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2-(4-000-0000)I000[2,1-b][1,3]00000000000000000

OADODDDODO@@28mgd 1. 5mmoD)OOODOOOOOOOOOODOOODDODOOO

O

900

O

u
O
U
t
O
g

0

g
u
O
g
g
O
g
g
u
00

ocoooooao
ooooooao
0 1-(5-tert-0O
1-bjoC0OODO
0 1-(5-tert-0

A5]

ooooooQ
(00D02:1-G-tert-0 00 -000000003-00)-3-[4-(7-00000-4-00-00
O[ID00O0C0[2,1-B]J00000-2-00)-0000]-00[000A6]000)

0A.0006-0
4-N-0 0000
Doooooo

0
B
0
0
0
0
©

000000
0 O NaHCO4[
Dooooo
(1.541g0 660 )

good

u
O
g
a
O
g

O
O

(QiomgO 7.5mmo)0 000 C0C0ODODOOOO0OOOOOODOODODDDODOOOOO

OO0LCMSO OOOOOOOODOINHIIOODOOODOOODOOO0O0O000O
00000000000 00000O000O00000000000000
0000000000000 000000000NaHCo;0 O (20mL)0 O
00000000000 00000000000000000O0CHCI,
D000O00O0O0O0OCH,0 000000000000 0000000

(CH,CI.,/50 MeOH/0.50 EtN)O 0 0 0 O O

00000000000 0BOOOOOO (133mgd 0.5mmol)0 O 5-tert-
0003-0000000(83mgd0.5mmol)J 0000000000020
000000000000 0O0000000000000000000A0 (CHLCI
,/MeOH)O 0 0 O O O *H NMR (DMSO-dg) & 9.65 (s, 1H), 8.9 (s, 1H), 8.7 (s, 1H), 8
.05 (d, 1H), 7.95 (d, 1H), 7.8 (d, 2H), 7.65 (m, 3H), 7.4 (t, 1H), 6.55 (s, 1H),
1.3 (s, 9H); LC-MS (ESI) 432 (M+H)*

Do0o0o00

Op.0O0O00O

0000200000000 oooDoOoOo2-000-4"-000C00000
0oooDooooooBOOCOODDOOOODOOOOODDOOOODOO
goooooooobobb b o000 oooogooao
00-000000003-00)-3-[4-(7-0000-000([d]J000D0I[2,
-2-00)-00007-00; LC-MS (ESI) 450 (M+H)™'; [0 O O A2]
00-000000003-00)-3-4-(7-000-000 [d]0000[2,1-
bJDOODO-2-00)-00007-00; LC-MS (ESI) 445 (M+H)*; [0 O O A3]
Ol1-(G-tert-000-000Q0oDOoOOO3-00)-3-@-(7-O000D0-000CODOOCOTL
2,1-b]J00000-2-00)-00007-00; *H NMR (CDCl3) 10.0 (s, 1H); 9.6 (s, 1H
); 8.9 (s, 1H); 8.6 (s, 1H); 7.9 (m, 3H); 7.6 (m, 2H); 7.4 (s, 1H); 6.7 (s, 1H);
1.4 (s, 9H);0 O [0 O O A4]
O1-(G-tert-0 00 -0000D00O0O03-00)-83-4-(7-CO000-000[d]ODDO0OCOIL2,
1-b]00000-2-00)-00007-00; *HNMR (0O DO O-d,) 8.3 (s, 1H); 7.8 (
d, 3H); 7.5 (m, 4H); 7.2 (d, 1H); 6.4 (s, 1H); 3.8 (s, 3H); 1.4 (s, 9H). [OD O O

O

O Ooooo

O

a
u
O
g
a
O

O

O 0oo0ogao

0-4-00-00000000-2-000000 :

O (1-78g0 10mmol)O O O (20mL)O O O NH,SCN(2.28g0 30mmol)O O
oooooD300o0o0o0ooooooooOo/0 000 (1.6g/5mL)
ooooDoOoOoOoooOoooeocn O30 OooooOoO
OOoO0O0ocHCILL,O3D 000000000000 00OMgSo,0000
OO030omlO100HCIDOOOOOONaHCO, O OO OOOODOOOO

.0007-00000-4-00-2-(4-000-0000)-0000 [2,1-b][1,3]10000

00000:0000A000000(0.300g,1.27mmol)0 2-0 00 -4"-00000 O
00 (0.341g0 1.4mmol) 0 00000000000 @ONL)0 0000000000
OO00ONaHCO,0 00 0000000000000 00D00000O000o00100000
0/000000000Si0,-0000000000000000000000000
.211g0 440 )0
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DoooooQ
0C.4-(7-00000-4-00-0000[2,1-b][1,3]00000000-2-00)0000
000000:0000B00000 0 (0.200g0 0.53mmol)0 SnCl,0 2H,0(0.600g0 2.65mm
oDIDD0OD0OD0OD0ON0@OML)DDYI 0NN DN0NN0NDN0NDNC0DC0DOLCMSD O

00000O00D040mO0 000000 0NaHCO,0 000 0 pHO 80000 00 OO 0O CHLCI
,03000000000000000MgS0,000000000000000000000
000000/0000000000Si0,-0000000000000000000000
0000000000 (0.112g0 610 )O

Do0o0o00

0D.0000D0O00D:0000BOODOO (0.110g0 0.3mmol)0 0 O 0 O 5-Ctert-0 0 0)
000000003-0000000 (0.052g0 0.3mmol)0 THR(IOML)O O D OO OO0 OO
00000000000 O0LCMSOOOOOOTHFO OOOOOOOOOOO0OOO0DO0OO
000O00/0000000000Si0,-0000000000000000000000
0000000000 (0.042g0 270 )0 *H NMR (CDClg) & 9.3 (br, 1H), 7.84 (d0 O's

, 3H), 7.60 (d, 2H), 7.50 (dO O's, 2H), 7.19 (s, 1H), 7.04 (d, 1H), 5.84 (s, 1H)
, 3.90 (t, 4H), 3.19 (t, 4H), 1.36 (s, 9H).

Do0o0o00
DE.O00D0ADG6-000O0D0-4-0000000000-2-0000006-(4-00000
000-1-00)-1,3-00000000-2-00000000000000000A0DOO
0000001-G-tert-000-000000003-00)-3-4-[7-@-000-0000
0-1-00)-000[d0000[2,1-b]00000-2-00]-0000300000000
TH NMR (CDClg) & 9.3 (br, 1H), 7.84 (d0 O's, 3H), 7.59 (br, 1H), 7.56 (d, 2H),
7.49 (d, 1H), 7.20 (d, 1H), 7.05 (dd, 1H), 5.86 (s, 1H), 3.250 (t, 4H), 2.62 (t,
4H), 2.38 (s, 3H), 1.36 (s, 9H). [0 O O A7]

Do0o0o00

(00D03:N-(G-tert-0 00 -000000003-00)-N-{4-[7-0 0000 -4-00 -
0000)IOOO[2.1-B][1,3]00000000-2-00]0000C} O0[0O0C0B1]OO
g)d

0A.0002-000-1,3-00000000-6-0000000000000 LauD O GompF
000000 (J.0rg.Chem.1970,35,4103-4108)0 0 00000000 O O (7.6g90 0.100
O)ozeoml0 000000 OMOCOOCOOOCOOOCOOOOOOOOOO1,4-00000
00 (21.6g0 0.20mol)0 000000 @OONML)D 0 0000000000000 24000

ooooboooooobooooobooooooobooooobooooobooboooobooo
gboboooogao

gbooood
oooobooooooboooooboooooooboobooooboboooobooboooobooo
gooooooooooooooboogooboogoE@-oboo-1,3-OD0o0O0ooOoDOo-6-
00O0)OoOoooDoDoooooDOoOoLeMS(MHH=167) D0 ONMRO OO DO OO ODDOOO :

13.0g(780 )0 NMR (DMSO-dg) & 7.6 (m, 2H), 6.6 (d, 1H).

Do0o0o00
0B.0002-(4-0000000)0000[2,1-b][1.3100000000-7-00000
00O00O0002-000-1,3-00000000-6-000 (20.0g0 0.12mol)0 0 2-00 0
-4*-0000000000(9.3g00.12mol)J600ML0 0 000000000000 O00
0000000000000 O0C0D0O000D0O0N0N0NON0NDNON0NNONONONONDONODoOooOoP
,0.00000000000000002-(4-0000000)0000 [2,1-b][1.3]00
000000-7-000000000000000000 :17.0g(460 )0 NMR (DMSO-dg)
5 10 (s, 1H), 8.9 (s, 1H), 8.3 (d, 2H), 8.1 (d, 2H), 7.8 (d, 1H), 7.4 (s, 1H),
6.9 (d, 1H).

Do0o0o0a0
0C.7-(2-00000-4-00-0000)-2-(4-000-0000)0000[2,1-b][1,3]0
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000000000000 00000002-(4-0000000)0000[2,1-b][1.3]0
0000000-7-000(3.00g0 9.6mmol)J 100mL0 OODMFO D0 O O0O0O0OO00DO0O0
0000000 (4.15g030mmol0 30 0)0 000000000000 O00 (4.6590 25mmol
0D2.500)I000000000000000000000000(7.3990 2mmol)0 00O
00000000000 0sS000900000LCMSO 000000000000 DOn
0D0O00D000000O000O0s8OMOOOONOND100000000000000000
0000000000000 000000000000000007-(2-00000 -4-0
0-0000)-2-(4-000-0000)0000([2,1-b][1,3]00000000000000
000 :3.879(950 )T NMR (DMSO-dg) & 8.97 (s, 1H), 8.30 (d, 2H), 8.0 (d, 2H), 7.
9 (d, 1H), 7.7 (s, 1H), 7.2 (d, 1H), 4.1 (t, 2H), 5.6 (m, 4H), 2.7 (t, 2H).
000000
0D.0007-(2-00000-4-00-0000)-2-(4-000-0000)0000 [2.1-b][
1,3]000000000000000007-(2-00000-4-00-0000)-2-(4-00
00000)IO0O00([2,1-b][1,3]000000 00 (3.8790 9.1mmol)T 100mL0 0O 0 O O
000000/0(3:1) 0000000000000 (2.0090 36.4mmol)0 O O O (5.04g0 9
0.1mmoNO0 0D 0O0ODC0OODODOODODOODODOODODOOODOODODOOOOOOOOOOLCMS
0000000000000 O000O000O000ON00NON0oONONoONooonoonad
OD@som) 00 0000000000000 00D0W/300000000000000

oo
ao
od
od
go
g
od

0

Oooo
~Oooo

2H),

ao

O

O

O

0000000000003 00000000000000Mgs0,0 00000
000O000@Ie0)IOD0O0000O0000O00O00O0 (OO0 :2.7590 540 )0
0000000 /0000008000000/000000000000000
003.500000000000000000000000000000000
00 00NMR (DMSO-dg) & 8.4 (s, 1H), 7.8 (d, 1H), 7.65 (d, 1H), 7.5 (d,
1 (d, 1H), 6.6 (d, 2H), 4.1 (t, 2H), 3.6 (m, 4H), 2.7 (t, 2H).

