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000 (1.70g, 10.48mmol) 0000 O00O0O0O0O0O0O0O0OO0OO0O (1.00g, OO 90%,

9.05mmol) 0 D0O0O0DO0ODOOODOOODOO (3.60mL, 20.67mmol) 00O OO 0O O

000000000000 : *H NMR (300 MHz, DMSO-dg)d 2.84-2.98 (m, 1H), 3.2 (q

,J =56, 5.0 Hz, 1H), 3.3 (4, J = 5.6, 5.0 Hz, 1H), 3.33-3.38 (m, 1H), 4.2 (t,

J=5.0Hz, 1H), 4.4 (t, J = 5.0 Hz, 1H), 4.9 (q, J = 7.9, 7.0 Hz, 1H), 6.1 (t,

J=5.6 Hz, 1H), 6.5 (d, J = 8.5 Hz, 1H), 7.07-7.37 (m, 10H).
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0000000 OH,0 (2x 200mL)0 0000 (Ix 200mL) O 00 O MgS0,0 000000
D0O0O0OOWeinrabD 000000000000 THFOOOOOOOOOOOOOOOO
0D00000000001.200000000000000030000000000 5%
HCIDOOOOODODOEL,0 (3x 200mL) 00D O0DDO0ODO0DODO0DDOO0OD0HL0 (2% 200mL)

O0O0o00 (Ix 200mL) D OOOMgso,0000OC0O00OO0OOOOOOOOOOOODOO
O000D00O0D0O0D0DO0O0DO0DOONaCNBH (7-000)0O0DONH,0Ac (300 0)H)OOOODOO
doocOoooooDoooooDooDooDoooooDooDooDoDoDooDoooDooDoooan
Joodooo0oUoooDoOooo0ooooO0oooDoDoDOoOooOoDoO0D (A400) 0000014
0o00o0Doo0oooDoo0oo0ooDooO0oooDoo0Ooo0oDoDoo0ooDoDooooOooDood
O BHzOTHF (oomL) OO0 O O0OO0O0O0OO0O0O0OO0O0O03000000000O000O00O
goooooUdOoOooDOoOOoO20% NOHO D0 ODD0DO0DO0DUOO0DO0DOoOO0M40o0o0oo0ooooooo
OO00O00O0O000D0OO000O0O0O00O0O0O0OooOoooDOKcos00nooonooonoa
0000000000000 o0oo0o0U0U0o0Do0oU0U0o0Do00oO00ooDA0D0DO0O0ODODOOO
ooooogad
1 Nahm, S.; Weinreb, S. M., Tet. Letters 1981, 22, 3815-3818.
oooooao
oooo
Y
F/\/m/ l\
O P
Cl
01l-[1-G@B-00oooooo)-2-0000o0oo]-s8s-2-00o0coooo)yco0ooan:
0oooooOoBOOO0OO0OOO0OODDODOOODO3-000D0D0OO0O0O0 DOODOODOOO
0oo0ooo0oo3-000-N~~-ODO00-N-OD000O0DO0DO00 1-@GB-0000000)-2-
oooooooooooi1l-B-0ooUooUooD)y-2-00000O00D0DO0OO0DOODDODOOO
ooooao
oooooao
03-000-N-0000-N-000D000000%:000000B000000000O0OD0O

O 3-00000000 O0ooo (5.00 g, 28.60 mol)d N,0-OOOODOOOOOOO

00 (3.50g, 35.88 mmol) 00D OOOODVMAPO DD DO0O0DDOOODDOO: TH NMR
(300 MHz, DMSO-dg) & ppm 3.24 (s, 3 H) 3.52 (s, 3 H) 7.52 (m, 4 H).

0 2 Gallagher, T. F.; et al., Bioorganic Med. Chem. 1997, 5, 49-64.

ocooooao

01-(3-0000000)-2-000000003% 000000B0O00DDOOODODODOO

03-000-N-0000-N-O00000D0DO0DO00 (28.6mmol) OODODDOOOOOOOO

ooooD (A7.00 mL, THFO 2.0 M, 34.00 mmol) 00O OO OO

0 3 Jenkins, S. S., J. Am. Chem. Soc. 1933, 55, 703-706.

