14.9 Hz, 3H), 3.38 (dt, J = 3.3, 1.7 Hz, 3H), 3.18 (s, 3H), 2.80
-2.50 (m, 2H), 2.28 (t, J = 7.7 Hz, 1H), 1.85 (d, J = 64.6 Hz, 11H), 1.61 (s, 4H
), 1.39 (d, J = 7.9 Hz, 3H), 1.04 (t, J = 7.4 Hz, 3H), 0.45 (d, J = 21.7 Hz, 6H)
. ppm; ESMS CgeHegNgO1o0 00 Oz 990.4; OO O : 991.3 (M + H+)O

oooooo

[ SDC-TRAP-0216
0(S)-4,11-0000-4-00000-3,14-0000-3,4,12,14-000000 -1H-00 0 [
3",4":6,7]0 00000 [1,2-b]0 000 -9-0 0 2-(4-(4-(3-(2,4-0 00000 -5-00
00000000)5-(000000000)4H-1,2,4-000000-4-00)00000
YO0OOO-1-00000)00000-1-00000000

0ooooo

oooooo

C%Q Cak

CONHEt

H

O1H NMR (400 MHz, 00O DO DO 0O-d) & 8.17 (t, J = 9.0 Hz, 1H), 7.84 (d, J = 2.6
Hz, 1H), 7.73 - 7.45 (m, 2H), 7.34 (t, J = 5.9 Hz, 1H), 7.02 (d, J = 8.2 Hz, 2H
), 6.43 (s, 1H), 6.33 (s, 1H), 5.74 (d, J = 16.8 Hz, 1H), 5.44 - 5.06 (m, 5H), 4
.62 (s, 1H), 4.29 (d, J = 12.8 Hz, 1H), 3.75 (d, J = 98.1 Hz, 4H), 3.38 (p, J =
7.0 Hz, 2H), 3.15 (q, J = 7.3 Hz, 2H), 2.90 (s, 1H), 2.03 - 1.49 (m, 11H), 1.46
-1.33 (m, 4H), 1.25 - 1.14 (m, 6H), 1.01 (g, J = 7.3 Hz, 3H), 0.97 - 0.80 (m, 1
H), 0.74 (d, J = 6.5 Hz, 6H). ppm; ESMS Cg, HsgNg0,,0 00 O : 994.4; 0O 0O - 995.
4 (M + HH)O
oooooao
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[ SDC-TRAP-0217
0(S)-4,11-0000-9-00000-3,14-0000-3,4,12,14-000000 -1H-000 [
3",4":6,71]0 00000 [1,2-b]0 000 -4-0 0 4-(1-(4-(3-(2,4-0 00000 -5-0 0
00000000)5-(000000000)4H-1,2,4-000000-4-00)0000)
000O00-4-00000)-2-00000000-1-00000000

oooooao
oooDoo

N™ “CONHEt

0 H NMR (400 MHz, 0O DO DO O-d) & 8.01 (s, 1H), 7.54 (s, 2H), 7.32 (s, 3H),
7.19 (s, 3H), 6.45 (dd, J = 18.5, 11.0 Hz, 2H), 5.67 (s, 1H), 5.41 (s, 1H), 5.14
(s, 1H), 4.07 (tt, J = 6.3, 2.8 Hz, 3H), 3.57 (s, 3H), 3.41 (d, J = 16.0 Hz, 4H
), 2.97 (d, J = 56.0 Hz, 4H), 2.40 - 2.19 (m, 2H), 1.82 - 1.50 (m, 5H), 1.50 - 1
.13 (m, 12H), 1.09 - 0.79 (m, 8H), 0.72 (s, 6H). ppm; ESMS CggHgiNgO,00 O O O :
1007.5; 0 O 0O : 1008.5 (M + H+)O
gooooao
0O SDC-TRAP-0218
o({¢)-4,11-0000-9-00000-3,14-0000-3,4,12,14-000000-1H-00D0 L
3",4":6,7]0 00000 [1,2-b]J0 000 -4-0 0 (2-(4-(4-(B3-(2,4-0 00000 -5-00
O00o0o00ooOo)-5-(000000000)-4H-1,2,4-000000-4-00)000000
Y0OOODO-1-00)-2-000000)@00)000000n

gbooooao
gbooooao
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O0TH NMR (400 MHz, 0O OO0 OO0 -d) & 8.94 (s, 2H), 7.97 (d, J = 9.2 Hz, 1H), 7.
68 (dd, J = 22.4, 7.6 Hz, 4H), 7.32 (t, J = 2.5 Hz, 1H), 7.18 (s, 1H), 7.08 (s,

1H), 6.79 - 6.68 (m, 1H), 6.47 (d, J = 8.8 Hz, 1H), 6.39 (d, J = 15.8 Hz, 1H), 5
.74 (dd, J = 16.8, 3.4 Hz, 2H), 5.35 (dd, J = 16.7, 2.7 Hz, 2H), 5.22 (d, J = 3.
0 Hz, 2H), 4.93 - 4.75 (m, 2H), 4.45 (s, 1H), 4.02 (s, 1H), 3.64 - 3.45 (m, 4H),
3.22 (d, J = 11.8 Hz, 3H), 3.11 - 3.02 (m, 3H), 2.95 - 2.83 (m, 2H), 2.24 - 2.0
9 (m, 4H), 1.34 (td, J = 7.1, 2.3 Hz, 6H), 1.12 (td, J = 7.4, 4.3 Hz, 3H), 0.90

0.78 (m, 3H), 0.73 (d, J = 6.9 Hz, 6H). ppm; ESMS Cg,Hg,4Ng0,,0 O O O - 954.4;

Oo0d: 955.4 (M + HH)O
oooooaog
O
O

SDC-TRAP-0027
2-((4,11-0000-4-00000-3,14-0000-3,4,12,14-000000 -1H-00 0 [

3",4":6,710 00000 [1,2-b]0 000 -9-00)00 O )-N-(2-(5-(3-(2,4-0 000 O

0-5-0000000000)-5-00000-4H-1,2,4-000000 -4-00 )-1H-00 O

00-1-00)000)-N-000000000

oooooo

oooooo

HO _ O}_/O
"N
HO
N/ N
gy

0 H NMR (400 MHz, DMSO-dg) & 11.88 (s, 1H), 9.52 (s, 1H), 9.45 (d, J = 11.1 Hz
, 1H), 8.09 (dd, J = 13.5, 9.1 Hz, 1H), 7.63 - 7.41 (m, 5H), 7.33 (dd, J = 32.2,
3.0 Hz, 1H), 6.94 (ddd, J = 8.7, 3.3, 2.0 Hz, 1H), 6.74 (d, J = 13.7 Hz, 1H), 6
.50 (s, 1H), 6.43 (dd, J = 3.1, 0.8 Hz, 1H), 6.23 (d, J = 2.1 Hz, 1H), 5.44 (s,

2H), 5.33 - 5.28 (m, 2H), 5.05 (s, 1H), 4.65 (s, 1H), 4.51 (d, J = 6.3 Hz, 1H),

4.32 (t, J = 6.5 Hz, 1H), 3.80 (t, J = 6.2 Hz, 1H), 3.65 (t, J = 6.5 Hz, 1H), 3.
15 (dd, J = 17.6, 8.3 Hz, 2H), 2.95 - 2.80 (m, 4H), 1.88 (0O O, J = 7.2 Hz, 2H

), 1.28 (q, J = 7.5 Hz, 3H), 0.93 - 0.78 (m, 9H)O

Dooooo

0 ESMS C,gHasN,0o0 0 0 0 : 839.33; 000 : 840.1 (M+H)*O

oooooo

[ SDC-TRAP-0028

02-(4,11-0000-4-00000-3,14-0000-3,4,12,14-0 00000 -1H-00 0O [

3",4":6,710 00000 [1,2-b]0 00 0 -9-00)0 00 )-N-(2-(2-(5-(3-(2,4-0 00 O

00-5-0000000000)-5-00000 -4H-1,2,4-00 0000 -4-0 0 )-1H-0 O

000-1-00)0000)000)-N-000000000

Dooooo
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gbooooao

HO N OH
o
T
0 ESMS C,gH,oN,0,00 O O O : 883.35; 00 O : 884.3 (M+H)*O
ooOoooao
[0 SDC-TRAP-0029
04,11-0000-4-000D00-3,14-0000-3,4,12,14-0 00000 -1H-00 0 [37,4
*:6,71000000[1,2-b]0 000 -9-00 (2-2-G-(3-(2,4-000000-5-0000
oooooo)-5-00000-4H-1,2,4-000000-4-00)-1H-00 000 -1-00)0
00O0O)IOODO)OOO)IooOoOoo
oooooao
oOooooad

N

H J\g}—OH
0 H NMR (400 MHz, DMSO-dg) 3 11.87 (s, 1H), 9.50 (d, J = 19.6 Hz, 2H), 8.21 -
8.14 (m, 1H), 7.96 (d, J = 9.5 Hz, 1H), 7.64 (d, J = 8.3 Hz, 1H), 7.52 (s, 1H),
7.43 (d, J = 7.0 Hz, 2H), 7.33 (s, 1H), 6.91 (dd, J = 15.2, 8.5 Hz, 1H), 6.71 (d
, J = 8.6 Hz, 1H), 6.52 (s, 1H), 6.43 (d, J = 13.7 Hz, 1H), 6.23 (s, 1H), 5.44 (
s, 2H), 5.33 (s, 2H), 4.42 - 4.36 (m, 2H), 3.77 (d, J = 11.5 Hz, 2H), 3.69 - 3.4
4 (m, 4H), 3.17 (t, J = 7.3 Hz, 2H), 3.03 (s, 1H), 2.89 (d, J = 13.3 Hz, 2H), 1.
89 (dq, J = 17.0, 9.1, 8.1 Hz, 2H), 1.27 (d, J = 10.5 Hz, 3H), 0.85 - 0.74 (m, 9
H). ESMS C,7H4-N;0,00 0 0 O : 869.34; 00 O : 870.2 (M+H)™O
ooooo
SDC-TRAP-0037
4,11-0000-9-00000-3,14-0000 -3,4,12,14-000000 -1H-0 0 O [3",4
36,710 00000 [1,2-b]0 000 -4-00 (2-(2-(5-GB-(2,4-000000-5-0000
000000)-5-00000-44-1,2,4-000000-4-00)-1H-00000 -1-00 )0
000)IDO0)0O00)I0O0O0O00
oooooo

o I R A |
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gbooooao
OH

10

0 H NMR (400 MHz, DMSO-dg) & 11.87 (s, 1H), 10.30 (s, 1H), 9.54 (s, 1H), 9.48
(s, 1H), 7.97 (t, J = 9.4 Hz, 1H), 7.45 - 7.25 (m, 4H), 7.00 (d, J = 23.6 Hz, 1H
), 6.92 - 6.81 (m, 1H), 6.70 (d, J = 2.3 Hz, 1H), 6.39 (d, J = 3.0 Hz, 1H), 6.23
(d, J = 3.2 Hz, 1H), 5.45 (s, 2H), 5.28 (s, 1H), 5.21 (d, J .9 Hz, 1H), 4.53
- 4.47 (m, 1H), 3.90 (d, J = 6.3 Hz, 1H), 3.18- 2.97 (m, 6H), 2.88 (dt, J = 13.
9, 7.0 Hz, 2H), 2.70 (s, 3H), 2.18 - 2.05 (m, 2H), 1.27 (dt, J = 14.6, 7.3 Hz, 3
H), 1.10 - 0.76 (m, 9H). ESMS C,,H,,N,0,,0 0 00 : 869.34; 0 OO : 870.3 (MH)™ 20
O