00

OE. 7-(2-00000-4-00-0000)-2-4-000-0000)0000[2,1-b][1,3]
00000000 (4.06g0 10.3mmoD)0 5-tert-0 0 00000000 O03-0000000
(1.994g0 12mmoDN0 0000000001200 0000000000000000000
0000000000000 000000D0000000000000NaHCo,00000
0000000000000 002000000000000000MgS0,0 0000000
DO00oO00O002mO000000000000000000000000000000
0000000000000 O0000000000000000000000000000
0 0 O :2.342g9(410 )0 NMR (DMSO-dg) & 9.6 (br, 1H), 8.9 (br, 1H), 8.61 (s, 1H),
7.86 (d, 1H), 7.76 (d, 2H), 7.69 (d, 1H), 7.51 (d, 2H), 7.18 (dd, 1H), 6.52 (s,
1H), 4.16 (t, 2H), 3.59 (t, 4H), 3.36 (0 O, 4H), 2.72 (t, 2H), 1.30 (s, 9H). NM
R (CDCl3) & 9.3 (br, 1H), 7.84 (m, 4H), 7.59 (d, 2H), 7.49 (d, 1H), 7.22 (d, 1H
), 7.03 (dd, 1H), 5.88 (s, 1H), 4.16 (t, 2H), 3.76 (t, 4H), 2.84 (t, 2H), 2.61 (
t, 4H), 1.37 (s, 9H).

oooooo
OF.000000000O0N-G-tert-000-00000000-3-00)-N"-{4-[7-(2-0
0000-4-00-0000)0000([2,1-b][1,3]00000000-2-00]00003}0
0000000000000 00O02mO00000000MO000000000000
O00O001.0MHCI/OOODOOOOOO@.100)00000000000000000
0000000000000 O00O0000000000000000000000000¢0
00000 :2.449(980 )0 NMR (DMSO-dg) & 11.0 (br, 1H), 9.68 (s, 1H), 9.26 (s, 1
H), 8.66 (s, 1H), 7.93 (d, 1H), 7.78 (m, 3H), 7.53 (d, 2H), 7.26 (dd, 1H), 6.53
(s, 1H), 4.50 (t, 2H), 3.97 (m, 2H), 3.81 (t, 2H), 3.6 (O O, 4H), 3.23 (m, 2H),
1.30 (s, 9H).
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0C000O000DO0O0DO0DO0O0DONONDODONODODODODONDODOODODOOOOOOOOoOn
00
H.OON-G-tert-000-000000003-00)-N-{4-[6-(2-00000-4-00 -
000)IO0O00[2,1-b][1,3]00000000-2-00]00003 00000000
ORODOODODOOS000000000000)I0OO0O00O0O00O0ONO0O0O0AD?2-0
0D-00000000-4-00002-000-4"-0000000000000000000
000000000000 0ADOFDOOOOOOODO0DOYH NMR (DMSO-dg) & 11.6
(br, 1H), 9.78 (br, 1H), 9.56 (br, 1H), 8.64 (s, 1H), 7.94 (d, 2H), 7.70 (s, 1H
). 7.56 (d, 2H), 7.45 (t, 1H), 7.33 (d, 1H), 6.54 (s, 1H), 4.79 (t, 2H), 3.87 (m
, 6H), 3.60 (m, 2H), 3.34 (m, 2H), 1.30 (s, 9H); LC-MS: ESI 561 (M+H)+. [0 O OB
11]

Do0o0o0a0

O1. OON-(5-tert-0 0 0-000000003-00)-N-{4-[6-(2-00000-4-00 -
0000)IOOO[2,1-b][1,3]00000000-2-00]0000 3 0[00C0B12]0

OOoooooog

000000000000 00005-0000-00000000-2-00-000000
00000000000 O00O0000

oooooQ
05-0000-00000000-2-00-0000000000000000(@-0000
0000)-0000 (1.822g0 10mmol)d CH,CI,(20mL)0 0 0 0 0 0 O (1.76g0 11mmol)O
00000000 @omL) 000000300 0000000000000000030000
0000003000000 00000000000000000000000000
O0D0D0O0O00ONaHCO,O0 00D OCH,CIL,L00OOO0O0D0000MgS0,0 00000000
0000000 (@.716g0 950 )0

oooooo
0D2-000-00000000-5-0000000000005-0000-0000000

0-2-00-0000480HBr/H,0(16ML)0 0 0 0000010500100 000000000
0000000000000 0000000000000O000ON0ONONooNooonoon
NaHCO,0 D 0O OCH,ClL,LOOODOO0ODO0O0O0O0OMgS0,0 0 0000000000000
0 (0.986g0 630 )0
Do0o0o0a0
OO0ON-G-tert-000-000000003-00)-N"-{4-[6-(2-0 0000 -4-00 -0
000)0O000[2,1-b][1,3]00000000-2-00]00003 000000000
0002-000-00000000-5-000000000000000% NMR (DMSO-dg)
5 11.1 (br, 1H), 9.69 (br, 1H), 9.28 (br, 1H), 8.71 (s, 1H), 7.97 (d, 1H), 7.79
(dd Os, 3H), 7.56 (d, 2H), 7.13 (dd, 1H), 6.53 (s, 1H), 4.56 (t, 2H), 3.98 (m,
2H), 3.82 (t, 2H), 3.65 (m, 2H), 3.55 (m, 2H), 3.25 (m, 2H), 1.31 (s, 9H); LC-M
ESI 561 (M+H)*. [0 O O B12]
0DO0o0o0oo
J.N-G-tert-000-000000003-00)-N"-{3-[7-(2-00000-4-00-00
0)IOOO[2,1-b][1,3]00000000-2-00]100003} 0000000008
02-000-4"-000000002-000-3"-000000000000000000
O0O0OO0OADEDOOOOOOOOOOOMH NMR (DMSO-dg) & 11.1 (br, 1H), 9.76 (s
, 1H), 9.34 (s, 1H), 8.76 (s, 1H), 8.01 (s, 1H), 8.05 (d, 1H), 7.79 (d, 1H), 7.5
0 (d, 1H), 7.37 (t, 1H), 7.32 (s, 1H), 7.27 (dd, 1H), 6.55 (s, 1H), 4.51 (t, 2H)
, 3.98 (m, 2H), 3.83 (t, 2H), 3.61 (m, 4H), 3.24 (m, 2H), 1.31 (s, 9H); LC-MS ES
I: MH* 561. [0 O O B13]
Do0o0o0a0
O0K.2-{3-[3-(G-tert-0 00 -000000003-00)-0000]1-000030000¢
2,1-b][1,3]00000000-7-000000000000000000B0OO0O0
000000000000 0DADEDOODOOODOOODOOODOOODOO2-000-0000
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00000-6-000000000000 (0.889g0 4mmol)0 2-0 00 -3"-0000000
000 (1.220g0 5mmol)J 0000 O ODME(ISML)0 000000000 O00ODMED OO0
0002-000000000000001400040000000000000000000
000000000000 0000000000000000000 (0.964g0 660 )0 1H
NMR (DMSO-dg) & 9.60 (s, 1H), 8.96 (s, 1H), 8.64 (s, 1H), 8.70 (d, 1H), 8.14 (s
, 3H), 7.52 (dd, 1H), 7.36 (t, 1H), 7.39 (t, 1H), 6.54 (s, 1H), 4.36 (q, 2H), 1.
36 (t, 3H), 1.31 (s, 9H); LC-MS ESI: MH* 504. [0 O O B14]

Do0o0o00
(0004:1-G-tert-000-000000003-00)-3-{4-[7-(2-0000000-00
00)-000[dD000[2,1-B]00000-2-00]1-0000300[000B2]1000)
000030B0O0O0O0O0O02-(4-0000000)IO0O0I[2,1-b][1,3]0 0000000
-7-00 0 (2.24g0 7.2mmol)0 0 0 0 0 O (40mL)D O O O O SnCl,0 H,0(7-.90g0 35mmol)0

00000000000 0000000HIDOODO00000000000000000
00000200 0000000000000000000000000000 100 NaOHD
O00O00O0pH0 000 O0O00O00D00O00O00O030(8onx 3)0000000000M
050,00 0000000000000 0 (1.621g0 800 )0

oooooo

OB.0OO0ODADDDOCOOD (1.00g0 3.55mmol)0 THE(20mL)O 0 0 0 O 5-tert-0 0 0 0O O
0000003-0000000(0.650g03.9mmol) 00 000000090000000
000O0000000LW-MO0O00000000000000000000000000
00000000000000000000000000 (1.103g0 690 )0

0ooooon
0C.0000BOOO1-G-tert-000-000000003-00)-3-[4-(7-00000 -
O00[MD0O00[2.1-b]0 0000 -2-00)-00007-00 (0.2590 056mmol)d 2-0
000O00O0-00000(0.094g0 0.8mmol)0 000000000000 (0.168g0 0.8mm