ocooooao

01-B3-0000000)-2-0000000000:-0O0000O0DBOODODDOOOOOO

oooooOoOOoO0oO0oO0oO0oooooooODDODO0OO01-B-U0O0OoDOOO)-2-0000000

O (28.6 mmol)O NaBH5CN (13.60 g, 0.22 mol) O O O NH,0Ac (66.00 g, 0.86 mol) O

ocooooooo

oooooao

01l1-[1-@B-00o0oooo)-2-0000000]-83-(2-0000000O0)D0O0:- 00000

DADODDDODODDODODODODO0DO0OODOODODOOO 1-GB-U0O0OooOoOOD)-2-0000000

oooo (.30 g, 10,00 moH)OOOODDDODODODODODOOO (1-70 g, 10.48 mmol)O O
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000000000 0000000 (1.00 g, O0O090%, 9.05mmol) DO OO0 DO0OO

00000000 (3.60mL, 20.67 mmol) OO0 DO0OO0OO0O0OOOO: *H NMR (300
MHz, DMSO-dg) & 2.82-2.96 (m, 2H), 3.15 (q, J = 5.3 Hz, 1H), 3.24 (q, J = 5.3 H
, 1H), 4.2 (t, J = 5.0 Hz, 1H), 4.4 (t, J = 5.3 Hz, 1H), 4.9 (g, J = 7.9, 6.7 H
, 1H), 6.1 (t, J = 5.6 Hz, 1H), 6.6 (d, J = 8.2 Hz, 1H), 7.07-7.37 (m, 9H).
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-000o00oooDoo0o0i1-@¢-cooooDoo)-2-000000DOO0DOO0DOODODOOOOn
ooooao
oooooag
04-000-N-0000-N-000D00000O0%: 000000BOOO00ODODOOO0OOODN
0o0ooooooooD 400000000 ODOoOO (5.00 g, 28.60 mmol)O N,0-0 O
oooooOoooOOooo0O (3.50 g, 35.88 mmol)O EtgN (10.00 mL, 71.75 mmol) O O O
OoooDMAPOD O OO OOOOO
0“4 Turnbull, K.; Sun, C.; Krein, D. M., Tet. Letters 1998, 39, 1509-1512.
oooooaog
01-(4-0000000)-2-00000000°%:0000B00000000000000O
0oo0ooo0oQd 3-000-N-0000-N-O0D000CO0O0D0DO0O (28.60 mmol) O OO OO
ooooooooooog (A7-.00 mL, THFO 2.0 M, 34.00 mmol) DO O OO DOOOO
0 % Jenkins, S. S.; Richardson, E. M., J. Am. Chem. Soc. 1933, 55, 1618-1621.
oooooao
01-4-0000000)-2-0000000000%: 000000BOOOOO0O0OOO0
0oo0ooo0ooDooDooOo 1-@-0o0oooooo)-2-00000000 (28.60 mmol)ON
aBH;CN (13.60 g, 0.22 mol) O O O NH,0Ac (66.00 g, 0.86 mol) 0 OO0 OOO0O0ODO
0° Gee, K. R.; et al., J. Med. Chem. 1993, 36, 1938-1946.
oooooaog
0l-[1-@¢-00ooooo)-2-0000ooo]-s8s-(2-00ocUoUooUoo)yo:-0o0ooO
0oooDoooooooooooDooUoo0D1I-@¢-00oDoooo)-2-000D0O0O0O0d
00 (2.30 g, 1I0.00moHOODODOODOOODODOOOO (1.70 g, 10.48 mmol)OD O O O
0doooooo0 Dooooog (.00g, O0O90%, 9.05 mmol) DO OO ODOODOODO
000000 (3.60mL, 20,67 mmol) DD 000D DOO0O0OODOOOO: *H NMR (300 MHz
, DMSO-dg) & 2.9 (d, J = 7.3 Hz, 2H), 3.1 (g, J = 5.3 Hz, 1H), 3.2 (g, J = 5.0 H
z, 1H), 4.2 (t, J = 5.0 Hz, 1H), 4.4 (t, J = 5.0 Hz, 1H), 4.9 (g, J = 7.6 Hz, 1H
), 6.1 (t, J = 5.3 Hz, 1H), 6.5 (d, J = 8.2 Hz, 1H), 7.06-7.37 (m, 9H).
oooooao
ooooao