1
N O W

ooobDoo

O SDC-TRAP-0038

04,12-0000-9-00000-3,14-0000-3,4,12,14-000000 -1H-00 0O [37.,4
6,710 00000 M,2-b]ODODO0O-4-00 (2-(5-(B-2,4-00DDODOO-5-ODO0DO00OO

00000)-5-00000-4H-1,2,4-000000-4-00)-1H-00000-1-00)00
0)@OD)DOoOoooo
ooooon
00o00aoo
) 30
HO, N/\/NT o
o]
HO N
NiN)L~0H

0 H NMR (400 MHz, DMSO-dg) & 11.94 (s, 1H), 10.33 (s, 1H), 9.52 (s, 1H), 9.44 40
(s, 1H), 8.01 (t, J = 9.5 Hz, 1H), 7.67 (d, J = 8.8 Hz, 1H), 7.55 (d, J = 3.0 Hz
, 1H), 7.41 -7.25(m, 4H), 7.13 - 7.08 (m, 1H), 7.04 - 6.94 (m, 2H), 6.73 (dd, J
= 7.0, 4.4 Hz, 1H), 6.22 (s, 1H), 5.44 (s, 2H), 5.34 (s, 2H), 4.56 (s, 1H), 3.9
1 - 3.84 (m, 2H), 3.59 - 3.50 (m, 2H), 2.97 - 2.83 (m, 2H), 2.59 (s, 3H), ., 2.31
(s, 1H), 2.14 (q, J = 7.3 Hz, 2H), 1.30 (t, J = 7.5 Hz, 3H), 1.01 - 0.86 (m, 9H
). ESMS CLuoHuaN,0o0 OO0 : 825.31; 000 : 826.4 (M+H)* O
000000
0 SDC-TRAP-0046
04,11-0000-4-00000-3,14-0000 -3,4,12,14-000000 -1H-0 0 O [3".4
":6,7]000000[1,2-b]0 000 -9-004-(4-(3-(2,4-000000-5-000000 50
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oooo)-5-00000-4H-1,2,4-000000-4-00H0000H)00D0DO0O-1-000
ooooao

oooooao

gboooaog

HO

HO N

N/\N)\OH

0 *H NMR (400 MHz, DMSO-dg) & 11.95 (s, 1H), 9.62 (s, 1H), 9.43 (s, 1H), 8.18 (
d, J = 9.2 Hz, 1H), 8.00 (d, J = 2.4 Hz, 1H), 7.67 (dd, J = 9.1, 2.5 Hz, 1H), 7.
40 - 7.31 (m, 3H), 7.18 (d, J = 7.9 Hz, 2H), 6.80 (s, 1H), 6.53 (s, 1H), 6.28 (s
, 1H), 5.44 (s, 2H), 5.34 (s, 2H), 3.69 - 3.46 (m, 4H), 3.19 (q, J = 7.7 Hz, 2H)
, 2.99 (p, J =7.0Hz, 1H), 1.88 (U OO, J = 7.1 Hz, 2H), 1.30 (t, J = 7.5 Hz,
3H), 0.97 (d, J = 6.9 Hz, 6H), 0.89 (t, J = 7.3 Hz, 3H). ESMS C,gH,sN,0o0 O O
0 : 827.33; 00O : 828.2 (M+H)*O

000000

[ SDC-TRAP-0047

04,11-0000-9-00000-3,14-0000 -3,4,12,14-0 0000 0 -1H-0 O O [3",4
*:6,710 00000 [1,2-b]0 000 -4-004-(4-(3-(2,4-000000-5-000000
0000)5-00000-4H-1,2,4-000000-4-00)0000)00000-1-000
ooooo

ooooog

ooooo0o

HO

OANC}N

HO.

N
OH
OH J\g?_

0O *H NMR (400 MHz, DMSO-dg) & 11.94 (s, 1H), 10.34 (s, 1H), 9.60 (s, 1H), 9.41

(s, 1H), 8.08 - 8.00 (m, 1H), 7.47 - 7.39 (m, 2H), 7.32 (d, J = 8.0 Hz, 3H), 7.1
5 (d, J = 8.1 Hz, 2H), 6.96 (s, 1H), 6.78 (s, 1H), 6.27 (s, 1H), 5.44 (d, J = 2.
6 Hz, 2H), 5.32 - 5.27 (m, 2H), 3.71 (s, 1H), 3.62 (s, 1H), 3.56 - 3.47 (m, 2H),
3.39 (s, 5H), 3.37 - 3.23 (m, 6H), 3.09 (q, J = 7.5 Hz, 2H), 2.97 (p, J = 6.9 H
z, 1H), 2.31 (s, 1H), 2.22 (s, 1H), 2.14 (q, J = 7.3 Hz, 2H), 1.30 (t, J =7.5H
z, 3H), 1.01 - 0.86 (m, 9H). ESMS C,gH,sN-0,0 0 OO - 827.33; 000 - 828.3 (M+
H)* O
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000000

0 SDC-TRAP-0067

04,11-0000-4-00000-3,14-0000 -3,4,12,14-000000 -1H-00 O [3".4
*:6,710 00000 [1,2-b]0 000 -9-004-((4-(4-(3-(2,4-0 00000 -5-000 0
000000)-5-00000-4H-1,2,4-000000-4-00)0000)00000-1-0
0D)IOO)IO0DO0O0D0-1-00000000
000000
000000

10

©CH

20
ESMS CooHsN,0o0 OO0 0 1 923.42; 000 : 924.3 (M+H)*O

0oooo

SDC-TRAP-0070

4,11-0000-4-00000-3,14-0000 -3,4,12,14-0 00000 -1H-0 0 O [3".4
26,710 00000 [1,2-b]0 000 -9-0 0 4-2-(4-(4-(3-(2,4-0 00000 -5-000
000000)5-00000-4H-1,2,4-000000-4-00)0000)I0000-1-
0)YoOO)IODODOO-1-00000000

00000

ooooao

O 0Oo0oo

O Oooo

30

40
0 ESMS CoyHegNgOolD 0 O 0 1 924.42; 00 O : 925.3 (M+H)*O

oooooon

0 SDC-TRAP-0077

09-2-(4-(4-(3-(2,4-000000-5-0000000000)-5-00000 -4H-1,2,4-
000O000-4-00)0000)I0000-1-00)-2-0000000)-4,11-0000 -
4-00000-1H-00 0 [3%,4%:6,7]0 000 00 [1,2-b]0 0 0 0 -3,14(4H,12H)-0 0 O
0ooooo0
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gbooooao

LY
HO N~
OH

0 'H NMR (400 MHz, DMSO-dg) & 11.93 (s, 1H), 9.61 (s, 1H), 9.41 (s, 1H), 8.09 (
d, J = 9.2 Hz, 1H), 7.53 (dd, J = 9.2, 2.7 Hz, 1H), 7.44 (d, J = 2.8 Hz, 1H), 7.
37 - 7.25 (m, 3H), 7.15 (d, J = 8.3 Hz, 2H), 6.78 (s, 1H), 6.51 (s, 1H), 6.27 (s
, 1H), 5.43 (s, 2H), 5.30 (s, 2H), 5.10 (s, 2H), 3.55 (s, 2H), 3.49 (d, J = 9.1

Hz, 4H), 3.16 (q, J = 7.6 Hz, 2H), 2.97 (p, J = 6.9 Hz, 1H), 2.46 (d, J = 5.8 Hz
, 2H), 2.33 (s, 2H), 1.87 (0O DO, J = 7.0 Hz, 2H), 1.29 (t, J = 7.5 Hz, 3H), O.
98 (d, J = 6.9 Hz, 6H), 0.89 (t, J = 7.3 Hz, 3H). ESMS C,gH,,N,0o0 O O O : 841.
34; 000 : 842.1 (M+H)*D

000000

0 SDC-TRAP-0079

04,11-0000-9-00000-3,14-0000-3,4,12,14-000000 -1H-00 O [3".4
":6,7]10 00000 [1,2-b]0 000 -4-004-(4-(3-(2,4-000000-5-000000

0000)-5-00000-4H-1,2,4-000000-4-00)-2-00000000)0000

0D-1-00000000

Do0o0o0Q0

oooooo

al

N
OH d\g>'*°”

0 H NMR (400 MHz, DMSO-dg) & 11.99 (s, 1H), 10.35 (s, 1H), 9.64 (s, 1H), 9.40

(s, 1H), 8.03 (d, J = 9.1 Hz, 1H), 7.41 (d, J = 6.9 Hz, 3H), 7.07 (d, J = 10.8 H
z, 1H), 6.97 (d, J = 9.8 Hz, 2H), 6.87 (s, 1H), 6.27 (s, 1H), 5.44 (s, 2H), 5.29

(s, 2H), 3.73 (d, J = 13.4 Hz, 1H), 3.56 (d, J = 16.6 Hz, 3H), 3.32 - 3.23 (m,
4H), 3.09 (d, J = 8.0 Hz, 2H), 3.05 - 2.96 (m, 1H), 2.55 (s, 2H), 2.39 - 2.32 (m
, 1H), 2.24 (s, 2H), 2.13 (d, J = 7.7 Hz, 2H), 1.28 (q, J = 13.0, 10.1 Hz, 3H),
0.96 (d, J = 6.9 Hz, 6H), 0.89 (t, J = 7.3 Hz, 3H). ESMS C,cH,,FN,0,0 000 - 8
45.32; 000 : 846.2 (M+H)*O
oooooo
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[ SDC-TRAP-0081