ONDOTHRGML)D D0 O0DDDO0DO0DODDDO0OO0OODDOOOD (0.162g0 0.8mmol)d THF(3mL)O
0000000000000 000000000O0O0O0O0O0O0O00O0DO0O0O0DODOHPLC(0.05
0 AcOHO 0 O MeCN/H,00 000 0C18000)0 00000000000 DO0DOODONaHC
0,0000000CHCIL,OODO0DODO0DODDO0DOOMgS0,0 000000000000 000
00000 NMR (CDCI3) & 9.3 (br, 1H), 8.3 (br, 1H), 7.83 (s, 1H), 8.81 (d, 2
H), 7.56 (d, 2H), 7.47 (d, 1H), 7.20 (d, 1H), 7.0 (dd, 1H), 5.94 (s, 1H), 4.09 (
t, 2H), 2.91 (t, 2H), 2.67 (g, 4H), 1.37 (s, 9H), 1.07 (t, 6H).
oooooao
0D.0D0O0O0COOO0DODO(0.0209)0 CH,CL,(0.5mL)0 000000000 21.0MHCL/
0000000000000 00D0D0000D0000D0D000O0DOO0(0.020g)0 *H NMR
(DMSO-dg) & 10.1 (br, 1H), 9.67 (br, 1H), 9.24 (br, 1H), 8.66 (s, 1H), 7.93 (d
, 1H), 7.76 (d0Os, 3H), 7.54 (d, 2H), 7.24 (dd, 1H), 6.53 (s, 1H), 4.44 (t, 2H
), 3.24 (m, 6H), 1.29 (s, 9H), 1.24 (t, 6H).
oooooao
OE.OCO0O0B2DO0O0ODODODO:
00O030BO0O0O0OO0OO0OO02-(4-0000000)I0O0O0O[2,1-b][1,3]J00000000-7
-0 00 (1.00g0 3.2mmol)O DMF(15ML)0 000D 000 O O O (1.38g0 10mmol)d O (2-0
00-000)0000000000(0.826g04.8mmol)J 00 D080 DO0O0O0O00OO0O
dooOoOgooLe-MsOOOOOOOOOO0OOOOSMmMOOOOOOOOOOOOOOGOaOg
0000000000000 00D0D000000000D0000D0O000DD0O0O0O0oOao
000000000000 DO00(0.513g09.6mmol)D 080 00000 @EONML)IODOO
0ooDO01000 000000000000 O0(1.787g032mmol)0 00 0000 O O 1000
030 000000000000000LC-MSO0O0O0OOODOOOOODODODO(B0mL)O 0
000000000000 00000000000000000000ONaHco,00 00
O0O0D0OCHCIL, 0 OO OOMgSO,0 000 0000000000000 D0O000O0(1.08
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9g)0 002000000 (1.08g0 2.8mmo)0 0 00O (20mML)0 00 O5-tert-0 0000
OO00D0DDO3-0000000(0.605g03.64mmo)0 000 O0O00ODODO12000 0000
OO00O0D00O000ODO0OCHLCIL,LOOOOODOOOOOODONaHCO;O OpHBO O OO ODOO
OOoO0O0O0OCcCH ClL, 02000 0000000000O0OMgSO,00000000C0DOOOCDOO
[DOOB2]00O0O0O0O0CDOOODOHPLCCO.050 O AcOHO O O 350 O 650 CH5CN/H,00 O O
gOociso0O)H)ooOO0oO0oOU0DOoO0OO0DO0O0O0DOoOOoOO0OoDOO0OOoOoOoOooOoOocH,CIL,OO
ooooDoOO0OOMSO,00000D0DDDODO0DO0DO00C0.89%4g)0D00O0O
gooooao
OF.00D0DAODODODOOOOOOODDDODOOOOOOO
O1-G-tert-0 00 -00000D0O0DO03-00)-3-4-[7-2-00000-1-00-00D003
-0ODD[DO000[2,1-b]00000-2-00]1-00003%00000; *H NMR (CDCl,
)6 9.3 (br, 1H), 8.9 (br, 1H), 8.84 (s, 1H), 8.82 (d, 2H), 7.57 (d, 2H), 7.47
(d, 1H), 7.20 (d, 1H), 7.0 (dd, 1H), 5.89 (s, 1H), 4.15 (t, 2H), 2.81 (t, 2H), 2
.53 (t, 4H), 1.63 (m, 4H), 1.5 (m, 2H), 1.37 (s, 9H). [0 O O B3]
gooooao
ooo01-G-tert-0 00 -000000DO3-00)-3-U{7-[2-¢-00D0-00000-1
-00)-0000]-000[d0000[2,1-b]00000-2-0030000)-00000
; 'H NMR (CDCl3) & 9.3 (br, 1H), 7.85 (s, 1H), 7.81 (d, 2H), 7.75 (br, 1H), 7.5
9 (d, 2H), 7.48 (d, 1H), 7.22 (d, 1H), 7.0 (dd, 1H), 5.87 (s, 1H), 4.16 (t, 2H),
2.87 (t, 2H), 2.65 (br, 4H), 2.5 (br, 4H), 2.31 (s, 3H), 1.37 (s, 9H). [D O OB
4]
gooooao
@oos5:(2R)-2-000-3-000-00 2-{4-[3-G-tert-0 00 -0000000O0O3-0O
0)-0000]-0000300[PJ0000[2,1-BlJ00000-7-000000[000O0B
5100 0)
DA.00D3000000000D0O(0.125g00.3mmo)0 0 ODMF@mL) OO DO DOOOOOO
00D003W0O00Oh000oo0ooDo0ooD0oDODO0ooO00oo0DD0DO0DD0DO0oDOoDOD0ODO0OO0OaO(0.082g00.
émmol)J O Boc-L-O0 0O ON-ODODODODOCOOODODOOC@.emmoD) OO DODOOOODOODOO
goooooboooboooDbo0oboDorPLCODO0DDODUOUODDOUOODDOUODDOO
oooooOoOOoOO000oU0oOoooooOOoO0ODODDODO0DO00DU0DO0O0oOooDoOooDoODDOoDOoOOoDOooOg
AM HCI/O O OO O @O ODODODDOODOODODD0DOO0ODO0OOBecO O OO ODODODODOODO
gooooooboobob bbb oo oooooobobbbboboo
OO0O0O0D0OO0OO0DO0ODDONMR (DVMSO-dg) 8.2 (s, 1H); 7.8 (s, 1H); 7.7 (d, 1H); 7.6 (
d, 2H); 7.5 (s, 2H); 7.4 (s, 1H); 7.2 (d, 2H); 6.6 (s, 1H); 6.3 (s, 1H); 4.2 (s,
1H); 2.2 (m, 1H); 1.3 (s, 9H); 1.0 (m, 6H). LC-MS: ESI 582 (M+H)™.
ocooooao
OB.0000DAUOOO0OUOOOBoc-L-O000OON-ODDODDODDOODDODDODDODUODODODOOOOOnO
0@S)-00000-2-000002-{4-[3-(G-tert-0 0 0-000000003-00)-0
000]-00003000[d0000[2,1-b]J00000-7-00000000000D0OL
C-MS:ESI 545(M+H)*0 [0 O O B6]
ogooooao
(00D06:001-(5-tert-000-000000003-00)-3-{4-[7-(3-000 00 -4-0
O-0oooooO)-ooo@ppoooo[R,1-Bjoooogd-2-00]1-0000300[0OOOB
71000)
JAd0OO0OODOOCObO02-0O0O00OODo0-000Dbogo03-0o0oo0Do0D-4-00-000b00O-=-1
-00000000000000040A0DODOOO0DODOODOODODOODOYH NMR
(cocly) 6 9.35 (br, 1H), 7.87 (s, 1H), 7.83 (d, 2H), 7.59 (d, 2H), 7.51 (d, 1H
), 7.45 (s, 1H), 7.22 (d, 1H), 7.02 (dd, 1H), 5.84 (s, 1H), 4.08 (t, 2H), 3.74 (
t, 4H), 2.53 (m, 6H), 2.01 (m, 2H), 1.37 (s, 9H), LC-MS: ESI 575 (M+H)™.
oooooao
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(OO007:1-G-tert-0 00 -000000003-00)-3-@-{7-[3-¢¢-0 0000000
-J0ooo-1-00)-000O0OojJ-0cocoppoooo0ER,1-B]jJooooo-2-00%00
oo0)-00[@OO0OO010]000)
OA.O0D07-(B-000-00000)-2-(4-000-0000)-0000 [2,1-b][1,3]00
0000000 ooDooDOooODOobOOoDbOOo3B00000d(0.500g0 1.6mmol)0O DMFO O O O
Oo0O00ODDODO0O0O0O000(0.221g01.6mmo)001-000-4-0000000 (0-756g0 4
SBmoD))D O DODDODODODDODDODDODODS8DODODDODDODDODDOODODODOODODoDODOOnD
0oodooooooooooDl:100o0o0oo/Z000000000O0O0O0O0DO0ODOODOAO
OO0O0O0ODDOO0OO0O0(0-440g0 850 )O

oooooao
O0B.7-[3-4-000000D0O0-0O000D0-1-00)-000007]-2-@-000-00000
-0ODOO[2,1-b][1,3]0 0000000000 D00DO0OD0DO0OO0DODADODODOQ.
37g0 3.5mmo)IDMFO 00D D000 O0OOODOOOODDODODOODODOOODODDOD(0.150
QU O01-0000000D0D0D0D0O00@-20g07.ommoH)000O0OOCOOODOOOOODOOL0
goooooooooboboobbbtbob oo uoogoogaa
ocoooao
coooosBponoboOobDbbUbDO0DU0DU0U0U0d0O0U00ooUoUoUoooooBOUOoooOoooad
0000000000 @@5SmM)DO000D0100HCIGN)ODOD (1.829)0 000000
0200000000000 0CO0OO0OLLCMSO00O0O0OO0DOOOODDODDODOOODOOOO
gpcMO OO O0O0O0O0O0DO0ODO0OO0ODOOODDODODO0DO0DODODODODODOODDODDDODOOODOOOO
300000 (@O :1.00g0 2.6mmol)0O

goooo
p.OODOCODODDOD:D0U0U0O0U0ODDOODODDOOODCOOOOODOODOS-tert-00
0000000 03-0000000@.431g02.6mmoH0 0 0D0O0ODOODOODODO3OOO
0o0o0oo0ooDbOoooDoOo0ooDbOo0ooboo. 500D bO0oU0UUoDbUOoUobooOosgezonnd
OO0/CMO 000000000000 O0O0OO0O0OO0O0DOOO0OOM NMR (DMSO-dg) 9.8
(s, 1H); 9.5 (s, 1H); 8.8 (s, 1H); 8.0 (d, 1H); 7.7 (m, 3H); 7.6 (d, 2H); 7.2 (
d, 1H); 6.5 (s, 1H); 4.3 (m, 3H); 3.7 (m, 5H); 3.4 (m, 4H); 3.2 (m, 1H); 3.0 (s,
3H); 2.3 (m, 2H); 1.3 (s, 9H).
OCE.OCO0DDOOBOOOOO02000000000000000OODODADDODODOOGOO
gooooooooooan

gooooao

O1-G-tert-0 00 -0 0000O0OO3-00)-3-4-[7-B-000C0O0ODOD-4-00-00
O0O0)-000[OD000[2,1-b]00000-2-0071-00003%00; *H NMR (DMSO-
dg) 11 (s, 1H); 9.7 (s, 1H); 9.3 (s, 1H); 8.7 (s, 1H); 7.9 (d, 2H); 7.8 (m, 3H);
7.5 (m, 2H); 7.2 (d, 1H); 6.5 (s, 1H); [DOOB8]O O 1-(5-tert-0 00 -0000O
00003-00)-3-U-{7-[3-(4-000-00000-1-00)-000007-000 [d]o
O00[2,1-b]00000-2-0030000)-00; *HNVWR (DOO00J-d,) 8 (s, 1H)
; 7.7 (d, 2H); 7.6 (d, 1H); 7.5 (d, 2H); 6.9 (m, 1H); 6.4 (s, 1H); 3.9 (m, 1H);
3.3 (s, 3H); 2.5 (m, 8H); 2.3 (s, 3H); 1.8 (m, 2H); 1.3 (s, 9H); [O O O B9]
ogooooao

(O O008:2-{2-[4-{[(-tert-0 D00 0DO0O0DOD3-00)I0D0]00O00D}O
oH)yoooo]loooo[ER,1-8].310o0oopoooo-7v-00}yoo0oo0@moociyjod
0)

OJAO0ODO0Q@-ODDOO0O-1,3-00000000-6-00)D0O0O0OO0OODOODODOODO (2-3mL
yhoo@omwh)oooo @-0ooooooo)oo (7-00gd 46.-3mmol)0 NH,SCN(7.00g0 92mm
ohidooU OO oomb) DO ODoOODOD3IOIUOODUDOODDDODODODODODODOODOOODOD
0oo0o0oooooDooDooo40 000000 ooooDo@oombOoDooDooonoad
gogobpS 0000 bbb oooog
OoOoopP0s,0 00000000000 ODO0ODOOODOOODOOOODOO:=7.899(820)