01-(2-0000000)-3-[1-(3-00000000)-2-0000000]100000 :
00000000000 00000000003-000000000 00000000
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ocoooooOo3-0g0go-N~~OO00D0-N-OD00O0000DQ0CQ0D21-B-0000O0O0O00
)-2-0000000000D1-B-000000O0O)-2-0DD0000O0O0O00OODODODO
ooooooogd

obooo
3-00o0o-N~~ODO0O0O0-N~~ODOO0Ooboboboo0:-0bb0oBOODbODOOOO0ODDOOOO
ocoooODOOO003-00000000D0 ODOOO (5.00 g, 31.50 mmol)O N,0-0 OO
oooDD0OO0OO000 (4.00 g, 41.01 mmol)O EtsN (17.60 mL, 0.13 mol) 0O O OO
gbMAPOD O OO OOGODOO

ooooao

1-(3-00000000)-2-000000007: 000000BOO0DODOODOOD
ocooooOOoO0oOoOogs3-oooo-N~-ODO000-N~-O0O0O0QCO0DODDO (31.5 mmol) O
ocooooOOoO0OO0O0O0oO0oooo0O0 (19.00 mL, THFO 2.0 M, 38.00 mmol) OO OO OO
o0

7 Moffett, R. B.; Hester, J. B., J. Med. Chem. 1972, 15, 1243-1247.

ugboooad
1--00o0oboo0)-2-000000O0O0ODDO:-000000BOOODD ODOO

ooo01-GB3-00ooooogoo)-2-000o0DOoOO0O0 GBr.sommoh)DOOOODOOOO

0000000 (3.80 g, 45.50 mmol) O O O BHzO THF (100.00 ml, THFO 1.0 M, 100.

oo mmol) DOOOOODODODO

O
g
u
O
g
a

MHz, DMSO-dg) & 2.83-2.97 (m, 2H), 3.16 (q, J

O

0oooo
1-(2-0000000)-3-[1-(3-00000000)2-0000000]00:0000
OADDO0OODOO0OODOO0OOODOOODOOOODOODD1-(3-00000000)-2-000000
000 (2.20 g, 10.20 mo)D 00D O0OD0OODO0OO0O0O0 (1.70 g, 10.48 mmol)d O
00000000 0000000 (1.00 g, O0090%, 9.05mmol) OO O0C0DO0O0O

0000000 (3.60mL, 20.67 mmol) DD OOO0OOOOCOOOOO : *H NMR (300
5.3 Hz, 1H), 3.24 (q, J = 5.3 H

z, 1H), 4.2 (t, J = 5.0 Hz, 1H), 4.4 (t, J = 5.0 Hz, 1H), 4.9 (g, J = 8.2, 7.0 H
z, 1H), 6.1 (t, J = 5.9 Hz, 1H), 6.5 (d, J = 8.5 Hz, 1H), 6.94-7.39 (m, 9H).
Doo0o0Q0
0000

O

l OMe
o]

F\/’\NJLN Eln

a
O
O
g
u
O
g
a
O
g
g
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g
u
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H H
1-2-0000000)-3-[1-GB-00000000)-2-00000007100000 :
ooo0ooDoOO0OBOOOODODODODOOODDOOOOD 3-D00OD0ODODDDOO ODODOOOO
ooopopoOOoOO0OO00 3-000O0-N~~-O0D0D0DO0-N-OD0000000O0D21-B-00000
00)-2-0 0000000 DOO0O 1-GB-000ooooo)-2-00000o0oo0oOood
goooooooooaon
ocoooao
3-0000-N-0000-N-000000000% 0000BOOOOOO0OO0OO0OO0O0OOD
0ooooooDo 3-oo0oopoooboo ooogo (.00 g, 29.30 mmol)O N,0-0O0 O
OOoooOoOoooOdo (3.70 g, 37.93 mmol)d EtgN (16.40 mL, 0.12 mol) OO OO
OODMAPO O OO DODODOOO
8 Gallagher, Timothy F.; Seibel, George L.; Kassis, Shouki; Laydon, Jeffrey T.

; Blumenthal, Mary Jane; et al.; BMECEP; Bioorg. Med. Chem.; EN; 5; 1; 1997; 49-
goooao
1-G-00o0o0oooo)-2-00000000d S DoO0OO0BIUOODODDOOODDOOOO

ocooDoDDOOO003-0000-N-0D00D0-N-0000000D0D0 (29.30 mmol) OO0
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ooooooooooooog (A7.60 mL, THFO 2.0 M, 35.20 mmol) DO DO OO ODOO
O

0 ° Schneider, M. R.; von Angerer E.; Schonenberger, H.; Michel, R. Th.; Fortmey

er, H. P., J. Med. Chem. 1982, 25, 1070-1077.