04,11-0000-9-00000-3,14-0000-3,4,12,14-0 00000 -1H-0 0 O [3".,4
":6,71000000([1,2-b]0 000 -4-00 -4-(4-(3-(2,4-000000-5-00000
000O00)-5-00000-4H-1,2,4-000000-4-00)0000)00000 -1-00
oooooo

oooooo

0 H NMR (400 MHz, DMSO-dg) & 11.94 (s, 1H), 10.38 (s, 1H), 9.66 (s, 1H), 9.51
(s, 1H), 7.99 (d, J = 9.4 Hz, 1H), 7.46 (d, J = 5.6 Hz, 2H), 7.21 (s, 1H), 7.12
(d, J = 8.5 Hz, 2H), 7.04 (d, J = 9.9 Hz, 3H), 6.84 (s, 1H), 6.33 (s, 1H), 5.52
(s, 2H), 5.35 (s, 2H), 3.91 - 3.83 (m, 4H), 3.20 - 3.09 (m, 6H), 3.02 (p, J = 7.
0 Hz, 1H), 2.23 (q, J = 7.3 Hz, 2H), 1.35 (t, J = 7.3 Hz, 3H), 1.07 - 0.91 (m, 9
H). ESMS C,4H,sN,0o0 O O 0 : 813.31; 00 O : 814.2 (M+H)*D

oooooo

0 SDC-TRAP-0083

04,11-0000-4-00000-3,14-0000 -3,4,12,14-0 00000 -1H-0 0 O [3",4
*:6,71000000([1,2-b]0000-9-005-(3-(2,4-000000-5-0000000
000)-5-00000-4H-1,2,4-000000-4-00)0000000-2-000000
00

DoooooQ

Dooooo

HO

N
1 %OH

OH NN

0 H NMR (400 MHz, DMSO-dg) & 12.01 (s, 1H), 9.66 (s, 1H), 9.45 (s, 1H), 8.27 (
d, J = 9.2 Hz, 1H), 8.15 (s, 1H), 7.85 - 7.77 (m, 1H), 7.48 - 7.35 (m, 3H), 7.15
(d, J = 8.0 Hz, 1H), 6.99 (s, 1H), 6.60 (s, 1H), 6.32 (s, 1H), 5.50 (s, 2H), 5.
41 (s, 2H), 5.03 (d, J = 13.8 Hz, 2H), 4.80 (d, J = 13.5 Hz, 2H), 3.29 - 3.20 (m
, 2H), 3.09 (p, J = 7.1 Hz, 1H), 1.94 (00O, J = 7.2 Hz, 2H), 1.37 (t, J = 7.4
Hz, 3H), 1.11 (d, J = 6.9 Hz, 6H), 0.95 (t, J = 7.3 Hz, 3H). ESMS C,,H5gNgOo0

000 : 770.27; 000 : 771.2 (M+H)*O
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000000

0 SDC-TRAP-0094

04,11-0000-4-00000-3,14-0000 -3,4,12,14-000000 -1H-00 O [3".4
":6,7]0 00000 [1,2-b]0 000 -9-004-(4-(4-(3-(2,4-0 0000 0-5-0000
000000)-5-00000-4H-1,2,4-000000-4-00)0000)00000-1-0
0000)IOOO0-1-00000000
000000
000000

ESMS CsoHsoNgO100 O 0 0 1 924.38; 00 O - 925.1 (M+H)*O

00oooo

SDC-TRAP-0095

4,11-0000-4-00000-3,14-0000 -3,4,12,14-0 0000 0 -1H-0 0 O [3",4
36,710 00000 [1,2-b]0 000 -9-004-(G-(3-(2,4-000000-5-000000

N I i R R |

O000)-5-00000-4H-1,2,4-000000-4-00)-1-000-1H-000 [d]o OO
OD00-2-00)00000-1-00000000
oooooad
oooooao

\N
HOC

N

|

OH N-N

0 *H NMR (400 MHz, DMSO-dg) & 11.87 (s, 1H), 9.53 (s, 1H), 9.34 (s, 1H), 8.19 (

d, J = 9.1 Hz, 1H), 8.04 (d, J = 2.6 Hz, 1H), 7.71 (dd, J = 9.2, 2.5 Hz, 1H), 7.

51 (d, J = 8.6 Hz, 1H), 7.39 (d, J = 1.9 Hz, 1H), 7.34 (s, 1H), 7.05 (dd, J = 8.

6, 2.0 Hz, 1H), 6.87 (s, 1H), 6.54 (s, 1H), 6.21 (s, 1H), 5.45 (s, 2H), 5.35 (s,
2H), 4.37 (s, 1H), 4.18 (d, J = 12.6 Hz, 1H), 3.83 (s, 3H), 3.43 - 3.28 (m, 4H)
, 3.27 - 3.15 (m, 4H), 2.97 (p, J = 6.9 Hz, 1H), 1.88 (0O O, J = 7.2 Hz, 2H),

1.31 (t, J = 7.6 Hz, 3H), 0.97 (d, J = 6.9 Hz, 6H), 0.89 (t, J = 7.3 Hz, 3H). E

SMS C,,H,6NgOod 0 O 0 : 866.34; O OO : 867.2 (M+H)*O

Dooooo
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04,11-0000-4-00000-3,14-0000 -3,4,12,14-0 0000 0 -1H-0 0 O [3".4
*:6,710 00000 [1,2-b]0 000 -9-00 4-(4-(4-(3-(2,4-000000-5-0000

000000)-5-00000-4H-1,2,4-000000-4-00)0000)00000-1-0
O)YoooOoo-1-00000000
O
O

ugboood
obooo

A ;%~0H

0 'H NMR (400 MHz, DMSO-dg) & 11.74 (s, 1H), 9.50 (s, 1H), 9.37 (s, 1H), 8.05 (

d, J = 9.2 Hz, 1H), 7.87 (d, J = 2.5 Hz, 1H), 7.55 (dd, J = 9.1, 2.5 Hz, 1H), 7.

20 (s, 1H), 6.90 (d, J = 8.8 Hz, 2H), 6.80 (d, J = 8.8 Hz, 2H), 6.65 (s, 1H), 6.

42 (s, 1H), 6.16 (s, 1H), 5.32 (s, 2H), 5.21 (s, 2H), 4.15 (s, 1H), 4.00 - 3.85
(m, 1H), 3.12 - 3.00 (m, 7H), 2.84 (dg, J = 12.6, 6.4, 5.9 Hz, 2H), 2.38 (p, J =
1.8 Hz, 12H), 1.87 (s, 1H), 1.75 (00O, J = 7.0, 6.5 Hz, 4H), 1.42 (s, 1H), 1
.36 (s, 1H), 1.11 (dt, J = 47.7, 7.3 Hz, 3H), 0.84 (d, J = 6.8 Hz, 6H), 0.76 (t,
J = 7.2 Hz, 3H). ESMS C,oHsoNgOo O 0 0 1 896.39; 0 O O : 897.3 (M+H)*O
000000

0 SDC-TRAP-0220

04,11-0000-4-00000-3,14-0000-3,4,12,14-000000 -1H-00 O [3".4
":6,7]10 00000 [1,2-b]0 000 -9-004-(4-(3-(2,4-000000-5-000000
0000)-5-00000-4H-1,2,4-000000-4-00)0000)-2-00000000
-1-00000000

Do0o0o0Q

Do0o0o00

HO )
H /N
Now? ~oH
N

0 H NMR (400 MHz, DMSO-dg) & 11.77 (s, 1H), 9.44 (s, 1H), 9.25 (s, 1H), 8.01 (
9.1 Hz, 1H), 7.83 (d, J = 2.5 Hz, 1H), 7.50 (dd, J = 9.1, 2.5 Hz, 1H), 7.
24 - 7.14 (m, 3H), 7.01 (d, J = 7.9 Hz, 2H), 6.63 (s, 1H), 6.36 (s, 1H), 6.11 (s
, 1H), 5.27 (s, 2H), 5.17 (s, 2H), 4.18 (s, 1H), 3.41 (d, J = 13.7 Hz, 1H), 3.32
13.6 Hz, 1H), 3.14 (d, J = 11.5 Hz, 3H), 3.03 (g, J = 7.8 Hz, 2H), 2.82
6.9 Hz, 1H), 2.69 (d, J = 10.9 Hz, 1H), 2.07 (s, 1H), 1.93 (s, 1H), 1.7
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1 @00, Jd=7.2Hz, 2H), 1.24 - 1.08 (m, 6H), 0.80 (d, J = 6.9 Hz, 6H), 0.72
(t, J = 7.3 Hz, 3H). ESMS C,H,N,Og0 OO O : 841.34; OO0 : 842.4 (M+H)*D
oooooo

[ SDC-TRAP-0010

04,11-0000-4-00000-3,14-0000 -3,4,12,14-0 00000 -1H-0 0 O [3".,4
":6,71000000([1,2-b]0000-9-00 (2-(5-(3-(2,4-000000-5-00000

00Do0oo0O0o)-5-00000-4H-1,2,4-0 00000 -4-00)-N,1-0000-1H-000 DO
0-2-0000000)000)0O00)0o0oooan
opooooo
oooooao
N/
SN o
Q /0

HO N

N-N
H o

0 ESMS (CLgHasNg010)0 0 0 0 1 896.4; 00 0 : 897.2 (M+H)O

oooooQ

[ SDC-TRAP-0023

02-((4,11-0000-4-00000-3,14-0000-3,4,12,14-0 00000 -1H-00 0O [
3",4":6,710 00000 [1,2-b]0 000 -9-00)00 O )-N-(2-(5-(3-(2,4-0 000 O
0-5-0000000000)-5-00000-4H-1,2,4-000000 -4-00)-1H-00 O
00-1-00)000)000000

oooooo

oooooo

0 ESMS (C,sH4sN,0o)0 00O : 825.3; 000 : 826.2 (M+H)O

Do0o0o0Q

0 SDC-TRAP-0024
04,11-0000-9-00000-3,14-0000-3,4,12,14-000000 -1H-00 0 [3".4
":6,7]0 00000 [1,2-b]0 000 -4-00 -4-(5-(3-(2,4-000000-5-00000
00000)-5-00000-4H-1,2,4-000000-4-00)-1-000-1H-0000 0 -2-
0000000 )IoODOOoO

Do0o0o00
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gbooooao

OH

0 'H NMR (400 MHz, 00000 -d,) & 7.88 (d, J = 9.1 Hz, 1H), 7.44 (d, J = 2.0
Hz, 1H), 7.38 - 7.24 (m, 4H), 7.15 (dd, J = 8.8, 2.0 Hz, 1H), 6.74 (s, 1H), 6.67
(s, 1H), 6.26 (s, 1H), 5.62 (d, J = 16.6 Hz, 1H), 5.44 (d, J = 16.7 Hz, 1H), 5.