u
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0 H NMR (DMSO-dg) & 7.51 (s, 1H), 7.40 (br, 2H), 7.24 (d, 1H), 7.07 (d, 1H), 3
.50 (s, 2H); LC-MS: ESI 209 (M+H)*.
goboooo
0B.00O0@@-U000-00D0000O0OD-e-00)DO0DO0DO0DODODODODODOOE-00
0-1,3-00000000-6-00)00(7.89g0 37.9mmo)0 0 000 DO (00mL)0 0002
mOOHSO,0000000C000050000U0000000DOOCOO0O0ODOOOOOO
OoooDDOO0OO00oOooo@E@somb)OoDoo0o0oOooOoooONaHCOsD DO 000000
ooobOooooobooooooboobooooooboooooMwgso,0 000000 obOoOoOn
0000000000 (6.51g0 770 )0 *H NMR (DMSO-dg) & 7.54 (s, 1H), 7.44 (br, 2
H), 7.27 (d, 1H), 7.09 (d, 1H), 3.66 (s, 2H), 3.61 (s, 3H); LC-MS: ESI 223 (M+H)
ogooooad
0C.000[2-(4-0000000)0000[2,1-b][1,3]00000000-7-00700
0ooooooooooo@-000-1,3-00000000-6-00)00000 (6-26g0
28nmo)0 2-0 00 -4"-0 000000000 (8B.786g0 36GmMmoN) 0 0 0 00O ODOODOO
gpbDod@omb)Doeod 1200000000000 D0D0ODO0OOODDODODODODODODOd
0000000000000 0DO0ODO0000D0DO0OD0DO0ODOO0O0OO0OO0aDO(G.01glb 480 HO Iy
NMR (DMSO-dg) & 9.07 (s, 1H), 8.32 (d, 2H), 8.12 (d, 2H), 7.97 (s, 1HO O d, 2H)
, 7.50 (d, 1H), 3.84 (s, 2H), 3.65 (s, 3H); LC-MS: ESI 368 (M+H)™*.
goboooo
OD.[2-(4-0000000)0000[2,1-b][1,3]00000000-7-00]100000
000000000000 [2-(4-0000000)I000[2,1-b][1,3]10000000
0-7-00]00000 (5.00g0 13.6mmo)0 000 (1IN0 00O (1579590 70mmol)0 O O
O00obo0ooooo@somb)Dgosgo8DooDooDooooooo@pnpoooooboao
goosooooooDooDono@oomb)DooDoDoooood¢Goomb) D000 ononaiond
goobooboopHO0O7700000D0O0ODDODO0ODDODODO0ODDODOODDOOODDOOO
doOmgSO,0 000 0C0O00DOOO0O0O0O0ODODOO0O0O0ODODOO0OO0O0DbODOOO0OO0bDODOOOn
o000 oo b0 oo b oo b oo boDooooOood
0 O (2.55g90 530 )0 *H NMR (DMSO-dg) & 8.4 (s, 1H), 7.87 (m, 2H), 7.49 (d, 2H),
7.40 (d, 1H), 6.60 (d, 2H), 5.19 (s, 2H), 4.07 (q, 2H), 3.79 (s, 2H), 1.18 (t, 3
H); LC-MS: ESI 352 (M+H)™.
ogooooad
DE.O0D0O00ODOOODOOODOO[R-(A0O000O000)I000[2,1-b][1,3]0000
O0D00-7-00]00000 (2.5090 7. 1mmoD)O5-tert-0 00 -3-000000000O03
0000 @.412g08.5mmoD)0 0000 O0D0OODOO(CGOMLDOO11I00000000000O00O
goboooobooobooobo0oboboobDboUob0ooUoboUooDboUobboo
0 0 (3.592g0 980 )0 *H NMR (DMSO-dg) & 9.54 (s, 1H), 8.89 (s, 1H), 8.67 (s, 1H)
, 7.93 (s, 1H), 7.90 (d, 1H), 7.80 (d, 2H), 7.53 (d, 2H), 7.47 (d, 1H), 6.53 (s,
1H), 4.11 (q, 2H), 3.81 (s, 2H), 1.31 (s, 9H), 1.20 (t, 3H); LC-MS: ESI 518 (M+
H)*.
oooooad
(O O009:2-{2-[4-{[(5-tert-0 000000000 03-00)000]00000¥O
0)YIOoDO]0000([2,1-b][1,3]00000000-7-00} O0[000C2]000)
OA.0008000 2-{2-[4-{[(G-tert-0 0 0000000003-00)I00]0000
03} O00)IODODO0]0000[2,1-b][1,3]00000000-7-0030 0000 (2.00g
0 3.86mmoD)O THF@EOML) O OO DO DODOOOODOODODOO(0.966g0 23mmol)d O 15mLO
gooboooboooobuooobooobbog0oboOoDTmTHFOODODDbOOUODODDbOoUobboooao
OHCIOODOpHBO D ODODODODODDODDODOOODODODODOODOODODODODODODOODOO
OCoOooOoOO0opPbsbO0O0OO0OO0OOO0DOOO0OOOOOOOOODOOODOO(1-815g0 96
0)0 H NMR (DMSO-dg) & 12.4 (br, 1H), 9.58 (s, 1H), 8.94 (s, 1H), 8.68 (s, 1H)
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, 7.92 (s, 1H), 7.90 (d, 1H), 7.80 (d, 2H), 7.54 (d, 2H), 7.45 (d, 1H), 6.53 (s,
1H), 3.72 (s, 2H), 1.30 (s, 9H); LC-MS: ESI 490 (M+H)™.
Do0o0o0a0
0B.0000D0O00DODO0DODC0O0O0O2-{2-[4-{[G-tert-0 00000000003
-00)00D0]00000300)I000]0000[2,.1-b][1,3]00000000-7-
00300 (0.13g0 0.27mmol)d MeOH(20mL)O O (ImL)D 0 0000000000000 0 (
0.017g0 0.031mmol)J 00 DO OMeOHO DO DD OO OODODODEOHO 000D 0000
300000000000000000000(0.112g)0 *H NMR (DMSO-dg) & 11.1 (br,
1H), 10.25 (br, 1H), 8.45 (s, 1H), 7.74 (m, 2H), 7.44 (d, 3H), 7.1 (d, 2H), 6.4
4 (s, 1H), 3.34 (s, 2H), 1.23 (s, 9H).
000000
(00D010: 3-{2-[4-{[(-tert-0 000 O00O0O00O0O03-00)I00]0000030
00)00O00]0000[2,1-b][1,3]00000000-7-003 0000000 ([00
oc3ooo)
OD0A.0003-(2-000-1,3-00000000-6-00)000000000000000 3-
(4-0000000)00000 (10.00g0 60.5mmol)0 NH,SCN(9.21g0 121mmol)0 0 O O (4
20mL) 000000 @I D0 @omL) 0D 0003000000000 00000000
0000000000 000000000040000000000000 (300mL)000
ODOO0pHS0 00 0O00O0O0O0O0O0COODOOOOOOOOOOOOOOOOOOOODOOO
00000O00000P0,0000000000000 0 :13.4259(990 ) *H NMR (DMSO
-dg) & 12.11 (br, 1H), 7.49 (s, 1H), 7.37 (br, 2H), 7.23 (d, 1H), 7.06 (d, 1H),
2.82 (t, 2H), 2.5 (t, 2H, 0O 0O O); LC-MS: ESI 223 (M+H)™.
Do0o0o0aQ
0B.0D0O03-(2-000-1,3-00000000-6-00)0000000000000000
00O00O0ADDOO3-(2-000-1,3-00000000-6-00)00000 (13.42g0 60.4
mmol)D 00 00O (150mL)0 00 2m0 0H,80,0 000 000000000000000
0000000000000 00000000000CoOML) DO CD0OC0DOOOOONaH
Co,000000000D000000D000D000000000000000MgS0,000
0000000000000000000D0(9-762g0 680 )0 *H NMR (CDClZ) & 7.37 (
s, 1HO O d, 1H), 7.15 (d, 1H), 5.30 (br, 2H), 3.68 (s, 3H), 3.00 (t, 2H), 2.17 (
t, 2H); LC-MS: ESI 237 (M+H)*.
Do0o0o00
0Cc.0003-[2-(4-0000000)I000[2,1-b][1,3]00000000-7-007]0
000000000000 D0O00:0000A0D003-(2-000-1,3-00000000 -6
-00)00O00D0000(9.76g041.3mmol)02-000-4"-0000000000 (13.178
g054mmo)0 0000000000000 (@S0mM)009001200000000000
0000000000000 0000O00D0O00DNO00DDNON0DNONO0ONONOoONOoonoon
00000000 (6.01590 380 )0 *H NMR (DMSO-dg) & 9.05 (s, 1H), 8.30 (d, 2H),
8.11 (d, 2H), 7.92 (s, 1H), 7.90 (d, 1H), 7.45 (d, 1H), 3.60 (s, 3H), 3.09 (t, 2
H), 2.68 (t, 2H); LC-MS: ESI 382 (M+H)*.
000000
0D.0003-[2-(4-0000000)IC0COO0[2,1-b][1,3]00000000-7-007]0
000000000000000:0000B0003-[2-(4-0000000)0000I[2,
1-b][1,3]00000000-7-00]100000000 (6.01g0 15.8mmo)0 0 0 O (11O
00 (18.0590 80mmol)J D 00O OO0 OO OO DO (200mL)0 0900 0120 00 0 0 O O 400
mOOOO400mMl0 00 0000000000000 O00O0O00O0OO00pHOO?700000
000000000000000000000000000MS0,0000000000
0000000000000001010000000/00000000000000000
000000000000 O0O0C0O0O00O0O000O00000000000O0 (3-824g0 66
0)0 *H NMR (CDClg) & 7.86 (s, 1H), 7.61 (d, 2H), 7.53 (s, 1H), 7.48 (d, 1H), 7
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.29 (d, 1H), 6.75 (d, 2H), 4.14 (q, 2H), 3.73 (br, 2H), 3.06 (t, 2H), 2.67 (t, 2
H), 1.23 (t, 3H); LC-MS: ESI 366 (M+H)™.
ooooon
DE.00D0O0COOO3-[2-@-0000000)I000[R,1-b][1,3100000000 -7
-00]100000000 (3.80g0 10.4mmol)d 5-tert-0 00 -3-0 0000000000
000 (2.08g0 12.5mmol)0 00000000 O0 (8Om0 01100 0000000000
0000000000000 000000000000000000000000000¢0
00000000000 (5.056g0 910 )0 *H NMR (DMSO-dg) & 9.62 (s, 1H), 9.08 (s,
1H), 8.70 (s, 1H), 7.91 (s, 1H), 7.89 (d, 1H), 7.79 (d, 2H), 7.54 (d, 2H), 7.46
(d, 1H), 6.53 (s, 1H), 4.06 (g, 2H), 2.98 (t, 2H), 2.70 (t, 2H), 1.30 (s, 9H),
1.15 (t, 3H); LC-MS: ESI 532 (M+H)™*.
oooooo
OF.3-{2-[4-({[(G-tert-0 000 00000003-00)I00]00000300)
000]000O0[2,1-b][1,3]00000000-7-003} 0000000 :0000E0
003-{2-[4-{[(G-tert-0 000 000O00003-00)000]00000300)
000]0000[2,1-b][1,3]00000000-7-003 0000000 (3.0090 5.6mm
oDITHF@EOMLO OO0 0000000000000 (1.42890 34mmol)D O 20mL0 O 0 O O
000000000000 0000000000000000000000100HCIOO
OpH0 00 O0O0C0CO0C0OO0C0OO0O0OOOOOOOODOOOODOONOODOODOOODO0OO0O
000P0,0000000000000000000000000(2.791g0 990 )0 1H N
MR (DMSO-dg) & 9.66 (s, 1H), 9.21 (s, 1H), 8.68 (s, 1H), 7.90 (s, 1H), 7.88 (d,
1H), 7.79 (d, 2H), 7.54 (d, 2H), 7.46 (d, 1H), 6.53 (s, 1H), 2.95 (t, 2H), 2.62
(t, 2H), 1.31 (s, 9H); LC-MS: ESI 503 (M+H)*. [0 O O c4]
oooooo
0G.000O0FIOOOODOOOOOODOODOODOODOODOONBIONONONONOODOOODO
0 H NMR (DMSO-dg) & 12.2 (br, 1H), 11.2 (br, 1H), 8.58 (s, 1H), 7.9 (d, 1H), 7
.81 (s, 1H), 7.5 (d, 1H), 7.46 (d, 2H), 7.21 (d, 2H), 6.49 (s, 1H), 2.9 (t, 2H),
2.45 (t, 2H), 1.29 (s, 9H).
oooooo
(0 0011:2-{4-[3-(5-tert-0 00 -000000003-00)-00007]-0000 30

000[2,1-B][1,3]00000000-7-000000000000([000OC26]000)
OA.0002-(4-000-0000)000[dJ0000[2.,1-b]J00000-7-000000
0000000000000 002-00000000000-6-000000000000
0002-000-4"-000000000002-0000000000000004000 24
0000000000000 O0LMS0OO0O0O0D0O0O0D0O0O0D0O0014000180 0000
0000000000000 00000000000000000000