gooooao

01-(3-00000000)-2-0000000000: 0000BI0DOO0DODOOD
0000000 ooDooD1-@E-000o0o0oDoD)-2-00000000 (29.30 mmob)O O
ooO0ooO0OO0O0 OOooO0O0O0o00 (3.40 g, 40.71 mmol) OO O BHzO THF (100.00 mL, T
HFO 1.0 M, 100.00 mmol) DO O OO OODODO

0 *© Clader, J. W.; et al., J. Med. Chem. 1995, 38, 1600-1607.

ogooooao

01-(2-0000000)-3-[1-(B-00000000)-2-0000000]J00: 0000

ooA0O0DDDODODODO0DO0DODODO0DO0OODOODODDDODOO01I-B-00O0O0ODOOOO)-2-00000

ooooo (2-30 g, 1010 moDHOODOODODODODODODODDOO (1-70 g, 10.48 mmol)O

0dooooooooo ooooooo (2.00 g, OO90%, 9.05 mmol) D OO ODOODO

000000000 (3.60mL, 20.67 mmol) DO O0DODOO0DOO0DODOO: *HNMR (3

00 MHz, DMSO-dg) 6 2.82-2.96 (m, 2H), 3.2 (g, J = 5.3 Hz, 1H), 3.3 (g, J = 5.0 H

z, 1H), 3.7 (s, 3H), 4.2 (t, J = 5.0 Hz, 1H), 4.4 (t, J = 5.0 Hz, 1H), 4.9 (q, J
=7.9, 7.0 Hz, 1H), 6.0 (t, J = 5.9 Hz, 1H), 6.5 (d, J = 8.5 Hz, 1H), 6.72-6.85
(m, 3H), 7.11-7.25 (m, 6H).

ogooooao

ooooao

NN G'u
F \g’

r
01-(-0000000)-3-[1-(4-00000000)2-00000007]00000 -
ooodoooooooooooBO0 0000000 4000000000 ODOOOOO
00o000oo0oo0Doo0DO0 4-0000-N~-0000-N-O0000O0D0O0D0O0OD1-(4-000D0OO0
0doo0d)-2-00000000 OO0 1-@-00o0o0oooooO)-2-0000000000
Oo0oooooooooa
oooooao
04-0000-N-0000-N-O0000CO0O0O0™: go0oOoOoBOOOOOOOOOOO
0doo0ooooooDo 4000000000 DODOO (5-.00 g, 31.50 mmol)d N,0-0O
ooooODoODDOO0OO0OO0O00O0 (4.00 g, 41.01 mmol)O EtgN (17.60 mL, 0.13 mol) O O O
OO0O0OODMAPO O OO OOOOAO
0 11 callahan, J. F.; et al., J. Med. Chem. 2002, 45, 999-1001.

OoOooooad

01-4-000o0booo)-2-00000000 12- npoooooOoo0ooBOOOOO
0o0o0o0o0o0ooooD4-0000-N-O00D0-N-OCOD0ODOOOOO (31.50 mmol) OO 0O
ooDoooooooooobogd (19.00 mL, THFO 2.0 M, 38.00 mmol) DO OO DO ODOO
O

0 12 Hashimoto, H.; Imamura, K.; Haruta, J.; Wakitani, K., J. Med. Chem. 2002, 4
5, 1511-1517.

oooooad

01-4-00bo0o0boboo)-2-0000O0bDOobOoo - pgpoooBOODOOODOODOOO
odoodooooooooDl-@¢-0oooooono)-2-00000000 (31.50 mob)O O
ooooOD0ODO0O 0000000 (38.70 g, 37.93 mmol) O O O BHzO THF (100 mL, THFO
1.0 M, 100.00 mmol) OO O ODOODODO
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0 12 Gyenes, F.; Bergmann, K. E.; Welch, J. T., J. Org. Chem. 1998, 63, 2824-282
8.

oooooao
0i1-2-00oooodo)-3-[1-@¢-00opoonooo)-2-000000D0]JoO0:- 0000
OJA00DOQOOO0O0O0ODO0OO0OO0OO0DO0DDODO0OOU0ODODOO01I-@G-00O0OoOoDOoOO)-2-0000
oooooo (2.20g, 10.20mobH0OODODOCOOOODOOOO (1.70 g, 10.48 mmol)
00000000000 oooooog (.00 g, O00O90%, 9.05 mmol) OO DO DO OO
Oo0oO0oO0oO0oO0oooOg (3.60mL, 20,67 mmol) DO DOOOOOOOOOOO: TH NMR

(300 MHz, DMSO-dg) & 2.9 (d, J = 7.3 Hz, 2H), 3.2 (g, J = 5.0 Hz, 1H), 3.3 (q, J
= 5.3 Hz, 1H), 4.2 (t, J = 5.0 Hz, 1H), 4.4 (t, J = 5.0 Hz, 1H), 4.9 (q, J = 7.