05 (d, J = 18.7 Hz, 1H), 4.81 (d, J = 18.7 Hz, 1H), 3.58 (s, 3H), 3.49-3.42 (m,

1H), 3.40 - 3.32 (m, 1H), 3.10 - 2.96 (m, 1H), 2.96 - 2.83 (m, 2H), 2.73 (td, J

= 6.8, 2.5 Hz, 2H), 2.19 (ddt, J = 18.2, 14.3, 7.2 Hz, 2H), 2.09 - 1.90 (m, 2H),
1.29 (t, J = 7.6 Hz, 3H), 1.01 (t, J = 7.4 Hz, 3H), 0.74 (dd, J = 10.2, 6.8 Hz,
6H); ESMS (C4-H4sN,0,0)0 00 0 : 867.3; 00 0 : 868.3 (M+H)O

000000

0 SDC-TRAP-0026

04,11-0000-9-00000-3,14-0000 -3,4,12,14-000000 -1H-00 O [3".4
":6,7]0 00000 [1,2-b]0 000 -4-00 -4-(2-(G-(3-(2,4-0 00000 -5-00 O

0000000)-5-00000-4H-1,2,4-000000-4-00)-1H-00000-1-00)

000)IO00)4-000000000

000000

Do0o0o00

Ho er
I

N
OH

0O ' NMR (400 MHz, 0O O OO -d,) & 8.00 - 7.88 (m, 2H), 7.42 (d, J = 2.0 Hz, 1
H), 7.37 - 7.23 (m, 3H), 7.02 (d, J = 3.2 Hz, 1H), 6.87 (dd, J = 8.7, 2.0 Hz, 1H
), 6.45 (s, 1H), 6.33 (d, J = 3.1 Hz, 1H), 6.23 (s, 1H), 5.61 (d, J = 16.7 Hz, 1
H), 5.44 (d, J = 16.6 Hz, 1H), 5.06 (d, J = 18.6 Hz, 1H), 4.89 (d, J = 18.6 Hz,
1H), 4.58 (s, 1H), 4.08 - 3.97 (m, 1H), 3.45-3.40 (m, 1H), 3.35-3.29 (m, 1H), 2.
99-2.74 (m, 5H), 2.51 - 2.40 (m, 2H), 2.27 - 2.12 (m, 2H), 1.36 - 1.18 (m, 3H),
.02 (¢, J =7.4 Hz, 3H), 0.58 (dd, J = 6.9, 5.1 Hz, 6H); ESMS (C,,H,5N,0,0)0 O
0: 867.3; OO0 : 868.3 (MtH)O

ooooao

SDC-TRAP-0042

4,11-0000-9-0000C0 -3,14-0000 -3,4,12,14-0 00000 -1H-00 0O [37,4
6,710 00000 [[1,2-b]JODO DO -4-004-(4-(4-B-2,4-0D0DDODOO-5-00000
ooooDD)-5-00000-4H-1,2,4-000000-4-00)000C0O)YO0O00O0O0O-1-0
0)-4-000000000

ocooooao

OO0 oe.
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gbooooao

HO,

HO N’_;}‘OH o
04 NMR (400 MHz, 0O OO0 -d,) 8 7.99 (d, J = 9.5 Hz, 1H), 7.45 - 7.33 (m, 3

Hy, 7.27 - 7.05 (m, 4H), 6.64 (d, J = 8.7 Hz, 1H), 6.26 (s, 1H), 5.60 (dd, J = 1 10
6.7, 3.0 Hz, 1H), 5.51 - 5.40 (m, 1H), 5.24 (d, J = 1.5 Hz, 2H), 4.48 (d, J = 12

.9 Hz, 1H), 3.88 (d, J = 13.7 Hz, 1H), 3.34 (s, 2H), 3.13 (q, J = 7.4 Hz, 2H), 3

.02 - 2.83 (m, 3H), 2.83 - 2.63 (m, 3H), 2.55 (d, J = 7.0 Hz, 1H), 2.46 (d, J =

13.3 Hz, 2H), 2.21 (dp, J = 21.6, 7.1 Hz, 2H), 1.70 - 1.56 (m, 2H), 1.36 (td, J

= 7.7, 3.6 Hz, 3H), 1.03 (td, J = 7.5, 1.4 Hz, 3H), 0.88 - 0.79 (m, 6H); ESMS (C
4oHsoNe010)0 0 0 0 - 882.4; 000 : 883.3 (M+H)O

oooooao

[0 SDC-TRAP-0043

04,11-0000-9-00000-3,14-0000-3,4,12,14-0 00000 -1H-00 0O [37,4
6,710 00000 [1,2-b]0 00 0 -4-0 0 4-(4-(4-(3-(2,4-0 00000 -5-0 0 0 O 20
oooooo)-5-00000-4H-1,2,4-000000-4-00)0000)0000O0O-1-0
0)-4-000000000

oooooao

Ooooooad

30

0 TH NMR (400 MHz, 00000 -d,) & 7.99 (d, J = 8.9 Hz, 1H), 7.43 - 7.28 (m, 5
H), 7.26 - 7.17 (m, 2H), 6.68 (s, 1H), 6.24 (s, 1H), 5.59 (d, J = 16.6 Hz, 1H),
5.45 (d, J = 16.6 Hz, 1H), 5.24 (s, 2H), 3.59 (s, 2H), 3.54 - 3.31 (m, 4H), 3.13
(g, J = 7.7 Hz, 2H), 3.02 - 2.83 (m, 2H), 2.81 - 2.62 (m, 3H), 2.45 (s, 1H), 2.
35 (s, 1H), 2.30 - 2.10 (m, 4H), 1.40 (m, 3H), 1.03 (t, J = 7.4 Hz, 3H), 0.84 (t
J = 6.7 Hz, 6H); ESMS (C,gH4oN,0,0)0 000 : 883.3; 000 : 884.3 (M+H)O
0oooo

SDC-TRAP-0044

4,11-0000-4-00000-3,14-0000-3,4,12,14-0 00000 -1H-00 O [3",4 40
26,710 00000 [1,2-b]0 000 -9-00 (4-(4-(4-(3-(2,4-000000-5-0000
000O000)5-00000-4H-1,2,4-000000-4-00)0000)00000-1-0
0)oOO)@OO)IODODOoOOOo
oooooQ

OO0 Qg
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gbooooao

HO

HO ’[::]’”\
N7 N
N=l

OH

0T NMR (400 MHz, 00O OO0 -d,) & 8.13 (dd, J = 9.9, 7.8 Hz, 1H), 7.93 (d, J

= 2.7 Hz, 1H), 7.66-7.59 (m, 2H), 7.45-7.40 (m, 2H), 7.26-7.20 (m, 2H), 6.66 (d,
J = 16.5 Hz, 1H), 6.27 - 6.19 (m, 1H), 5.58 (d, J = 16.2 Hz, 1H), 5.38 (dd, J =
16.2, 1.8 Hz, 1H), 5.27 (s, 2H), 4.85 (s, 1H), 3.64 - 3.52 (m, 3H), 3.48 - 3.40
(m, 1H), 3.17 (s, 3H), 3.05 (s, 1H), 3.01 - 2.87 (m, 2H), 2.70-2.49 (m, 9H), 1.

99-1.91 (m, 2H), 1.80-1.64 (m, 5H), 1.37 (td, J = 7.3, 2.1 Hz, 3H), 1.00 (td, J

= 7.3, 4.3 Hz, 3H), 0.95 - 0.77 (m, 6H); ESMS (CgoHsgNg0g)O O O O = 912.4; OO
0 : 913.3 (M+H)O

ocooooao

O SDC-TRAP-0045

04,11-0000 4-00000-3,14-0000-3,4,12,14-000000-1H-000D0 37,4
6,700 0CO0ODOOM,2-b]0 00O -9-004-(4-3-(2,4-000D0ODO-5-00000O0O

oooo0O)-5-00000-4H-1,2,4-000000-4-00)H0000HN00000-1-000

ooooao

ocooooao

ocooooao

0 TH NMR (400 MHz, DMSO-dg) & 11.88 (s, 1H), 9.62 (s, 1H), 9.46 (s, 1H), 8.19 (
d, J = 9.1 Hz, 1H), 8.04 (d, J = 2.6 Hz, 1H), 7.71 (dd, J = 9.2, 2.5 Hz, 1H), 7.
33 (s, 1H), 7.07 (d, J = 9.0 Hz, 2H), 7.00 (d, J = 9.1 Hz, 2H), 6.82 (s, 1H), 6.
56 (s, 1H), 6.27 (s, 1H), 5.44 (s, 2H), 5.35 (s, 2H), 3.81 (s, 2H), 3.72 - 3.52

(m, 4H), 3.48-3.19 (m, 4H), 2.99 (p, J = 6.8 Hz, 1H), 1.87 (dt, J = 14.9, 7.0 Hz
, 2H), 1.30 (t, J = 7.6 Hz, 3H), 0.99 (d, J = 6.9 Hz, 6H), 0.88 (t, J = 7.3 Hz,

3H); ESMS (Cu4HasN,0)0 00 0 : 813.3; 000 : 814.3 (M+H)O

oooooo

0 SDC-TRAP-0055

04,11-0000-9-00000-3,14-0000 -3,4,12,14-0 0000 0 -1H-0 O O [3",4
*:6,71000000([1,2-b]0 000 -4-00 (4-(4-(4-(3-(2,4-000000-5-0000

000O000)5-00000-4H-1,2,4-000000-4-00)0000)00000-1-0

O)YOOO)@OOO)Iooooo

DoooooQ
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gbooooao

Boc),C
( )2 BaocO
B, DOMTHF

0 DCM/THF(150mL/150mL)0 O SN-38(3g0 7.65mmol)0 O O O (Boc),0(2g0 9.16mmol)d O O
000E@ONM)OD0OO00O00O00O00O00O00ON0N0O0000000000000DCM(
100mL)0 000 O 2N HCI(1oomlx 3)0 000000000000 0Nay,S0,0 000000 10
000000000000 00000000000000000000000

ooooDoo
oooooao

20
0 DCM(50mL) 0 O SN-38-1°0Boc(1gl 2.03mmol)0 D0 D0 4-0 000000000000
00 (0.4990 2.44mmo)0 0 0 O O O O DMAP(0.74g0 6.05mmoD0 0000 O0DOODOODOO
lhrD OOOOODODOOO100mLODCMO O OO OO ODDODOOO.IN HCI(BOmLx 3O O O O
ONa,SO,0 0 0000000000000 b0DbDE, 00000000040 000D0000
0000000000000 O0DbOO0obO00DO00DO0oDooDOo0DODOoO0DO0oo0oDoDooDooDooDOoDaOd
ooood
ooooboog
opooooo
Boc¢ 30
- K\NH //\N’\/\/N\
N\J 9 Boc N\J
H’u\\/’\\v’N“\
HO HO
N OH NaBH;CN, AcOH, MeOH N}—-OH
A Zr’ \ R
OH N-=N OH N-N