Do0o0o0Q0
0B.0002-(4-0000000)000[dIJC0O0O0[2,1-b]00000-7-0000000
000000000000 00000000@OML)D00O000ADDOCOOO (220490

emmol1)0 SnCl,0 H,0(6.770g0 30mmol)0 0 0 00200 000 0000000000000
OONaHCO,O0 0D O O0OODO00D0O00D0O00O000CHCL,OOODOOO0O0O0O O MgSo,0
00000000000 0000(1.518g0 750 )O

Do0o0o00

0C.000000000000000000BODOOCOOO(1.51g0 4.48mmol)0 5-tert-
000-00000000000000(997mgd 6mmo)D0 000 O0C0DO OO OO (40mL)0
Dloo000O0O0O0O0OO0OO0O0OOOOOOOLC-MSOOODOOOOOOOOOOOOOOOO
OCH,ClL,LOOODODODOO0OO00O00O00O000000000(2.24590 99.50 )0 *H NMR (DM
S0-dg) & 9.5 (br, 2H), 8.76 (s, 1H), 8.70 (d, 1H), 8.1 (dd, 1H), 8.08 (d, 1H),
7.80 (d, 2H), 7.55 (d, 2H), 6.53 (s, 1H), 4.37 (g, 2H), 1.36 (t, 3H), 1.30 (s, 9
H); LC-MS: ESI 504 (M+H)™.
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op.00O0O0cCcOODOOOODOOOODOF00O0OOOONDONODODDNDONOODODONDODODODOOO
ooooooooao

oooooao

OE.2-{4-[3-(5-tert-0 0 0-000000003-00)-00007-00003%000[d]
00O0O0[2,1-b]J00000-7-000000000000O000DODOOOOOOODOO
0000090BOOODODDODOOD ™ NMR (DMSO-dg) & 8.67 (s, 1H), 8.47 (d,
1H), 8.10 (dd, 1H), 8.87 (d, 1H), 7.78 (d, 2H), 7.67 (d, 2H), 6.55 (s, 1H), 1.3
1 (s, 9H); LC-MS: ESI 476 (M+H)™.

[0 O O c27]

ooooDoo
(OO0D012:N-G-trt-000-000000003-00)-N-@-{7-[3-(¢-000-0000
0-1-00)-3-000-0000]0000([2,1-b][1,3]00000000-2-00%000
O)oo[ooocs]oon)

OA.00010F0 0O 3-{2-[4-{[(G-tert-0 0 00000000 DO03-00)000]000
00} OO)IODOO]JoOO0OO([2,1-b][1,3]0000000O0-7-003} 0000 (.31
0gd 0.61mmo)ODMF(BML) 0 O O ON-(3-0 0000 0000D0O)N-00000000
00000 (.173g0 0.9mmoNO 01-0 00 0000000000000 DO (0.122g0 0.9
00) 000000001000 000001-00000000(.5m)00000D00
00000000000 O0eomMOIODODOOOODOOODODOOODOOOODDOOOOOO
0O00000000P,0,0000000000000000000O0DO0ODO(0-174g
0 480 )0 *H NMR (CDCI3) & 9.54 (s, 1H), 8.88 (s, 1H), 8.65 (s, 1H), 7.88 (s, 1H
), 7.85 (d, 1H), 7.79 (d, 2H), 7.52 (d, 2H), 7.45 (d, 1H), 6.50 (s, 1H), 3.49 (m
,6H, D0OODODO), 2.89 (m, 2H), 2.71 (m, 2H), 2.25 (m, 4H), 1.30 (s, 9H), 0.97
(t, 3H); LC-MS: ESI 600 (M+H)™.

oooooo
0B.0000D0DO00OO0DDOOODDOOODADODDDOOOODO3FOODDOOOODOO
0O 0 *H NMR (DMSO-dg) & 10.85 (br, 1H), 9.69 (br, 1H), 9.41 (br, 1H), 8.71 (s, 1
H), 7.88 (dO0 O's, 2H), 7.73 (d, 2H), 7.51 (d, 2H), 7.45 (d, 1H), 6.47 (s, 1H), 4
.41 (m, 2H), 4.05 (m, 1H), 3.35 (m, 3H), 2.69-3.10 (m, 8H), 1.24 (s, 9H), 1.17 (
, 3H).

ooooo
cC.1-000000000000000000000ONN-OD000DO0D0D0O0O0ODDOOO0
0000000000000 0A00ODODOODDOOO0OODOOO0OO0ODODOOOOoOOaO
000D00BOOODODDOODDOOODDDOOO

ooooao

N-(5-tert-0 00 -000000003-00)-N-{4-[7-(B3-000-3-00000-1-0
-0000)IO0OO[2,1-b][1,3]00000000-2-00]100003%00; (0.381g,
840 )0 *H NMR (DMSO-dg) & 9.65 (s, 1H), 9.00 (s, 1H), 8.65 (s, 1H), 7-90 (s, 1H
), 7.86 (d, 1H), 7.78 (d, 2H), 7.54 (d, 2H), 7.46 (d, 1H), 6.53 (s, 1H), 3.41 (m
, 4H), 2.93 (t, 2H), 2.68 (t, 2H), 1.54 (m, 2H), 1.42 (m, 4H), 1.30 (s, 9H); LC-
MS: ESI 571 (M+H)*; [0 O O C6]

oooooo

ON-(G-tert-0 00 -000000003-00)-N-{4-[7-(3-0 0000 -4-00-3-00
0-0000)I000([2,1-b][1,3]00000000-2-00]00003%10; *H NMR (D
MSO-dg) & 9.56 (s, 1H), 8.90 (s, 1H), 8.66 (s, 1H), 7.89 (s, 1H), 7.85 (d, 1H),
7.79 (d, 2H), 7.52 (d, 2H), 7.45 (d, 1H), 6.52 (s, 1H), 3.52 (m, 4H), 3.50 (m, 4
H), 2.94 (t, 2H), 2.70 (t, 2H), 1.30 (s, 9H); LC-MS: ESI 573 (M+H)™; [0 O O C7]
Oooooo

03--{4-[3-(-tert-0 00 -0000000O03-00)-0000]-00003¥000 [d
J0000[2,1-b]J00000-7-00)-N,N-0000-00000000; *H NMR (DMSO-d