6 Hz, 1H), 6.1 (t, J = 5.6 Hz, 1H), 6.5 (d, J = 8.5 Hz, 1H), 7.03-7.35 (m, 9H).
Do0o0o0a0

Doooao

01-[2-(2-0000000)-1-0000000]-3-(2-0000000)00000 -

ooooao
é’* o | o v 5 e
o MEGH EPIOH, I HN O TR F\/\EJ\Q D
& Ci
ocooooao
oooooOoOOO0O0O0DO0OooooooODbDDbOO0 (2-0000oooo)DODbDOOoooooo
oooooD 2--0000Oooo)y-1-0o0Do0o00o0o0oooooD2-R-0000000)-1-
ocoooooOoO0oOooooooobobooooood
oooooao
02-(2-0000000)-1-00000000: 00000000 (14.00 mL, THFO 2.
OM, 28.00 mmol) OTHFO O (2-0 00000 O)HYOO (5.00 g, 29.30 mmol) O ODODOO

-78 0 00D000DO0DO0OO0DODO30000000000OTMSCE (5.0m)ODODOOO
O00000000000000D0K,C05 (2x200 ML) OO OO0 00O (Ax200 mL) O
O0O00OMgso,0 00 0000000000000 000
14 Cooper, D.J.; Owen, L.N., J. Chem. Soc. C 1966, 533-540.
ooogoao
2-(2-0000000)-1-0000000000:0000BODO0ODODOODODODO
0000000000000 DO0OD0O0OD2-(2-0000000)-1-00000000 (2

.30 mmol)[ NaBH5CN (13.00 g, 0.21 mol) O O O NH,O0Ac (67.70 g, 0.88 mol) O O O
ooQooo
ooooao
1-[2-(2-0000000)-1-00000007-3-(-0000000)00: 00000
AUDDO0ODDODO0ODO0OODDO0ODOODODDOO2-(2-0000000)-1-0000000
OO0 (2.30 g, 10.00 moDHO D OO0OODDDOOODDDOO (1.70 g, 10.48 mmol)O O O
0000000 00DO0O0O0DO (@.00g, O0090%, 9.05 mmol) 0D OO OODODO
000000 (3.60mL, 20.67 mmol) 000D O0OO0DOO0DOODOOD: *H NMR (300 M

Hz, DMSO-dg) & 2.72-2.85 (m, 1H), 2.85-2.96 (m, 1H), 3.1 (g, J = 5.3 Hz, 1H), 3.

2 (9, J = 5.3 Hz, 1H), 4.03-4.23 (m, 2H), 4.3 (t, J = 5.3 Hz, 1H), 5.9 (t, J =5
.9 Hz, 1H), 6.0 (d, J = 8.8 Hz, 1H), 7.17-7.26 (m, 5H), 7.28-7.37 (m, 4H).
oooooo

Oooooogowodooogoo
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01-(2-0000000)-3-[1-(2-00000000)-2-0000000]100000:
0D000000BIOOOOOOOOOOOOODO2-000000000 0000000
000000000 2-0000-N-0000-N-00000000001-(2-000000
00)-2-000000000001-(2-00000000)-2-0000000000000
0000000000

Do0o0o0Q
0D2-0000-N-0000-N-000000000:0000B000O0O00O0O0DOO0
000O0000003-000000000 0000 (10.0 g, 63.07 mmol)O N,0-0 O O
0000000000 (7.60 g, 77.91 mmol)O Et N (32.00 mL, 0.23 mol) 000 O O
ODODMAPD 0D DO OO0OOD0

Do0o0o00

0D1-(2-00000000)-2-00000000%%: 000000B0000000000
000000000002-0000-N-0000-N-000000000 (63.00 mmol) O
0000000000000000 (THEO 2.0 M, 40.00 mL, 80.00 mmol) 0 00O OO
00000000 : *H NMR (300 MHz, DMSO-dg) & ppm 4.30 (d, J=2.35 Hz, 2 H) 7.19