0 MeOH(1OML)O 0 4-(5-0 0000 -4-(4—~(000O00-1-00000)0000)-4H-1,2,4
-000000-3-00)-6-0000000000-1,3-0000 (0.46g0 1.12mmol)0 O O
00t-000000@-000000)000000 (0.45g02.23mmol)0 000 (30)00 40
00000 ONaBH;CN(0.28g0 4.44mmol)0 20 DO 0D 10min0 000000000000
D0O0D03min0 0000000000000 0O0O000O000O000000000t-0

00 -(4-(4-(4-(3-(2,4-000000-5-0000000000)-5-00000-4H-1,2,4
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0O ' NMR (400 MHz, 00O 00O -d,) & 7.93 (dd, J = 9.5, 2.8 Hz, 1H), 7.40 - 7.28
(m, 4H), 7.26 - 7.13 (m, 3H), 6.63 (d, J = 6.4 Hz, 1H), 6.17 (s, 1H), 5.48 (dd,
J =16.7, 11.7 Hz, 1H), 5.41 - 5.27 (m, 1H), 5.17 (d, J = 2.4 Hz, 2H), 3.57 (s,
1H), 3.45 (s, 1H), 3.25 (m, 5H), 3.15 - 3.00 (m, 8H), 2.92 (p, J = 6.9 Hz, 3H), 10
2.75 (s, 1H), 2.10 (dp, J = 21.9, 7.3 Hz, 2H), 1.82-1.46 (m, 5H), 1.28 (td, J =
7.6, 1.9 Hz, 3H), 0.95 (dt, J = 13.8, 7.4 Hz, 3H), 0.81 (dd, J = 7.0, 2.0 Hz, 6

H); ESMS (CgoHsgNgOg)O O O 0 = 912.4; 00 O - 913.1 (M+H)O
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O *H NMR (400 MHz, DMSO-dg) & 11.84 (s, 1H), 10.32 (s, 1H), 9.57 (s, 1H), 9.44 30
(s, 1H), 8.00 - 7.92 (m, 1H), 7.40-7.37 (m, 2H), 6.99-6.97 (m, 3H), 6.90 - 6.83

(m, 2H), 6.76 (s, 1H), 6.25 (s, 1H), 5.50 (s, 2H), 5.30 (d, J = 3.5 Hz, 2H), 3.5

8 (d, J = 16.5 Hz, 1H), 3.42 (d, J = 16.4 Hz, 1H), 3.18-3.07 (m, 6H), 2.95 (p, J

= 6.8 Hz, 1H), 2.65 (t, J = 5.2 Hz, 4H), 2.15 (dt, J = 9.4, 6.5 Hz, 2H), 1.29 (
t, J = 7.5 Hz, 3H), 0.93 (dd, J = 6.8, 1.8 Hz, 9H); ESMS (C,gH,sN,0o)0 000 - 8
27.3; 00O 0O : 828.0 (M+H)O
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0 TH NMR (400 MHz, 00000 -d,) & 7.86 (d, J = 9.1 Hz, 1H), 7.32 - 7.21 (m, 2
H), 7.18 (s, 1H), 7.15 - 7.06 (m, 2H), 7.06 - 6.98 (m, 2H), 6.49 (s, 1H), 6.16 (

s, 1H), 5.52 (d, J =

16.7 Hz, 1H), 5.35 (d, J = 16.7 Hz, 1H), 5.08 (s, 2H), 3.49

- 3.31 (m, 2H), 2.99 (q, J = 7.6 Hz, 2H), 2.87 - 2.66 (m, 3H), 2.42 (d, J = 6.9
Hz, 2H), 2.21 - 2.00 (m, 4H), 1.54 - 1.33 (m, 3H), 1.28 - 1.15 (m, 5H), 0.93 (t

00 : 841.2 (M+H)O
ooooao
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O *H NMR (400 MHz, DMSO-dg) & 11.88 (s, 1H), 9.55 (s, 1H), 9.38 (s, 1H), 8.20 (
d, J =9.1 Hz, 1H), 8.03 (d, J = 2.6 Hz, 1H), 7.70 (dd, J = 9.2, 2.5 Hz, 1H), 7.
56 - 7.49 (m, 2H), 7.33 (s, 1H), 7.03 (dd, J = 8.7, 2.1 Hz, 1H), 6.84 (s, 1H), 6
.76 (s, 1H), 6.54 (s, 1H), 6.21 (s, 1H), 5.44 (s, 2H), 5.35 (s, 2H), 3.79 (brs,
7H), 3.60 (s, 2H), 3.25 - 3.14 (m, 3H), 2.95 (p, J = 7.0 Hz, 1H), 1.95 - 1.79 (m
, 3H), 1.30 (t, J = 8.0 Hz, 3H), 0.94-0.85 (m, 9H); ESMS (C,gH4eNg0,0)0 0 OO :
894.3; 000 : 895.0 (M+H)DO

oooooao
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0 H NMR (400 MHz, DMSO- dg) & 11.94 (s, 1H), 9.61 (s, 1H), 9.42 (s, 1H), 8.21
(d, J = 9.2 Hz, 1H), 8.03 (s, 1H), 7.68 (d, J = 9.1 Hz, 1H), 7.32 (d, J = 7.9 Hz
, 2H), 7.14 (d, J = 8.0 Hz, 2H), 7.05 (s, 1H), 6.78 (s, 1H), 6.26 (s, 1H), 5.46
(d, J = 4.8 Hz, 2H), 5.35 (s, 2H), 3.73 (s, 1H), 3.62 (s, 1H), 3.52 - 3.44 (m, 3
H), 3.28 - 3.13 (m, 4H), 2.97 (p, J = 7.1 Hz, 1H), 2.38 (s, 3H), 2.30 (s, 1H), 2
.24 - 2.10 (m, 4H), 1.28 (t, J = 7.3 Hz, 3H), 0.92 (dd, J = 19.9, 7.5 Hz, 9H); E
SMS (C47Ha N,0,0)0 000 : 880.4; 000 : 881.1 (M+H)O

oooooo

0 SDC-TRAP-0075

04,11-0000-9-00000-3,14-0000-3,4,12,14-0 00000 -1H-0 0 O [3".,4
":6,7]0 00000 [1,2-b]0 000 -4-004-((5-(3-(2,4-000000-5-00000
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0000-4-00 000 (0.48g0 2.09mmol)d O O 0 O O O DMAP(0.42g0 3.44mmol)0 O EDC
(g0 5.2mo)0 0 0000000000100 O00O0O00O0OODCM00NL)D OO 0O
O0O0O0002N HCIGBOmLx 2)0 000 0NayS0,0 000 000000000000000
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00000000-1,4-000000000 (1.03g0 85%)0 00 O
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,4,12,14-0 0 0 000 -1H-000 [37,4":6,7]0 0 0 000 [1,2-b]JO0O O O -4-0 0 )1-t
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0
N HCl ET
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DMFO O TEA(20mL/3mL)0 0 0 4,11-0000-9-00 000 -3,14-00 0 0O -3,4,12,14-
Oo0o0o0-1H-000([3",4"6,7]0 00000 M,2-b]J0O0DDO0-4-0000000 -4-
O0DD0OO0OO0OECIddo.3gdo.6ommo0 0000 O0OOOOOOODOOOOOO
ooooO0o0001-4-GB-2.4-0D00000--00000DODDODOO)-5-(OO
O
O

SDC-TRAP-0076

O0000)-4H-1,2,4-0 00000 -4-00)H)0000)H0O O00-4-00 000 (0-3g
.6mmol)0 EDC(0.35g0 1.82mmol)0 O HOBt(Cat.)O O O O 00000000000
O0D0D0D0OEtOAc(30mL)T O NH,CIH2OmML)OD OO 000 O0O0O0O00O0OD0ODONay,so,000
0000000000 DODO0OD0OO0OO0O0O0DODOODSDC-TRAP-00760 O O OO O (0.28g0 4
7%)0 00000

gooooao

O H NMR (400 MHz, DMSO-dg) & 10.63 (s, 1H), 10.32 (s, 1H), 9.75 (s, 1H), 8.94
(t, J = 5.9 Hz, 1H), 8.01 (d, J = 9.0 Hz, 1H), 7.45 - 7.34 (m, 4H), 7.33 - 7.26
(m, 2H), 6.93 (s, 1H), 6.56 (s, 1H), 6.34 (s, 1H), 5.49 (s, 2H), 5.29 (d, J = 2.
2 Hz, 2H), 4.14 (s, 1H), 3.87 (s, 1H), 3.47 (s, 2H), 3.25 - 3.05 (m, 4H), 2.92 -
2.82 (m, 5H), 2.59 (s, 1H), 2.22 - 2.11 (m, 2H), 2.04-1.88 (m, 4H), 1.56 (s, 5H
), 1.27 (dd, J = 16.8, 9.1 Hz, 5H), 1.03 (t, J = 7.2 Hz, 3H), 0.97 - 0.83 (m, 3H
), 0.79 (d, J = 6.6 Hz, 6H); ESMS (CssHgoNg010)0 0 00 - 992.4; OO O : 993.5 (M
+H)[O

ogooooao
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0 TH NMR (400 MHz, 00000 -d,) & 7.91 (d, J = 9.5 Hz, 1H), 7.31 (d, J = 7.7
Hz, 2H), 7.23 (t, J = 5.6 Hz, 2H), 7.15 (d, J = 4.2 Hz, 1H), 7.04 (dd, J = 27.7,
8.1 Hz, 2H), 6.12 (d, J = 6.1 Hz, 1H), 5.51 (d, J = 16.4 Hz, 1H), 5.42 - 5.31 (
m, 1H), 5.15 (d, J = 15.5 Hz, 2H), 4.50 (s, 3H), 4.04 (s, 1H), 3.76 (s, 2H), 3.6
9 (d, J = 16.0 Hz, 2H), 3.25 (s, 6H), 3.06 (d, J = 13.2 Hz, 5H), 2.81 (d, J = 13
.5 Hz, 2H), 2.17 - 2.07 (m, 2H), 1.80 (s, 1H), 1.60 (s, 2H), 1.27 (g, J = 7.8 Hz
, 3H), 1.19 (s, 2H), 0.92 (q, J = 6.8 Hz, 3H), 0.85 - 0.68 (m, 7H); ESMS (C,-H,e
NgO10)0 OO0 : 854.3; OO0 : 855.2 (M+H)O
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0 H NMR (400 MHz, DMSO- dg) & 10.33 (s, 2H), 9.73 (s, 1H), 8.98 (t, J = 6.0 Hz