OO oDoogooo
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&) & 9.7 (br, 1H), 9.23 (br, 1H), 8.65 (s, 1H), 7.87 (d0 O's, 2H), 7.76 (d, 2H)
, 7.53 (d, 2H), 7.45 (d, 1H), 6.52 (s, 1H), 3.25 (m, 6H), 2.94 (m, 2H), 2.65 (m,
2H), 1.30 (s, 9H), 1.02 (m, 6H); [0 O O C8]
DoooooQ
03-Q-{4-[3-G-tert-0 00 -000000003-00)-0000]1-00003000[d
J0000[2,1-b]J00000-7-00)-N-(2-00000-4-00-000)-0000000
0000 ; *M NMR (DMSO-dg) & 10.6 (br, 1H), 9.61 (br, 1H), 9.17 (br, 1H), 8.64 (
s, 1H), 8.20 (t, 1H), 7.82 (dO0 O's, 2H), 7.71 (d, 2H), 7.48 (d, 2H), 7.36 (d, 1H
), 6.46 (s, 1H), 3.86 (m, 2H), 3.71 (t, 2H), 3.77 (m, 4H), 2.88-3.07 (m, 6H), 2.
45 (m, 2H), 1.23 (s, 9H); [0 O O c9]
DoooooQ
03-Q-{4-[3-G-tert-0 00 -000000003-00)-0000]1-00003000[d
J0000[2,1-b]00000-7-00)-N-(2-00000-1-00-000)-0000000
0000 ; *H NMR (DMSO-dg) & 10.04 (br, 1H), 9.70 (br, 1H), 9.36 (br, 1H), 8.72
(s, 1H), 8.29 (t, 1H), 7.88 (dO O's, 2H), 7.76 (d, 2H), 7.53 (d, 2H), 7.42 (d, 1
H), 6.50 (s, 1H), 3.39 (m, 4H), 3.95 (m, 4H), 2.77 (m, 2H), 2.47 (m, 2H), 1.69 (
m, 5H), 1.27 (sO O m, 10H); [0 O O c10]
Dooooo
03-Q-{4-[3-G-tert-0 00 -0 00000003-00)-0000]1-00003000[d
J0000[2,1-b]00000-7-00)-N-(2-00000-1-00-000)-0000000
0000 ; *H NMR (DMSO-dg) & 10.4 (br, 1H), 9.71 (br, 1H), 9.34 (br, 1H), 8.73 (
s, 1H), 8.26 (t, 1H), 7.90 (dO O's, 2H), 7.78 (d, 2H), 7.55 (d, 2H), 7.45 (d, 1H
), 6.53 (s, 1H), 3.52 (m, 2H), 3.40 (m, 2H), 3.15 (m, 2H), 2.8-3.00 (m, 4H), 2.5
(2H), 1.93 (m, 2H), 1.85 (m, 2H), 1.30 (s, 9H); [D O OC 11]; OO
Dooooo
03-Q-{4-[3-G-tert-0 00 -0 00000003-00)-0000]1-00003000[d
J0000[2,1-b]00000-7-00)-N-(2-0000000-000)-00000000
000 ; *H NMR (DMSO-dg) & 9.95 (br, 1H), 9.64 (br, 1H), 9.25 (br, 1H), 8.66 (s
, 1H), 8.23 (t, 1H), 7.83 (dO0 O's, 2H), 7.72 (d, 2H), 7.48 (d, 2H), 7.38 (d, 1H)
, 6.46 (s, 1H), 3.34 (m, 2H), 2.88-3.07 (m, 8H), 2.5 (2H), 1.24 (s, 9H), 1.10 (t
, 6H) [0 O O c12].
oooooo
0D.000D0D0O00O00O0090003-{2-[4-{[G-tert-0 0000000000 3-0
O)YOOO]00OO00O0MMOO)IOOOD]0000([2,1-b][1,3]00000000 -7-00
W O0O0DO0DO0O0DO0O0DO0O0DO000000000000000000000A0DODODODOOOO
000000000000 00000000030FI 00000000000
oooooQ
02--{4-[3-(G-tert-0 00 -000000003-00)-0000]1-00003%000 [d
J0000[2,1-b]00000-7-00)-N-(2-00000-4-00-000)-0000000
00 ; TH NMR (DMSO-dg) & 10.76 (br, 1H), 9.65 (br, 1H), 9.24 (br, 1H), 8.70 (s,
1H), 8.51 (br, 1H), 7.91 (dO0 O's, 2H), 7.76 (d, 2H), 7.50 (m, 3H), 6.50 (s, 1H),
3.90 (m, 2H), 3.76 (t, 2H), 3.59 (s, 2H), 3.40 (m, 4H), 3.14 (m, 2H), 2.99 (m,
2H), 1.27 (s, 9H); [0 O O C13]
oooooQ
02-@-{4-[3-G-tert-0 0 0 -0 00000003-00)-0000]1-00003000[d
J0000[2,1-b]00000-7-00)-N-(2-00000-1-00-000)-0000000
00 ; TH NMR (DMSO-dg) & 9.8 (br, 1H), 9.60 (br, 1H), 9.15 (br, 1H), 8.64 (s, 1H
), 8.47 (t, 1H), 7.86 (dO O's, 2H), 7.72 (d, 2H), 7.48 (d, 2H), 7.42 (d, 1H), 6.
46 (s, 1H), 3.54 (s, 2H), 3.37 (m, 4H), 3.05 (m, 2H), 2.81 (m, 2H), 1.64 (m. 6H)
, 1.24 (s, 9H); [0 O O c14]
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oooooaog
O2-Q-{4-[83-(G-tert-0 00 -0000O0D0ODO3-00)-000O0]-ODO0O0O¥-ODOO[
joo0o0o[2,l-bjJunoooCOo-7-00)-N-(2-00000-1-00-000)-000000CO
00 ; *H NMR (DMSO-dg) & 9.95 (br, 1H), 9.70 (br, 1H), 9.26 (br, 1H), 8.67 (s, 1
H), 8.35 (t, 1H), 7.90 (d0OOs, 2H), 7.78 (d, 2H), 7.54 (d, 2H), 7.46 (d, 1H), 6
.53 (s, 1H), 3.59 (s, 2H), 3.34 (2H), 2.86 (m, 6H), 1.80 (m, 4H), 1.30 (s, 9H);
[O OO C15]
oooooadg
O2-Q-{4-[83-(G-tert-0 00 -000O0O0D0ODO3-0O0)-0C0O0O0]-ODOoO0O-ODOO[
joo0oo[2,1-bjJu0o0DO0O0-7-00)-N-(2-000000D0-000)-000000000
O ; *H NMR (DMSO-dg) & 9.85 (br, 1H), 9.65 (br, 1H), 9.18 (br, 1H), 8.70 (s, 1H
), 8.49 (t, 1H), 7.93 (dU O s, 2H), 7.79 (d, 2H), 7.54 (d, 2H), 7.48 (d, 1H), 6.
53 (s, 1H), 3.61 (s, 2H), 3.43 (m, 2H), 3.14 (m, 6H), 1.30 (s, 9H), 1.18 (t, 6H)
; [DODOCcC16], OO
oooooao
O1-(G-tert-000-0000DO0O0O3-00)-3-U@{7-[2-¢4-0D00-000D0O0O-1-0O
O0)-2-000-000QJ000d]jco000d2,1-bjo0oooo-2-003¥0000)-000
00 ; *H NMR (DMSO-dg) & 10.9 (br, 1H), 9.78 (br, 1H), 9.40 (br, 1H), 8.81 (s,
1H), 8.01 (d, 1H), 7.95 (s, 1H), 7.86 (d, 2H), 7.63 (d, 2H), 7.50 (d, 1H), 6.60
(s, 1H), 4.55 (d, 1H), 4.3 (d, 1H), 4.00 (s, 2H), 3.57 (m, 3H), 3.21 (m, 3H), 3.
00 (m, 2H), 1.37 (s, 9H), 1.35 (t, 3H); [D O OC17]; OO
oooooao
O1l1-(G-tert-000-0000O0DOO3-00)-3-{4-[7-R-C0000O0-4-00-2-000
-000)-0000([2,1-b][1,3]00000000-2-00]-00003%00; *H NVMR (DM
SO-dg) 6 9.55 (s, 1H), 8.88 (s, 1H), 8.66 (s, 1H), 7.88 (d, 1H), 7.85 (s, 1H), 7
.78 (d, 2H), 7.53 (d, 2H), 7.41 (dd, 1H), 6.53 (s, 1H), 3.86 (s, 2H), 3.55 (m, 6
H), 3.47 (m, 2H), 1.30 (s, 9H) [O O O C18]-
oooooaog
OE.00O0O0O0OO0DO0ODOOO11b00 0 2-{4-[3-G-tert-000-0000CO0OO0ODO3-00
Yoooo]j-ooooy-ooodlObooo[2,1-bjJu0ooo-7-0000000DDOOO
0000000000000 oUoUU0oDooU0Uo0Do0DoUoADDOOoDO0OODOoODOOO
0odo0Doo0oUoooDoOooo0ooDooOg3FD0D0Do0oooDoDooonn
oooooao
02-{4-[3-(G-tert-0 00 -0000C0O0O0DO3-00)-000CO0]-0D00CO0}YIODODO[2,1
-b][1,3]U0 000000 -7-00000QE-LCOO0OO0DD-4-00-000)-00000OO;
1H NMR (DMSO-dg) & 10.5 (br, 1H), 9.65 (s, 1H), 9.17 (s, 1H), 9.02 (t, 1H), 8.7
6 (s, 1H), 8.59 (s, 1H), 8.09 (m, 2H), 7.79 (d, 2H), 7.56 (d, 2H), 6.53 (s, 1H),
4.00 (m, 2H), 3.82 (m, 4H), 3.57 (m, 2H), 3.35 (m, 2H), 3.17 (m, 2H), 1.31 (s,
9H); LC-MS: ESI 588 (M+H)*; [0 O O C 19];
oooooao
O2-{4-[3-(G-tert-0 00 -000000DO0DO3-00)-0000]1-00003F000O[2,
1-b][1,3JU 0000000 -7-0000D0E-UDO0ODO-1-00-000)-000O0OO
TH NMR (DMSO-dg) & 9.8 (br, 1H), 9.66 (s, 1H), 9.20 (s, 1H), 9.03 (t, 1H), 8.76
(s, 1H), 8.59 (d, 1H), 8.09 (m, 2H), 7.79 (d, 2H), 7.56 (d, 2H), 6.53 (s, 1H),
3.72 (m, 2H), 3.56 (m, 2H), 3.26 (m, 2H), 2.96 (m, 2H), 1.80 (m, 5H), 1.4 (m, 1H
), 1.30 (s, 9H); LC-MS: ESI 586 (M+H)™; [0 O O C20];
oooooao
O2-{4-[3-(G-tert-0 00 -0O00O0DO0O0DOO3-00)-0000]-00003F0O0O0O0I][2,
1-b][1,3]J 0000000 -7-000U0O0DEE-OCOO0ODO-1-00-0DC00)-0D0O0O0OO,
H NMR (DMSO-dg) & 10.2 (br, 1H), 9.68 (s, 1H), 9.24 (s, 1H), 8.99 (t, 1H), 8.
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77 (s, 1H), 8.60 (d, 1H), 8.09 (m, 2H), 7.79 (d, 2H), 7.56 (d, 2H), 6.53 (s, 1H)
, 3.67 (m, 4H), 3.37 (m, 2H), 3.06 (m, 2H), 2.00 (m, 4H), 1.31 (s, 9H); LC-MS: E

SI 572 (M+H)*;[O O O c21];

DoooooQ

02-{4-[3-(5-tert-0 00 -0 00000003-00)-0000]1-00003%0000 [2,
1-b][1,3]00000000-7-00000(@-0000000-000)-000000;
NMR (DMSO-dg) & 9.8 (br, 1H), 9.62 (s, 1H), 9.13 (s, 1H), 8.98 (t, 1H), 8.74 (

s, 1H), 8.55 (d, 1H), 8.07 (m, 2H), 7.77 (d, 2H), 7.53 (d, 2H), 6.51 (s, 1H), 3.

66 (m, 2H), 3.22 (m, 6H), 1.28 (s, 9H), 1.22 (t, 6H); LC-MS: ESI 574 (M+H)*; [O
0 0 c22];

DoooooQ

01-G-tert-0 00 -000000003-00)-3-{4-[7-(4-000-00000-1-000
00)-0000[2,1-b][1,3]00000000-2-00]1-0000300000; *H NWR
(DMSO-dg) & 10.7 (br, 1H), 9.73 (s, 1H), 9.27 (s, 1H), 8.84 (s, 1H), 8.27 (s, 1
H), 8.12 (d, 1H), 7.86 (d, 2H), 7.76 (d, 1H), 7.64 (d, 2H), 6.60 (s, 1H), 3.54 (

m, 4H), 3.16 (m, 6H), 1.37 (s, 9H), 1.33 (t, 3H); LC-MS: ESI 572 (M+H)-; [0 O O

c23]1;

Dooooo

01-G-tert-0 00 -000000003-00)-3-{4-[7-(C0000-1-00000)-0
000[2,1-b][1,3]00000000-2-00]-0000300000, *H NMR (DMSO-dg

) & 9.63 (s, 1H), 9.10 (s, 1H), 9.06 (br, 2H), 8.76 (s, 1H), 8.19 (s, 1H), 8.04
(d, 1H), 7.80 (d, 2H), 7.69 (d, 1H), 7.55 (d, 2H), 6.52 (s, 1H), 3.73 (m, 4H), 3
.21 (m, 4H), 1.30 (s, 9H); LC-MS: ESI 544 (M+H)*, [0 OO C24]; OO

oooooo

01-G-tert-0 00 -000000003-00)-3-{4-[7-(4-000-00000-1-000
00)-0000[2,1-b][1,3]00000000-2-00]1-0000300000, *H NWR
(DMSO-dg) & 10.8 (br, 1H), 9.63 (s, 1H), 9.22 (s, 1H), 8.72 (s, 1H), 8.1 3 (s,
1H), 8.00 (d, 1H), 7.72 (d, 2H), 7.62 (d, 1H), 7.49 (d, 2H), 6.46 (s, 1H), 3.33
(m, 4H), 3.06 (m, 4H), 2.74 (s, 3H), 1.24 (s, 9H); LC-MS: ESI 558 (M+H)* [0 O O

c25].

oooooo

(00D013:00N-G-tert-0 00 -000000003-00)-N"-4-{7-[3-(4-0 0 O -0
0000-1-00)0000]10000[2,1-b][1,3]00000000-2-0030 000 )0
O[CooDI]OOD0)

O00O012A0 00N-(5-tert-0 00 -000000003-00)-N-@-{7-[3-(4-0 0O -
00000-1-00)-3-000-0000]10000[2,1-b][1,3]00000000 -2-00

300 00)0 0 (0.17g0 0.28mmo k)0 THRE(IOML)D O 0 0 0 2.0M BHg/Me,S-THFO O (1mL)0

00000000000 04000000000100KHCIDOOO0OOO0OO0OO0OO00O00
015000 00000000000NaHCO,0 000000000000 00000000
00000O00O00O00O0MgS0,0 0000000000000 000000000003
001000 0000/0000000000000000O02000000/000000

0000000000000 000000000000000000000000000
0000000000000 00N-G-tert-000-000000003-00)-N"-4-{7-
[3-4-000-00000-1-00)I000]10000[2,1-b][1,3]0 0000000 -2-

003} 0O00) 0000000000000 0000@AmL)000O000(@O)I0
D00O000O00O0O001.0M HCI/OOOODOO(@.300)0000000000000000
0000000000000 000000000000000000000000000
000000000000 (0.011g0 60 )0 *H NMR (DMSO-dg) & 9.6 (s, 1H), 9.07 (s,
1H), 8.69 (s, 1H), 7.92 (m, 2H), 7.78 (d, 2H), 7.54 (d, 2H), 7.48 (d, 1H), 6.53
(s, 1H), 3.50 (4H, 0O DO O O), 3.22 (m, 6H), 2.75 (m, 4H), 2.10 (m, 2H), 1.30
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(s, 9H), 1.24 (t, 3H); LC-MS: ESI 586 (M+H)*.