- 7.34 (m, 7H) 7.55 - 7.69 (m, 1 H) 7.85 (td, J=7.77, 1.76 Hz, 1 H).
0 1° Anstead, Gregory M.; Peterson, Chad S.; Pinney, Kevin G.; Wilson, Scott R.;
Katzenellenbogen, John A., J. Med. Chem. 1990, 33, 2726-2734.
oooooao
01-2-00000000)-2-0000000000:00000OBOODDOOOOOO
000 1-(z-0000D0O0o0o0)-2-00000000 (60.00mmol, ODOO)YODDOOO
o000 Ooo0oooo0o0 (6.25 g, 74.83 mmol) OO0 O BHzO THF (100.00 ml, THFO 1.
OM, 0O.10mol) DODODODOOOO
ocooooao
0l1-(2-00o0o0ooo)-3-[1-2-coouooDooo)-2-00000DO0D]UO:-D0DO000
OoADDDDODODODODODODODO0DO0OODOODODDODOO1I-2-0000O0O0OOO)-2-00000
oooo0ooODODO0OO000U0O0ooooOO0oO0ODDODO0DO00DU0DO0DO0DOoDOoDoODOooDoODDODOoOOoDOoOg
0 (1.85¢g, 1140 moH000D0DOCOOODODO ODODOOOO (1.24 g, OO 90%, 1
1.22mmol) OODODOOODODOOOOOOOODO (3.00mL, 16.81 mmol) OO OO OOO
0000000 : *H NMR (300 MHz, DMSO-dg) & ppm 2.91 (d, J=7.33 Hz, 2 H) 3.16 (
g, J=5.28 Hz, 1 H) 3.25 (q, J=5.28 Hz, 1 H) 4.22 (t, J=4.98 Hz, 1 H) 4.38 (t, J=
4.98 Hz, 1 H) 4.98 - 5.29 (m, 1 H) 6.14 (t, J=5.72 Hz, 1 H) 6.59 (d, J=8.80 Hz,
1 H) 6.96 - 7.41 (m, 9 H).
ocooooao

ogoooaon
OMe

()
F\v/\NjLN i.n

H H
01-(2-0000000)-3-[1-(4-00000000)-2-0000000]100000:
0000000000000 0BODOOODOOOD4-000000000 0000000
000000000 4-0000-N-0000-N-00000000001-(4-000000
00)-2-000000000001-(4-00000000)-2-0000000000000
0000000000
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4-0000-N-O0000-N-000000D0D00:- 0000BOODDODO0OO0ODDODOOO
Oo00DoODOoOO0004-000000000 ODOOO (5-00 g, 29.34 mmol)O N,0-0O0 O
OO0O0o0oO0O0oO0OO0O0 (3.50 g, 35.88 mmol)d EtgN (16.00 mL, 0.11 mol) OO OO
O0ODMAPO D0 DODODOODODDOO: *H NMR (300 MHz, DMSO-dg) & ppm 3.21 (s
3 H) 3.50 (s, 3H) 3.77 (s, 3 H) 6.97 (s, 2 H) 7.60 (s, 2 H).

18 Turnbull, Kenneth; Sun, Congcong; Krein, Douglas M., Tetrahedron Lett. 1998
39, 1509-1512.

goooao

1-(4-00000000)-2-000000007%Y: 000000B0D0O0DOO0OO0O0ODOO0
0000000000 4-0000-N-0D0000-N-O000O0DO0OD0ODO (29-34 mmol, O
0)ooooopooooooooooog (THFO 2.0 M, 20.00 mL, 40.00 mmol) O O
00000000000 : *H NMR (300 MHz, DMSO-dg) & ppm 3.81 (s, 3 H) 4.29 (s
2H)6.94 -7.06 (m, 2H) 7.17 - 7.31 (m, 5H) 7.95 - 8.04 (m, 2 H).

17 Jenkins, J. Am. Chem. Soc. 1932, 54, 1155-1161.

goooao

1-(4-00000000)-2-00000000007%¥®: 000000BODODOOD
00001-¢-000000o0Oo)Y-2-00000000 (@9-3d mmol, OO O)HYODOOO
o000 0000000 (3.80 g, 45.50 mmol) O O O BHzO THF (THFO 1.0 M, 60.00

mL, 60.00 mmol) 000000000000 D0O: *H NMR (300 MHz, DMSO-dg) & ppm

3

.69 (s, 3 H) 3.98 (t, J=6.89 Hz, 1 H) 6.75 - 6.85 (m, 2 H) 7.04 - 7.16 (m, 3 H)

7.18 - 7.31 (m, 4 H).