, 1H), 7.99 (s, 1H), 7.48 - 7.35 (m, 6H), 6.95 (s, 1H), 6.66 (s, 1H), 6.32 (s, 1

H), 5.49 (s, 2H), 5.29 (d, J = 2.6 Hz, 2H), 4.25 (s, 1H), 3.54 (s, 1H), 3.42 - 2

.90 (m, 10H), 2.15 (t, J = 7.7 Hz, 2H), 1.61 (s, 2H), 1.29 (t, J = 7.6 Hz, 3H),

1.04 (t, J = 7.2 Hz, 3H), 0.93 (t, J = 7.4 Hz, 3H), 0.85 (d, J = 6.8 Hz, 6H); ES 50
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000000)-5-(000000000)-4H-1,2,4-000000-4-00)00000)0
0000)IOO0DO0-4-00000000

Ooooooao
OoO0o0oo0oo0od
Q Oy-0
ND__«O 2PN 0
Q NN
0 3
{:} OH N
o N
W\}—@N,h OH OH
s

0O *H NMR (400 MHz, DMSO-dg) & 10.41 (s, 1H), 10.34 (s, 1H), 9.76 (s, 1H), 8.98
(t, J = 6.0 Hz, 1H), 8.00 (d, J = 9.0 Hz, 1H), 7.49 - 7.33 (m, 6H), 7.14 - 7.01
(m, 4H), 6.95 (s, 1H), 6.68 (s, 1H), 6.34 (s, 1H), 5.49 (s, 2H), 5.30 (s, 2H), 3
.18 (p, J = 6.9 Hz, 4H), 3.08 (d, J = 7.3 Hz, 3H), 2.95 (dd, J = 15.7, 8.7 Hz, 3
H), 2.16 (q, J = 7.4 Hz, 2H), 1.96 (s, 2H), 1.60 (s, 2H), 1.28 (t, J = 7.5 Hz, 3
H), 1.05 (t, J = 7.1 Hz, 3H), 0.92 (dd, J = 11.6, 7.0 Hz, 9H); ESMS (CgsHs3N,0,4
YO OGODO:987.4; 00O : 988.4 (M+tH)O

oooooao

O SDC-TRAP-0169

04,11-0000-9-00000-3,14-0000-3,4,12,14-0 00000 -1H-00 0O [37,4
"6, 7]J0000DODO[1,2-b]JO0DO0OCO-4-00 3-(4-(@-B-,4-0000COO-5-0000

ooooDo)-5-(0000oooboo0oo0oDb)-4H-1,2,4-000000-4-00)00000)-N-
ocooooOoooOo)oooooono
oooooao
gooood
HO
OH
HOC N
N o]
N 0
ey K P
o)
0 ESMS (CgzHgiN,0,,)0 00 0 : 961.4; 00 O : 962.3 (M+H)D
gooood
O SDC-TRAP-0172
04,12-0000-4-00000-3,14-0000 -3,4,12,14-000000 -1H-00 0 [37,4

26,710 00000 [1,2-b]0 000 -9-00 (1-(1-(4-(3-(2,4-000000-5-000 0
000000)-5-(000000000)-4H-1,2,4-000000-4-00)0000)00
000-4-00000)I0000-4-00)(000)00000O

000000
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gbooooao

OH
HO o)

Foo
Py

0 H NMR (400 MHz, DMSO-dg) & 10.62 (s, 1H), 9.77 (s, 1H), 8.97 (t, J = 5.9 Hz,
1H), 8.18 (d, J = 9.2 Hz, 1H), 8.01 (s, 1H), 7.68 (dd, J = 9.2, 2.4 Hz, 1H), 7.

39 (d, J = 8.2 Hz, 2H), 7.35 - 7.27 (m, 3H), 6.56 (d, J = 17.5 Hz, 2H), 6.35 (s,
1H), 5.44 (s, 2H), 5.35 (s, 2H), 4.56 (s, 1H), 4.07 (s, 1H), 3.50 (s, 2H), 3.31
(s, 4H), 3.20-3.13 (m, 4H), 3.00 (s, 2H), 2.95 - 2.83 (m, 4H), 2.68-2.60 (m, 2H

). 2.04 (s, 2H), 1.87 (dt, J = 14.8, 7.1 Hz, 3H), 1.61 (s, 5H), 1.30 (t, J = 8.0
Hz, 3H), 1.04 (t, J = 7.2 Hz, 3H), 0.88 (t, J = 8.0 Hz, 3H), 0.81 (d, J = 8.0 H

z, 6H); ESMS (CogHgsNoO10)0 0 00 : 1021.5; O 0 O : 1022.5 (M+H)O

000000

0 SDC-TRAP-0180

04,11-0000-4-00000-3,14-0000-3,4,12,14-000000 -1H-0 0 O [3".4
":6,7]0 00000 [1,2-b]0 000 -9-00 (1-(4-(4-(3-(2,4-0 00000 -5-000 0

000000)-5-(000000000)-4H-1,2,4-000000-4-00)00000)0

D000)IODO0DO0-4-00)(@000)00O0000

0

O

obooo
ugboogod

OH
HO

rN._

No N

L, &
ﬂ\lo

0 TH NMR (400 MHz, DMSO-dg) & 10.42 (s, 1H), 9.77 (s, 1H), 8.98 (t, J = 5.9 Hz,
1H), 8.18 (d, J = 9.1 Hz, 1H), 8.01 (d, J = 2.5 Hz, 1H), 7.68 (dd, J = 9.1, 2.4
Hz, 1H), 7.53 (d, J = 8.1 Hz, 2H), 7.44 - 7.35 (m, 2H), 7.33 (s, 1H), 7.16 - 7.

06 (m, 4H), 6.69 (s, 1H), 6.53 (s, 1H), 6.35 (s, 1H), 5.44 (s, 2H), 5.34 (s, 2H)

, 4.62-4.22 (m, 2H), 3.77 (s, 1H), 3.26 - 3.14 (m, 5H), 3.05 (s, 2H), 2.98 (p, J
= 6.9 Hz, 1H), 2.90 (s, 2H), 1.91-1.80 (m, 6H), 1.34 - 1.21 (m, 3H), 1.07 (t, J
= 7.2 Hz, 3H), 0.93 (d, J = 15.2, 8.0 Hz, 6H), 0.88 (t, J = 8.0 Hz, 3H); ESMS (

CocHseNg01,)0 0 0 0 : 1016.4; 00 O : 1017.5 (M+H)O

oooooo

0] SDC-TRAP-0181

0 4-(((4-(4-(4-(3-(2,4-0 0 0000-5-0000000000)-5-00000-4H-1,2,

4-000000-4-00)0000)I0000-1-00)000)@O00)I0O0000)0

00)-4,11-0000-3,14-0000 -3,4,12,14-0 0000 O -1H-0 0 O [3",4":6,7]0

O00O00[1,2-b]J0000-9-0000000
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oooooao
oooooao
HO
HO ,©/\ 10
N7 N
N Nom
0 ESMS (CeoHegNgO1o)0 O O O : 954.4; OO O : 955.3 (M+H)O
ooOoooao
[0 SDC-TRAP-0184
04,11-0000-4-000D00-3,14-0000-3,4,12,14-0 00000 -1H-00 0 [37,4
*:6,710 00000 [1,2-b]0 000 -9-00 (1-3-G-(3-(2,4-000000-5-0000
oooooo)-5-00000-4H-1,2,4-000000-4-00)-1H-00 000 -1-00)0
000D00)I0000-4-00)000)I00000
oooooao 20
oOooooad
# N
HO
e 3°
0 *H NMR (400 MHz, DMSO-dg) & 11.83 (s, 1H), 9.51 (s, 1H), 9.45 (s, 1H), 8.17 (
d, J = 9.1 Hz, 1H), 7.99 (s, 1H), 7.70 - 7.62 (m, 1H), 7.54 - 7.38 (m, 3H), 7.32
(s, 1H), 6.95 (dd, J = 8.7, 2.0 Hz, 1H), 6.74 (s, 1H), 6.50 (s, 1H), 6.42 (d, J
= 3.1 Hz, 1H), 6.23 (s, 1H), 5.44 (s, 2H), 5.34 (s, 2H), 4.53 (s, 1H), 4.43 (t,
J = 6.8 Hz, 2H), 3.83 (s, 1H), 3.29 (s, 3H), 3.22 - 3.14 (m, 3H), 2.93-2.66 (S,
7H), 1.87 (p, J = 7.1 Hz, 2H), 1.49 (s, 2H), 1.29 (t, J = 8.0 Hz, 3H), 0.92 - 0
.82 (m, 9H); ESMS (CgqHsoNgOio)0 000 : 936.4; OO O : 937.0 (M+H)O
oooooad
[0 SDC-TRAP-0185 40
04,11-0000 4-00000-3,14-0000-3,4,12,14- 000000 -1H-00 0O [37,4

26,710 00000 [1,2-b]0 000 -9-004-(1-(4-(3-(2.4-000000-5-0000
000000)-5-(000000000)-4H-1,2,4-000000-4-00)0000)00
000-4-00000)-2-00000000-1-00000000

000000
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gbooooao

Na N

e
P

0 H NMR (400 MHz, DMSO-dg) & 10.64 (d, J = 1.8 Hz, 1H), 9.77 (s, 1H), 8.96 (t,
J =5.9 Hz, 1H), 8.20 (d, J = 9.2 Hz, 1H), 8.03 (d, J = 2.5 Hz, 1H), 7.70 (dd,
J=9.2, 2.5 Hz, 1H), 7.40 (d, J = 8.2 Hz, 2H), 7.37 - 7.24 (m, 3H), 6.59 (s, 1H
), 6.52 (s, 1H), 6.36 (s, 1H), 5.45 (s, 2H), 5.35 (s, 2H), 4.29 (d, J = 17.9 Hz,
2H), 4.15 - 3.81 (m, 2H), 3.51 (s, 2H), 3.27 - 3.12 (m, 5H), 2.95-2.88 (m, 5H),
2.07 (s, 2H), 1.96 - 1.79 (m, 2H), 1.71-1.63 (m, 5H), 1.37 - 1.13 (m, 6H), 1.05
(t, J = 7.2 Hz, 3H), 0.89 (t, J = 7.3 Hz, 3H), 0.82 (d, J = 6.9 Hz, 6H). ESMS