Do0o0o0Q

(0O0014:3-G-tert-0 00 -000000003-00)-1-000 -1-{4-[7-(3-000 O
0-4-00-0000)-000([D0C00C0([2,1-B]J00000-2-00]1-00003%00I[0
00D2]0001-(5-tert-0 0 0-000000003-00)-3-{4-[7-(3-0 000 0O -4-0
0-0000)-000[d0000([2,1-B]J00000-2-00]1-00003%-00[00O0D3]
000)

OA.00012c000N-(-tert-0 0 0-000000003-00)-N"-{4-[7-(3-00 00
0-4-00-3-000-0000)0000([2,1-b][1,3]00000000-2-00]0000
30 0 (0.38g0 0.66mmol)0 THF(1OML)O 0 O O 0 2.0M BHg/Me,S-THFO O (1.5mL)0 O O O
00000000000 0000000000000100HCIOOOO00 00000 BH/M
e, SO O0000CH,CI,0 0 O0O0D0O00D00ONaHCO,0 000000000 000MgS0,000
000000200000000000000-{4-[7-B3-00000-4-00-0000)-
O00[dD00O0[2,1-b]00000-2-00]-0000300004-[7-B3-00000 -
4-00-0000)-000[d]J0CO000[2,1-b]J00000-2-00]1-0000000000

Do0o0o0aQ

Do0o0o00
0B.000O00O0O00O0O005-tert-000-3-000000-00000000 (150mg)0
00001100 00000000CHCI,LO0OOONaHCO,0 OO OO 0000000 000M
00,0 0 0000000000000 0000000O00100MeOH/CH,CLLO OO OO OO
000000000000 000002000000000003-G-tert-000-000
000003-00)-1-000-1-{4-[7-(3-00000-4-00-0000)-000 [d]dC0O
00[2,1-b]00000-2-00]1-00003}000001-G-tert-000-000000
003-00)-3-{4-[7-(3-00000-4-00-0000)-000 [d]00 00 [2,1-b]00C
0D00-2-00]1-00003000000

Do0o0o0Q

0Dc.000000000003F000000000N000

03-(G-tert-0 00 -000000003-00)-1-000-1-{4-[7-3-00000 -4-00

-0000)-000[d0000[2,1-b]00D000-2-007-00003¥00000; HN
MR (DMSO-dg) 6 10.7 (br, 1H), 9.31 (br, 1H), 8.81 (s, 1H), 7.94 (m, 2H), 7.88 (
d, 2H), 7.49 (m, 1H), 7.38 (d, 2H), 6.50 (s, 1H), 3.94 (m, 2H), 3.76 (m, 6H), 3.
30 (s, 3H), 3.09 (m, 4H), 2.77 (m, 4H), 2.08 (m, 2H), 1.28 (s, 9H); O O 1-(5-ter
t-000-00000o0oo3-o00)-3-U-[7-G-iioobo-4-00-0000)-000[d
10000[2,1-b]00000-2-00]1-0000300000 ; *H NVR (DMSO-dg) & 10.
4 (br, 1H), 9.64 (br, 1H), 9.1 (br, 1H), 8.70 (s, 1H), 7.91 (dO O s, 2H), 7.79 (
d, 2H), 7.54 (d, 2H), 7.45 (d, 1H), 6.53 (s, 1H), 3.93 (m, 2H), 3.73 (m, 6H), 3.
09 (m, 4H), 2.78 (m, 4H), 2.1 (m, 2H), 1.30 (s, 9H).

oooooao
(OO00O15:00N-G-tert-000-000000003-00)-N"-{4-[7-(3-00000O0-1-
oo-0000)>)IOODO[ER,1-p][1,3]00000000-2-00100003%10[O00O0OD4
J000)

OoOo0o12cO000N-(5-tert-000-000000003-00)-N"-{4-[7-(3-0 0 0O -3-
0oo0D0D-1-00-0000)0000[2,1-b][1,3]J00000C00D-2-0010000%
(0.36g0 0.630 0 )OO THF(IOML)O OO O O 1.0M BHg/THFO O (aomL)0 OO OO O OO
gooooDooooooooLwe-vsOoogoooDoOooobDooOooooDoooonon
O05.0mLO 1.0M BHx/THFO O 000008 OO0OO0OOOODI100HIDOODOOOO
0000000200000 00000000NaHCOzEDODOOOODOODODOODOOO
O0oo0oooooooooooooMgso,0 0000000000000 DOO0O00
oooDooodl1lo0ddOdOoOo/000DDOO000D0O0OOO0DODDODODDODDODDOODOOOO
I e o o o v

OooooooQgogao
Oooo0ooQogogoao
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G-tert-0 00 -000000003-00)-N-{4-[7-(B-00000-1-00-0000)0
000([2,1-b][1,3]0 0 000000-2-00]100003 0000 (0.182g)0 *H NMR (D
MSO-dg) & 9.54 (s, 1H), 8.88 (s, 1H), 8.67 (s, 1H), 7.90 (s, 1H), 7.88 (d, 1H),
7.79 (d, 2H), 7.53 (d, 2H), 7.45 (d, 1H), 6.53 (s, 1H), 2.75 (m, 8H), 2.05 (m,
2H), 1.67 (m, 2H), 1.47 (m, 4H), 1.30 (s, 9H); *3C NMR (DMSO-dg) & 180.55, 158.
75, 151.65, 146.97, 146.42, 138.99, 138.38, 130.52, 129.59, 128.77, 127.27, 125.
58, 124.70, 119.05, 113.37, 108.58, 92.81, 65.28, 57.96, 32.90, 28.72, 24.93, 22
.55, 20.24, 15.53; LC-MS: ESI 557 (M+H)™.
ocooooao
00000 O02mlDO000O0OD0O0OD0ODOSMODODOONDODODODOL1.0M HCI/O OO
ooo(d@.4ml0 1,20 0)0 000000 O0ODO0O0OD0DOODODODOODOODODOODOODOODODOOd
I A A o A (0 e 240
g0 320 )0 *H NMR (DMSO-dg) & 9.6 (s, 1H), 9.05 (s, 1H), 8.70 (s, 1H), 7.92 (s,
1H), 7.9 (d, 1H), 7.78 (d, 2H), 7.55 (d, 2H), 7.45 (d, 1H), 6.53 (s, 1H), 2.74 (
m, 8H), 2.05 (m, 2H), 1.65 (m, 2H), 1.5 (m, 4H), 1.30 (s, 9H); LC-MS: ESI 557 (M
+H)™".
ogooooao
(0D0016:001-G-tert-0 00 -00000000O3-00)-3-{4-[7-(2-0 0000 -4-
oo-000)-0000O[2,1-B][1,3]l00000000-2-00]1-0000300[0OOOD
510 0 0)
OA.O0D0[2-(4-000-0000)-00001([2,1-b][1,3]00000000-7-007-0
000000 D:0008000[2-(4-000-0000)-0000[2,1-b][1,3]0000D0
Oo0O0O0-7-00]1-00000 (4.5190 12.28mmol)0 THF(6OML)D O O O O LiOHO H,0(2.72
7gd 65mmoDI 0D 0 @OmML) D 000D ODDOODODODDODO20000000THFO OO O OO
O0Od0O0100HCIDOOp6O O DO DODOOO0ODODODODOOOODOODODODODODO
OP,0s0 00000000000 (4.24990 980 )0 *H NMR (DMSO-dg) & 9.02 (s, 1H),
8.27 (d, 2H), 8.09 (d, 2H), 8.88 (s O d, 2H), 7.43 (d, 1H), 3.56 (s, 2H).
ogooooao
0B.0DD01-00000-4-00-2-[2-(4-000-0000)-000¢0 [2,1-b][1,3]00
oooooDoD-7-00]1-0000000 :DMF(4ML) D OO OO OADDDDOOO (883mgO 2
SmmoD)D0 DD O0OON-G-000D0D0O0OO0OODODOO)-N"-OO0O0O0O0OO0ODOOOODOCo.
767g0 4ammo)0 0 1-0 0000000 ODOODOODOODOO(0.540g04mmoDHO 00O DOO3
o0dd0dooOoooooDooD@myooooooosooooooOol1oomlc 00D OO
gooboooooobooooboooOoooboopP0sbOb0oboboboOoooboonod
0000 (0.908g0 8600 )OO *H NMR (DMSO-dg) & 9.05 (s, 1H), 8.31 (d, 2H), 8.12 (d,
2H), 7.94 (d, 1H), 7.88 (s, 1H), 7.43 (d, 1H), 3.87 (s, 2H), 3.56 (m, 6H), 3.48
(m, 2H).
ogooooao
gc.0004-[7-(2-0000D0-4-00-000)-00001([2,1-b][1,3]0 0000000
-2-00]-000D0DO0OO00000000O0O0:n1-0D00000 -4-00 -2-[2-@4-000-00
O0)-000[d0000[2,1-b]J00000-7-007-00 00 (0.905g0 2.14mmol)0 THF
GomL) OO OOODOD0OODO02.0M BHa-Me,S/THFO O (BmL)O O OO OOOOCDOOOCDO0O
040000000000 0100HCI@GSMLD) O OO ODODODODOODODOO1000000000
gd ONaHCOO O OO OCHLCIL,OODODODODDDODODOODODOOOMgSo,000D0DO00O00
goooooan
00
ocooDoDoOoO0o@omu)ioooooooDooooooo(@oooDlog)ood
Do0oooo@Gops)O0D0 I DDDODODDODDOODODODDDODODOODOODDODOOO
0000000000000 0000000O0O0O0O0OO0O0O0OH NMR (DMSO-dg)
8.40 (s, 1H), 7.85 (s, 1H), 7.82 (d, 1H), 7.52 (d, 2H), 7.40 (d, 1H), 6.61 (d
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, 2H), 5.19 (s, 2H), 3.58 (t, 4H), 2.85 (t, 2H), 2.56 (t, 2H), 2.43 (t, 4H).
Do0o0o0Q
0D.00O03E0OIDODDODONONODONONDONONDONONDONONDONONONONONONOOODODOS3
OF0000000O000O000000™ NMR (DMSO-dg) & 10.8 (br, 1H), 9.66 (s, 1
H), 9.20 (s, 1H), 8.71 (s, 1H), 7.97 (dO0 O's, 2H), 7.79 (d, 2H), 7.55 (d, 2H), 7
.49 (d, 1H), 6.53 (s, 1H), 4.01 (m, 2H), 3.77 (t, 2H), 3.54 (t, 2H), 3.41 (m, 2H
), 3.18 (m, 4H), 1.30 (s, 9H); LC-MS: ESI 545 (M+H)*.
Do0o0o00
DE.O00O0D0O0BODOOOOOOOOODOOOOOOOODADDIOOOODOOODOOO
0oooooo
01-(G-tert-0 00 -000000003-00)-3-{4-[7-(2-00000-1-00-000)-
0000[2,1-b][1,3]00000000-2-00]1-0000300000: H NMR (DMSO-
dg) 3 10.0 (br, 1H), 9.68 (s,1H), 9.24 (s, 1H), 8.71 (s, 1H), 7.96 (dO O's, 2H)
, 7.78 (d, 2H), 7.55 (d, 2H), 7.49 (d, 1H), 6.53 (s, 1H), 3.52 (m, 2H), 3.33 (m,
2H), 3.17 (m, 2H), 2.92 (m, 2H), 1.77 (m, 5H), 1.45 (m, 1H), 1.30 (s, 9H); LC-M
S: ESI 544 (M+H)*. [0 O O D6]
Do0o0o00
O1-(G-tert-0 00 -000000003-00)-3-@U-{7-[2-4-000-00000 -1-0
0)-000]-0000[2,1-b][1,3]00000000-2-003}0000)-00000: %
H NMR (DMSO-dg) & 11.3 (br, 1H), 9.64 (s,1 H), 9.14 (s, 1H), 8.69 (s, 1H), 7.96