O

18 Gee, Kyle R.; Barmettler, Peter; Rhodes, Michael R.; McBurney, Robert N.; R

eddy, N. Laxma; et al., J. Med. Chem. 1993, 36, 1938-1946.

g
a
O
g
g
1

O
q

00000
1-(2-0000000)-3-[1-@-00000000)-2-0000000]J00: 0000
DADD0DDODO0OO0OODO0OODOOO0OO0OOODOODOOD1-(4-00000000)-2-00000
0000000000000 O00O0O00O0O000DO00DONOoODONOoONONoOoooonoon

(1.95 g, 12.02mmol)J 00 O00O0O0OO0OD0 OO0OOOCODOO (1.30 g, 00O 90%, 1

.76mmol) 00 D0O0O0DOODOOODOOODOO (3.00mL, 16.81 mmol) DO OO 0ODO
000000 : *H NMR (300 MHz, DMSO-dg) & ppm 2.90 (d, J=7.33 Hz, 2 H) 3.16 (

, J=5.28 Hz, 1 H) 3.26 (g, J=5.28 Hz, 1 H) 3.70 (s, 3 H) 4.22 (t, J=4.98 Hz, 1

H) 4.38 (t, J=5.13 Hz, 1 H) 4.82 (q, J=7.62 Hz, 1 H) 6.03 (t, J=5.72 Hz, 1 H) 6.
43 (d, J=8.50 Hz, 1 H) 6.83 (d, J=8.50 Hz, 2 H) 7.09 - 7.23 (m, 7 H).
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F\/\N JJ\N

O

u
O
g
a
O
g
0
U
O

1-(2-0000000)-3-[1-(2-00000000)-2-0000000]100000 -
0000O00BOOOODOODODOOODOODOOD?2-000000000 0000000
000000002-0000-N-0000-N-00000000001-(2-0000000
0)-2-000000000001-(2-00000000)-2-0000000000000
DOoooO0oOoOoo

0Dooo
2-0000-N-0000-N-000000000%: 0000B00000O000O000
0000O000002-000000000 0000 (5.00 g, 29.34 mmol)d N,0-0 O
0000000000 (3.50 g, 35.88 mmol)d EtgN (16.00 mL, 0.11 mol) O O O O

oobvMAPO OO OODOOO
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0 1° Gallagher, Timothy F.; Seibel, George L.; Kassis, Shouki; Laydon, Jeffrey T
.; Blumenthal, Mary Jane; et al., Bioorg. Med. Chem. 1997, 5, 49-64.

oooooao

0il1-(2-00o0o0oDooo)-2-00000oO0Oad 20 gpoooUOBDOOOODOOOOO
0oDo0ooooooooD2-0000-N-O0D00O0D0-N-ODOD0OOOCOO0O (29.34 mmol, O
0o0)oooouooooooooooooo (THFO 2.0 M, 17.00 mL, 34.00 mmol) O O
000000000000 : *H NMR (300 MHz, DMSO-dg) & ppm 3.90 (s, 3 H) 4.26 (

s, 2 H) 7.01 (t, J=7.48 Hz, 1 H) 7.18 - 7.31 (m, 6 H) 7.42 - 7.56 (m, 2 H).

0 2° Kawase et al., Bull. Chem. Soc. Jpn. 1958, 31, 691.

oooooad

0l1-(2-00o0o0booo)-2-0000-000000 2l- gpoOoOooOoBOOOOOOO
ooodoo 1-2-0ooDoboobo)-2-00000000 (3.50 g, 15.40 mmol, OO 0O

yYhoooooooo 0oooooo (3.50 g, 41.91 mmol) O O O BHzO THF (THFO 1.0
M, 60.00 mL, 60.00 mmol) O OO OO OOODO

0 2% Clader, John W.: Berger, Joel G.; Burrier, Robert E.; Davis, Harry R.; Doma
Iski, Martin; et al., J. Med. Chem. 1995, 38, 1600-1607.