(CosHe1Ng010)0 0 O O 1 1007.5; O O O : 1008.3 (M+H)O

DO0o00o00

0 SDC-TRAP-0186

04,11-0000-4-00000-3,14-0000 -3,4,12,14-0 00000 -1H-00 O [3",4
":6,7]0 00000 [1,2-b]0 000 -9-004-((-(3-(2,4-000000-5-00000

oooo0OD)-5-00000-4H-1,2,4-000000-4-00)-1H-0000D0-1-00)H00
oH)>oooooD-1-00000000

ooooDoo
oooooao

OH

~
HO N
N/ N Z

O *H NMR (400 MHz, DMSO-dg) & 11.91 (s, 1H), 9.57 (d, J = 4.4 Hz, 2H), 8.17 (d,
J =9.1Hz, 1H), 7.97 (d, J = 2.5 Hz, 1H), 7.69 - 7.56 (m, 2H), 7.46 (dd, J = 4
.9, 2.6 Hz, 2H), 7.32 (s, 1H), 6.98 (dd, J = 8.7, 2.0 Hz, 1H), 6.67 (s, 1H), 6.5
3 (s, 1H), 6.47 (d, J = 3.1 Hz, 1H), 6.25 (s, 1H), 5.44 (s, 2H), 5.34 (s, 2H), 4
.25-4.07 (m, 4H), 3.22 - 3.14 (m, 2H), 3.01 (s, 1H), 2.88-2.85 (m, 2H), 2.09 (s,
1H), 1.87 (dt, J = 14.7, 7.0 Hz, 2H), 1.58 (d, J = 12.2 Hz, 2H), 1.33 - 1.21 (m
, BH), 0.88 (t, J = 7.3 Hz, 3H), 0.77 (d, J = 6.9 Hz, 6H); ESMS (C,gH,,N,05)0O O
0:865.3; OO0 : 866.0 (M+tH)O

ocoooao

SDC-TRAP-0201

4,11-0 000 -4-00000-3,14-0000-3,4,12,14-0 0000 0 -1H-0 O O [37,4
6,710 00000 [1,2-b]JODO DO -9-004-2-G-GB-.,4-00D0D0DO00O0-5-00000
0ooooo)-5-00000-4H-1,2,4-000000-4-00)-1H-000C 00O -1-00 )0
Oo00)-2-00000000-1-00000000
oooooao

OO 00O
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0Oo0oooo
o
N\)‘N/\\N O

HO \\( ~
N)\N ©

\N_—

HO

OH

0 ESMS (CLoHa4sNg010)0 0 0 0 : 908.3; OO0 O : 909.0 (M+H)O

Do0o0o00

0 SDC-TRAP-0202

04,11-0000-9-00000-3,14-0000-3,4,12,14-000000 -1H-00 O [3".4
":6,710 00000 [1,2-b]0000-4-00 (2-(4-(4-(3-(2,4-000000-5-0000
000000)-5-(000000000)4H-1,2,4-000000-4-00)00000)0
000D0-1-00)-2-000000)000000

000000

Do0o0o0ao

N)k,oo
oA T

HO Nj/(?
C T NN
Ly NN H

0 ESMS (CagHeoNsO1)0 O 0 O : 954.4; OO O : 955.1 (M+H)O
oOooooad
[0 SDC-TRAP-0203
04,11-0000-9-00000-3,14-0000-3,4,12,14-0 00000 -1H-00 0 [37,4
6,710 00000 [1,2-b]00 00 -4-0 0 (1-(4-(4-(3-(2,4-0 00000 -5-0 0 0 O
0Oo0Doooo)-5-(00o0ooDoogn)-4H-1,2,4-000000-4-00)00000)0O
oooo)yooooDo-4-00)H)oooooao
oooooad
oooooao

OH BocO
1) iRR4&w. THF

Boc

DMAP, DCM

OTHF@ML)O Otert-0 0 04-0000000000-1-000000 00 (0-2g0 1.0mmol
Y OOODOODOO(@OOODOO15%wtD 0.66mL)0 00000000000 hfD 000
0 SN-38-1°0Boc(0.2g0 0.4mmol)J 0 0 0000 0 O O O O DMAP(0.1590 1.2mmol)d O O
00000000050 0000000000NH,CIEONL)0 000000 EtAc(15mLx
3) 0000000000000 0Na,S0,000000000000000000000
00000 tert-00 0 4-(((O-((tert-0 0 0000000)000)-4,11-0000-3,1
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(211) JP 6305981 B2 2018.4.4

4-0000-3,4,12,14-0 00000 -1H-0 0 0 [3%,4%:6,7]0 0000 0 [1,2-b]0 0 O
0-4-00)000)I0000)I00)I0000-1-00000000 (0.21g0 73%)0 O
00

oooooo

oooooo

Q OH

jea !
1} 4N HCI, DCM/MeOH; o ,OL N

- o0 P
QCOOH A N
2) Q HO DA YA
& Y‘LN’\
HO N-N H

N
.
OH N

»-COOEt
N

SDC-TRAP-0203
EDC, HOBL, TEA, DMF

0 DCM/MeOH(5mML/4mL)0 O 4-((((9-((tert-0 0000000 0)000)-4,11-0000 -3
,14-0000-3,4,12,14-0 00000 -1H-0 00 [3",4%:6,7]0 000 0 O [1,2-b]0 O
00-4-00)000)00000)I00)I0000-1-00000000 (0.290 0.28mmo
DOODO0DO0DO0DO0O0O0O0GIIOMNHIDOOODODODO0O0DO00O0O02n0O0000000O
0000000000000 0DMF@NL)O 0000 4-(4-(3-(2,4-000000-5-000
0000000)5-(000000000)-4H-1,2,4-000000-4-00)00000)
0000 (0.14g0 0.28mmol)0 EDC(0.16g0 0.83mmol)0 TEA(ImL)D O HOBt(Cat.)O O O O
00000000000 0000000000NH,CI@on)I 00000 0EtoAc(d5mLx 3
IOOOOOOOODOOODOOONa,S0,0000000000000000000000
0 0 00 O SDC-TRAP-0203(0.15g0 54%)0 0 O O ESMSO O O O (CggHgsN,0,5):1003.4;0 O
0 :1004.5(M+H)O

000000

0 SDC-TRAP-0221

04,11-0000-4-00000-3,14-0000-3,4,12,14-000000 -1H-00 O [3".4
":6,7]0 00000 [1,2-b]0 000 -9-00 (1-(4-(4-(3-(2,4-0 00000 -5-000 0

000000)5-(000000000)-4H-1,2,4-000000-4-00)00000)0
000D0)I000O0-4-00)(000)I00000

0ooooo

Dooooo

OH
HO

SATAC

HN™ O

P

0 H NMR (400 MHz, DMSO-dg) & 10.43 (s, 1H), 9.80 (s, 1H), 8.97 (t, J = 5.8 Hz,
1H), 8.19 (d, J = 9.2 Hz, 1H), 8.00 (d, J = 2.5 Hz, 1H), 7.67 (dd, J = 9.2, 2.4
Hz, 1H), 7.52 (d, J = 8.1 Hz, 2H), 7.43 - 7.31 (m, 3H), 7.16 - 7.05 (m, 4H), 6.

68 (s, 1H), 6.54 (s, 1H), 6.35 (s, 1H), 5.44 (s, 2H), 5.34 (s, 2H), 4.59 (s, 1H)

, 4.13 (s, 1H), 3.52 - 3.35 (m, 4H), 3.20 (dt, J = 13.1, 6.8 Hz, 4H), 2.98 (p, J
= 6.9 Hz, 1H), 1.93-1.80 (m, 6H), 1.30 (t, J = 7.5 Hz, 6H), 1.22 - 1.13 (m, 1H)

, 1.07 (t, J = 7.2 Hz, 3H), 0.96 - 0.84 (m, 9H); ESMS (CorHsgNg0,,)0 000 : 10

30.4; 00O : 1031.5 (M+H)O
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000000

0 SDC-TRAP-0222

04,11-0000-4-00000-3,14-0000 -3,4,12,14-000000 -1H-00 O [3".4
*:6,710 00000 [1,2-b]0 000 -9-00 (1-(1-((4-(3-(2,4-0 00000 -5-00 0
0000000)5(000000000)-4H-1,2,4-000000-4-00)0000)0
0000)I0OO0DO0O0-4-00000)I0000-4-00)(000)000000
000000

goboooo
Q o}
N © 10
. A OH
N
HQ D\
Nogess
o
HO
7N
- Ao
HN\[
O 1H NMR (400 MHz, DMSO-dg) & 9.91 (s, 1H), 9.69 (s, 1H), 9.05 (t, J = 6.0 Hz,
1H), 8.18 (d, J = 9.2 Hz, 1H), 8.00 (d, J = 2.7 Hz, 1H), 7.81 - 7.73 (m, 2H), 7. 20

67 (dd, J = 9.2, 2.4 Hz, 1H), 7.59 - 7.52 (m, 2H), 7.32 (s, 1H), 6.74 (s, 1H), 6
.51 (s, 1H), 6.28 (s, 1H), 5.75 (s, 1H), 5.44 (s, 2H), 5.34 (s, 2H), 4.53 (s, 1H
), 4.06 (s, 2H), 3.70 (s, 2H), 3.25 - 3.14 (m, 6H), 3.02 - 2.93 (m, 3H), 2.84 (s
1H), 2.67-2.32 (m, 3H), 1.87 (p, J = 7.0 Hz, 2H), 1.74-1.55 (m, 7H), 1.29 (t,

[
1

8.0 Hz, 3H), 1.08 (t, J = 7.2 Hz, 3H), 0.95 (d, J = 8.0 Hz, 6H), 0.88 (t, J

= 8.0 Hz, 3H); ESMS (CogHgiNg0128)0 0 0 0 : 1071.4; 0O O : 1072.6 (M+H)D

oooooo

0000000000000 D0O0O0000OHER2000O00000D0O0000O000000
000000 :

oooooo 30
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Ooo00oao
SDC-TRAP-# HER25 7
ICso (nM)
SDC-TRAP-0016 >5000
SDC-TRAP-0027 >5000
SDC-TRAP-0028 >5000
SDC-TRAP-0030 >5000
SDC-TRAP-0031 1270
SDC-TRAP-0022 >5000
SDC-TRAP-0023 4300
SDC-TRAP-0010 >5000
SDC-TRAP-0038 >5000
SDC-TRAP-0037 2112
SDC-TRAP-0026 1780
SDC-TRAP-0029 1373
SDC-TRAP-0046 246
SDC-TRAP-0042 1057
SDC-TRAP-0043 2135
SDC-TRAP-0047 875
SDC-TRAP-0044 602
SDC-TRAP-0045 464
SDC-TRAP-0054 1469
SDC-TRAP-0059 134
SDC-TRAP-0014 >5000
SDC-TRAP-0012 >5000
SDC-TRAP-0011 >5000
SDC-TRAP-0055 402
SDC-TRAP-0056 1271
SDC-TRAP-0057 449
SDC-TRAP-0058 2929
SDC-TRAP-0060 >5000
SDC-TRAP-0063 793
SDC-TRAP-0067 196
SDC-TRAP-0070 263
SDC-TRAP-0064 1129
SDC-TRAP-0065 661
SDC-TRAP-0071 307
SDC-TRAP-0072 >5000
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(214)
SDC-TRAP-# HER25 ¢
ICso (NM)