(d0 Os, 2H), 7.78 (d, 2H), 7.51 (m, 3H), 6.52 (s, 1H), 3.75 (m, 4H), 3.21 (m, 6
H), 2.53 (m, 4H), 1.30 (s, 9H), 1.27 (t, 3H); LC-MS: ESI 573 (M+H)*. [O O O D7]
oooooo
OF.0000CO2000000000000000000A0DDOOODOODOODOOO
000000020000000000SnCI,0H000000000000000000
00000000000 00000000O00THFO OBHg-Me,S0 00000000300
oooooooO

DoooooQ

01-G-tert-0 00 -000000003-00)-3-[4-(7-00000-4-00000-00
00[2,1-b][1,3]00000000-2-00)-000071-00000; *H NMR (DMSO-dg)
5 10.7 (br, 1H), 9.58 (s,1H), 9.09 (s, 1H), 8.68 (s, 1H), 8.12 (s, 1H), 8.01 (d,

1H), 7.73 (m, 3H), 7.48 (d, 2H), 6.46 (s, 1H), 4.39 (s, 2H), 3.88 (m, 2H), 3.66
(m, 2H), 3.22 (m, 2H), 3.10 (m, 2H), 1.24 (s, 9H); LC-MS: ESI 531 (M+H)*. [O O
0 D8]
Dooooo
01-G-tert-0 00 -000000003-00)-3-{4-[7-(4-000-00000-1-000
00)-0000[2,1-b][1,3]100000000-2-0071-0000¥00000 : *H NWR
(DMSO-dg) & 11.5 (br, 1H), 9.71 (s,1H), 9.32 (s, 1H), 8.77 (s, 1H), 8.25 (s, 1H
), 8.06 (d, 1H), 7.82 (m, 3H), 7.56 (d, 2H), 6.53 (s, 1H), 4.39 (s, 2H), 3.65 (m
, 4H), 3.38 (m, 4H), 3.15 (m, 2H), 1.30 (s, 9H), 1.22 (t, 3H); LC-MS: ESI 559 (M
+H)*. [0 O O D9]
Dooooo
01-G-tert-0 00 -000000003-00)-3-[4-(7-00000-1-00000-00
00[2,1-b][1,3]100000000-2-00)-00007-00000 : *H NMR (DMSO-dg)
5 10.5 (br, 1H), 9.79 (s,1H), 9.44 (s, 1H), 8.83 (s, 1H), 8.29 (s, 1H), 8.13 (d,
1H), 7.87 (dO O's, 3H), 7.62 (d, 2H), 6.60 (s, 1H), 4.44 (s, 2H), 3.40 (m, 2H),
2.95 (m, 2H), 1.84 (m, 5H), 1.45 (m, 1H), 1.37 (s, 9H); LC-MS: ESI 529 (M+H)™*.
[O O O D10]
oooooo
(00017:00000-4-00000{4-[7-(3-00000-4-00-3-000-0000)-
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OO0O[PIOO0C0[2,1-B]00000-2-00]1-00003000[000EIDCO)
O0A.3-{2-[4-{[(G-tert-0 0 00 00000003-00)000]00000300)
000]0000[2,1-b][1,3]00000000-7-003000 00 (0.504g0 1mmol)O CH

LCLOOODD1.0M0 00000000 /CH,ClL,LO0O @n)0 D0 000O0O0DMFO 000
000000002000000000000000000000CHCIL,0000000(
2n)0 0 0000000000200 00000000CHCIL,0O00000000NaHCO,
DO0000O000OCHCIL,O0300000000000000MgS0,0 000000000
000000000000 O00100MeOH/EtOAC 000000 000000000000
000000000000000000(0.126g)0 *H NMR (DMSO-dg) & 8.61 (s, 2H),

7.89 (s, 1H), 7.86 (d, 1H), 7.73 (d, 2H), 7.53 (d, 2H), 7.45 (d, 1H), 3.62 (m, 4
H), 3.50 (m, 4H), 3.44 (m, 8H), 2.94 (m, 2H), 2.70 (m, 2H).
ocooooao
(booi18:2-000[pPCOODDODOOO3-00-N-{4-[7-2-00000-4-00-0000
O)-0ooO0[pljooo00of2,1-BJC000D-2-00]1-0000000000000)
DA0DD[ODOOO0OO0OO0O0ODO3-00-00(0-260g0 1.47mmol)0 10mLO O O DMFO O O
OO000DDO0OO0O0OHOBE(I-OUOOOODODDODDODOODODODOOOODDOO.238g0 1.76mmol)0
OEDCINN-GB-0 0000000000 )-N"-0D00000D0DDOCOO0OO0DDODO0.338g0 1.76m
moDO O ODOO0OO2000000000000(0.354g0 0.487mLO 3.5mmo)0 OO0 0O0O0OO
00003000000 000(0.394g01.50mmoH)0 00 0O0O0OCOOODOOOOOO
0000000000000 0O0O00O000O0OooOOoooDOoooOocH,CIL,LO0OD0OO0O0DOO
Oo000D0DDOD0000000O00o00o0DDoDDODO0D000DO00o0Do0Do0DoDoDoODDoODOoOoDoOog
0.l0000D00OO0OODOOOoDilIIODOObOOV/CH,CILOODODODODODOODOOODOOO
oo0o0ooDoOD0o0o0o0oO0oo0oooooOoDoDo0D0oU0DUoOoo0ooooDooDoDoDooooOg
OOcCH Cl,LOODOOOOODOOO0OO0O0O00O0O0o00o0oo00oooooooooano
O-CH,ClLOOODOOO
00
OO0A0DDOOOO0DOoOOoDO3mLO4M HCI/O O DD OOOODDOODOODDODOOO
oodooooooo3ml0000oDOoO0oOoo0ooDoDoO0oooDoogoooood
Oo00D0D0OD0o000DO0oo0oooooODDoDoDO0oD0o0DOoOoo0oooDoOooODOO72mgd 00
0000 NMR (CDCI3) 7.8 (m, 3H); 7.6 (m, 5H); 4.2 (m, 4H); 3.8 (m, 2H); 3.2
(s, 3H); 3.0 (s, 3H); 3.9 (m, 1H); 2.7 (m, 2H). [0 O O E2]
oooooao
gc.00D0D0ODO000000O0Q0OoOoOOD0DO0ODO0O0DU0DO0DO0DO0OoOoOoOoODDADDDODO0DODOOnO
ocoooooooOooao
02-000-4-000000000-00000-5-000004{4-[7-(2-00000-4-0
0-0000)-000[d]0000[2,1-b]J00000-2-00]-00003000; *H NMR
(cocly) 7.8 (m, 3H); 7.6 (m, 2H); 7.4 (d, 1H); 6.9 (d, 1H); 4.3 (m, 2H); 3.8 (m
, 2H); 3.1 (m, 2H); 2.9 (m, 2H);0 0 [O O O E3]
ocooooao
02-4-000-0000)4-000-000D0O0-5-00000-[7-R-00000 -4-0
0-0000)-000[d]0000[2,1-b]00000-2-00]1-00003%000; TH NMR
(CDCl3) 7.8 (m, 2H); 7.9 (s, 1H); 7.8 (d, 1H); 7.7 (d, 1H); 7.7-7.4 (m, 6H); 7.
4 (d, 1H); 7.0 (m, 1H); 4.3 (m, 2H); 3.8 (m, 5H); 3.0 (m, 3H); 2.7 (m, 5H). [O
O O E4]
oooooao
(0oo19:1-(2,3-0000-00D0[M,400000-6-00)-3-{4-[7-(2-0 0000 -4-
oo-0o0o0O)-oOoo@pUooo[2,1-B]J0000gd-2-00]1-0000}00[M0O0OF
11000g)
OA.7-2-00000-4-00-0000)-2-@-000-0000)HY0ODOO[2,1-b][1,3]10
ooo0oDoDDODO0O000U0O00ooQo0OoO0O0DDODO0D00U0DO0DO0OoDOoDoOOoOOoO3EDDOO0O0OOOd

OoooooQgooao
OO0 ®ooOaoo
OooooQooo
ODoooogoo
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0000000000000 0D0D000C0D00D0O000000O0A0DCODODOOOOCOOO
0

0ooDoo0oo

000000 : *H NMR(DMSO-dg) 8.7 (s, 1H); 8.0 (d, 1H); 7.8 (m, 3H); 7.5 (d, 2H)

; 7.3 (d, 1H); 7.1 (s, 1H); 6.8 (s, 2H); 4.4 (s, 2H); 4.3 (m, 4H); 4.0 (m, 2H);
.7 (m, 4H); 3.3 (m, 2H); [0 O O F1]
O1-(@-tert-0 00 -0000)-3-{4-[7-2-00000-4-00-0000)-000 [d]O
000[2,1-b]00000-2-00]1-00003%00; *H NMR (DMSO-dg) 11.3 (s, 1H); 9
.4 (s, 1H); 9.2 (s, 1H); 8.8 (s, 1H); 8.2 (d, 1H); 7.9 (s, 1H); 7.8 (d, 2H); 7.6
(d, 2H); 7.4 (d, 2H); 7.3 (d, 2H); 4.5 (s, 2H); 3.2 (m, 2H); 1.3 (s, 9H); [0 O
OF2] 1-000[1,3]Jo0O0O0OoD0-5-00-3-{4-[7-(2-00000-4-00-0000)-0
O0[I0DO000[2,1-b]00000-2-00]1-0000300; *H NMR (DMSO-dg) 8.5 (m
, 3H); 7.8-7.6 (m, 3H); 7.5 (m, 2H); 7.2 (m, 2H); 6.9 (m, 2H); 5.9 (s, 2H); 4.3
(m, 2H); 3.5 (m, 5H); 2.7 (m, 5H); [0 O O F3]
oooooao
01l-2-0o0co-ooopooooo-5-00)-3-4-[7-(2-00C0O00-4-00-0000)-0O
000000 [2,1-b]00000-2-00]1-00003¥00; *HNMR (00000 -dy)
8.4 (s, 1H); 8.2 (s, 1H); 7.8 (m, 4H); 7.4 (m, 4H); 7.1 (m, 1H); 4.2 (t, 2H); 3.
7 (m, 5H); 2.9 (m, 2H); 2.8 (m, 4H); 1.2 (m, 2H). [0 O O F8]
oooooao
(Co0O0-00000000D00000000WYOOO)
OO0 00O FLT3O KITO p380 ABLO VEGFR(O O KDRO DO O EGFROOD O OO OO OO DOODO
0000000000000 00DoOO0O00DOoO0O00O0D0DO0OO00OO0aDnaoOFabianO O
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0000000000 oDoOU0oU0UU0DoOOoDO0OUO0DDoDoODUOUOUOoDoODOoOOooOoOaO
ooooDooouooooooooDoooooDoT70000DO0OO0O0O0ODOOOOOO
ATPUOO0DODOCOO0OO0DODOOOOODODOOOOUODODOOOOOODOOOODOOOO
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ooooo0oO0ooOo0oooO0o1wmoo0oo0o0o0o+0001,00onMO0C000000O00EKODO
OO0O0++0 00 100nMO 1,000nMO 000000 KOO DO DODODO+++0 0 0 10nMO 100nM
Ooo0DDDOo0D KU OOOOO++++00D1onMD0 00000000 ®KHYODODOODO
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(0ooooo)

0000000000000 00000000000000O0M4-110000 00 10 30
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00000002sp g/MO00OO0OO0O0OOOOOOOOODOOODOOOOOOOO
O00OM4-110 00 0000000000000 0D009500000S500C0,0
000000370 00000000000000000000S50000000
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