SDC-TRAP-0073 478
SDC-TRAP-0077 2791
SDC-TRAP-0079 1430
SDC-TRAP-0081 622
SDC-TRAP-0083 1438
SDC-TRAP-0094 <78 953
SDC-TRAP-0086 >5,000
SDC-TRAP-0084 1132
SDC-TRAP-0095 >5000
SDC-TRAP-0101 280
SDC-TRAP-0087 535
SDC-TRAP-0090 4599
SDC-TRAP-0089 1466
SDC-TRAP-0088 221
SDC-TRAP-0074 4120
SDC-TRAP-0075 953
SDC-TRAP-0076 <78 227
SDC-TRAP-0097 >5,000
SDC-TRAP-0051 >5000
SDC-TRAP-0104 350
SDC-TRAP-0092 4706
SDC-TRAP-0100 80
SDC-TRAP-0111 >5000
SDC-TRAP-0112 >5000
SDC-TRAP-0154 191
SDC-TRAP-0145 183
SDC-TRAP-0146 1295
SDC-TRAP-0169 611
SDC-TRAP-0161 3694
SDC-TRAP-0172 <7856
SDC-TRAP-0180 325
SDC-TRAP-0181 164
SDC-TRAP-0185 38
SDC-TRAP-0186 1,619
SDC-TRAP-0184 4,002
SDC-TRAP-0205 564
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(215)
DO TRAP- HER2 %5 fiF
1Cso (nM)
SDC-TRAP-0206 321
SDC-TRAP-0207 >5,000
SDC-TRAP-0204 >10,000
SDC-TRAP-0208 480
SDC-TRAP-0209 1,130
SDC-TRAP-0210 >10,000
SDC-TRAP-0213 248
SDC-TRAP-0212 2,294
SDC-TRAP-0201 4,670
SDC-TRAP-0202 >5,000
SDC-TRAP-0214 >5,000
SDC-TRAP-0215 2,746
SDC-TRAP-0220 474 445
SDC-TRAP-0203 446
Hsp90® D O OOOO
oooooad
ooooao
No| SDC-TRAP-# wa
ECsp (nM)
1 | SDC-TRAP-0045 | 96.6
2 | SDC-TRAP-0046 | 101.8
3 | SDC-TRAP-0063 | 157.5
4 | SDC-TRAP-0064 | 1222
5 | SDC-TRAP-0184 | 86.62
6 | SDC-TRAP-0204 | 82.59
7 | SDC-TRAP-0209 | 54.59
§ | SDC-TRAP-0210 | 91.03

gboobooooooonn
oooooao
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ooooQ
TR EY%
SDC-TRAP-#

(1h, 37°C)
SDC-TRAP-0022 21%
SDC-TRAP-0028 41%
SDC-TRAP-0029 47%
SDC-TRAP-0037 93%
SDC-TRAP-0044 61%
SDC-TRAP-0045 45%
SDC-TRAP-0046 52%
SDC-TRAP-0054 4.0%
SDC-TRAP-0071 102%
SDC-TRAP-0076 96%
SDC-TRAP-0104 95.5%
SDC-TRAP-0063 11.1%
SDC-TRAP-0064 91.5%
SDC-TRAP-0172 74.7%
SDC-TRAP-0180 72.4%
SDC-TRAP-0184 18.0%
SDC-TRAP-0185 63.1%
SDC-TRAP-0186 57.9%
SDC-TRAP-0042 T4%
SDC-TRAP-0047 89%
SDC-TRAP-0055 103%
SDC-TRAP-0056 78%
SDC-TRAP-0059 51%
SDC-TRAP-0145 14.1%
SDC-TRAP-0203 71.2%
SDC-TRAP-0215 77.2%
SDC-TRAP-0216 67.7%
SDC-TRAP-0220 78.3%
SDC-TRAP-0202 21.2%
SDC-TRAP-0205 58.4%
SDC-TRAP-0206 68.6%
SDC-TRAP-0208 86.1%
SDC-TRAP-0209 67.1%
SDC-TRAP-0213 74.7%

SDC-TRAP-00450 D 0 0O DO OOOOODO

(216)
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, J=28.3, 2.0 Hz, 3H), 7.19 - 7.09 (m, 2H), 6.92 (s, 2H), 6.74 (s, 1H), 6.29 (s
, 1H), 3.85 (s, 3H), 3.80 (s, 3H), 3.73 (s, 6H) 3.68 (s, 2H), 3.62 (s, 2H), 3.53
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0T NMR (400 MHz, 00O 0D OO -d) & 10.78 (s, 1H), 9.76 (s, 1H), 7.52 (d, J =
8.0 Hz, 2H), 7.32 (d, J = 8.1 Hz, 2H), 7.15 - 7.04 (m, 2H), 6.83 (d, J = 8.5 Hz,

1H), 6.56 - 6.38 (m, 6H), 6.35 (s, 1H), 3.82 (d, J = 10.9 Hz, 6H), 3.71 (s, 9H) 40
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d, J = 9.6 Hz, 1H), 6.44 (dd, J = 16.8, 3.3 Hz, 1H), 6.22 (s, 1H), 4.31 (dt, J = 20
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0 H NMR (400 MHz, DMSO-dg) & 8.93 (t, J = 6Hz, 1H), 7.39 (d, J = 8Hz, 2H), 7.3
0 (d, J = 8Hz, 2H), 6.71 (bs, 1H), 6.53 (s, 1H), 6.28 (s, 1H), 3.59 (bs, 4H), 3.
50 (s, 2H), 3.31 (bs, 1H), 3.23-3.11 (m, 2H), 2.94-2.87 (m, 2H), 2.38 (bs, 4H),
1.67-1.61 (m, 2H), 1.47-1.36 (m, 2H), 1.36-1.30 (m, 2H), 0.78 (d, J = 7.2Hz, 6H)
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0 'H NMR (400 MHz, DMSO-dg) & 11.87 (s, 1H), 9.54 (s, 1H), 9.46 (d, J = 4.8 Hz,
1H), 7.94-7.93 (m, 1H), 7.47-7.36 (m, 3H), 6.95-6.92 (m, 1H), 6.77 (s, 1H), 6.4
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4-6.37 (m, 3H), 6.22 (s, 1H), 4.32-4.10 (m, 4H), 3.37-3.35 (m, 2H), 3.10-3.06 (m
, 1H), 2.95-2.88 (m, 1H), 2.84-2.79 (m, 1H), 2.58 (d, J = 12.0 Hz, 1H), 2.02 (t,
J = 8.0 Hz, 2H), 1.60-1.26 (m, 6H), 0.86 (t, J = 7.8 Hz, 6H)O
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0 H NMR (400 MHz, DMSO-dg) & 11.86 (s, 1H), 9.55 (s, 1H), 9.46 (s, 1H), 7.93 (

t, J = 6.0 Hz, 1H), 7.74 (t, J = 6.0 Hz, 1H), 7.46 (d, J = 8.0 Hz, 1H), 7.41 (d,
J =4.0 Hz, 1H), 7.35 (d, J = 4.0 Hz, 1H), 6.94 (dd, J = 8.0, 4.0 Hz, 1H), 6.76
(s, 1H), 6.43-6.41 (m, 2H), 6.36 (s, 1H), 6.22 (s, 1H), 4.31-4.10 (m, 4H), 3.09
-2.79 (m, 8H), 2.05-2.01 (m, 4H), 1.61-1.12 (m, 12H), 0.86 (t, J = 7.8 Hz, 6H).
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Ooo0ogao
Pa= -An[1-Ca (1) / Co]
AX(INp+ 1/Va) *t
Cam = Co(t)*Vp+Calt)* Va
VD +VA
Oooo0ooaog:
O00oo
R= 1-[Cp () * Vo + Caft)* Va]
Co * Vp

Cocc00O0O0OoOooOooODOOOoO0oOng(mvw

Co()=00t0 0000000000000 0 (mM)
CA(H=00t100000000000000000 (mM)

Vp=O 0000000 =0.3mL
Va=O0OOOOOoOOOOO0Do=0.2m
A=0 0 00 0O O =0.3cm?
t=000000000 00 =18000s(5h)
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goooao
AR HERRFE
SDC-TRAP+# | (cmis) | (10° cmis) (%)
SDC-TRAP-0018 | 2.68E-08 | 0.0268 14.7
SDC-TRAP-0048 | 2.83E-08 | 0.0283 10.8
SDC-TRAP-0049 | 1.24E-08 | 0.0124 14.1
SDC-TRAP-0052 | 7.69E-09 | 0.00769 7.02
SDC-TRAP-0062 | 2.50E-08 0.025 18.0
SDC-TRAP-0193 | 8.59E-09 | 0.008589 10.2
SDC-TRAP-0195 | 0.00E+00 0 27.1
SDC-TRAP-0196 | 0.00E+00 0 22.3
SDC-TRAP-0210 | 0.00E+00 0 34.8
SDC-TRAP-0232 | 6.89E-09 | 0.00689 21.0
SDC-TRAP-0233 | 2.10E-08 0.021 10.9
SDC-TRAP-0234 | 1.23E-08 | 0.0123 9.56
F¥+VILES L | 3.30E-09 0.0033 21.0
K44 ¥4J | 5.00E-08 0.05 17.6
'SN-38 6.43E-07 0.643 38.2
L3 1) K2 K | 6.20E-08 0.062 26.0
7Otz K 1.47E-08 0.0147 7.53
hoxA 1.17E-05 11.7 20.8
gooooad
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. oAt HERRFE
SDC-TRAP-# (cmis) | (10° cmis) %) |
SDC-TRAP-0029 | 6.46E-09 | 0.00646 84.0
SDC-TRAP-0046 | 122E-08 | 0.0122 88.1
SDC-TRAP-0063 | OE+00 0 18.7
SDC-TRAP-0064 | OE+00 0 48.4
SDG-TRAP-0154 | OE+00 0 10.3
SDC-TRAP-0200 | OE+00 0 10.6
SDC-TRAP-0205 | OE+00 0 10.9
SDC-TRAP-0208 | OF+00 0 25.0
SDC-TRAP-0210 | 8.99E-09 | 0.00899 722
SN-38 1.87E-06 1,87 46,6
IO+ 3K | 250608 | 0025 263
AT 1.43E-05 14.3 -0.11
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