oooooad
01-(2-0000000)-3-[1-(2-00000000)-2-0000000]100: 0000
OoADDOCOOO0ODO0OOO0OO0DODDOOoOOoOOoDOoOOo1I-2-00C0cOoO-0o00O0O0)-2-0000 -
0o0ooDoo0ooooDoooo0ooDooO0o0oooDooo0oo0oDooo0oooDoooooDood
00 (1.62 g, 10.00 moDO DO O0DO0DOOOO ODODOODOODOO (1.00 g, OO 90%,
9.05mmol) OODODODOODODODODOOOODO (3.00mL, 16.81 mmol) OO O OODO
00000000 : *H NMR (300 MHz, DMSO-dg) & ppm 2.72 (dd, J=13.63, 8.65 Hz, 1
H) 2.92 (dd, J=13.49, 5.28 Hz, 1 H) 3.15 (q, J=5.28 Hz, 1 H) 3.24 (q, J=5.18 Hz
, 1 H) 3.79 (s, 3 H) 4.21 (t, J=5.13 Hz, 1 H) 4.37 (t, J=4.98 Hz, 1 H) 5.15 (td,
J=8.72, 5.42 Hz, 1 H) 6.15 (t, J=5.72 Hz, 1 H) 6.42 (d, J=9.09 Hz, 1 H) 6.86 (t
, J=7.48 Hz, 1 H) 6.95 (d, J=8.21 Hz, 1 H) 7.08 (d, J=7.04 Hz, 3 H) 7.13 - 7.24
(m, 4 H).

ogooooad

goooao
l Br
N
H

01-[1-(3-0000000)-2-0000000]-3-(2-0000000)00000:
0D000000BIOOOOOOOOOODOOODOS3-00000000 00000000
0000000O03-000-N-0000-N-00000000001-(@-0000000)-2
-000000000001-(3-0000000)-2-00000000000000000
Doooao

Do0o0o00
03-000-N-0000-N-000000000:0000B0000000000000
000000003-00000000 0000 (5.00 g, 22.78 mmol)IN,0-0 00 OO
00000000 (3.50 g, 35.88 mmol)O EtgN (16.00 mL, 0.11 mol) 0O OO OO OD
MAPOOOODOODOODOODOO0DO0: *H NMR (300 MHz, DMSO-dg) & ppm 3.24 (s, 3 H)
3.52 (s, 3 H) 7.40 (t, J=7.77 Hz, 1 H) 7.57 (d, J=7.62 Hz, 1 H) 7.68 (d, J=7.92
Hz, 1 H) 7.70 - 7.73 (m, 1 H).

Do0o0o0ao

0D1-(3-0000000)-2-0000000022: 000000BI00000000000
00000000003-000-N-0000-N-000000000 (22.78 mmol, 00O

(o]
FV\N /U\
H
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Ylooooooooooooooooo (THFO 2.0 M, 20.00 mL, 40.00 mmol) OO OO

0000000000 : *H NMR (300 MHz, DMSO-dg) & ppm 4.42 (s, 2 H) 7.19 - 7.35
(m, 4 H 7.39 - 7.54 (m, 1 H) 7.84 (none, 1 H) 8.05 (nhone, 1 H) 8.18 (nhone, 1 H

).

0 22 Christy, M.E. et al., J. Med. Chem. 1977, 20, 421-430.

oooooao

01-GB-0000Db0o0)-2-000000D00ODO0O:- 0000D0OBOODODODODODODOO

001-GB-0o0o0boooo)-2-00000000 (@22.78 mmol, OO OO ODOODOODOO

O 0ooOoooO0 (3.50 g, 41.91 mmol) O O O BHzO THF (THFO 1.0 M, 60.00 mL, 60.

0Oommol) 0D DDODOODDDOOODOD: M NMR (500 MHz, DMSO-dg) & ppm 2.73 - 2
.86 (m, 2 H) 4.07 (t, J = 7.33 Hz, 1 H) 7.11 - 7.19 (m, 2 H) 7.21 - 7.31 (m, 3 H

) 7.35 - 7.40 (m, 3 H) 7.55 (s, 1 H).

ocooooao

01l-[1-GB-00ooooo)-2-00000O0O0O]-8-(2-0000O0O0O)Y OO0 :- 00000
JADO0DO0D0DO0ODOOoODOoooDooDooDooDoD1-@B-00Do0oooo)-2-0000000
Oo0o00DDODO0O0000O0oooooODDDODOoOoDO0DoOooooooooDoDoooooOog

1.62 g, 10.00 mo) D ODODODODODODO ODODODODO (1.00 g, OO 9%, 9.05

mmol) OO O ODDOODODODODODOOODOODO (3.00mL, 16.81 mmol) DO OO ODOODOO
00000 : *H NMR (500 MHz, DMSO-dg) & ppm 2.86 - 2.95 (m, 2 H) 3.18 (g, J=5.2

1 Hz, 1 H) 3.24 (g, J=5.37 Hz, 1 H) 4.26 (t, J=5.13 Hz, 1 H) 4.35 (t, J=5.13 Hz,
1H) 4.85 - 4.90 (m, 1 H) 6.10 (t, J=5.86 Hz, 1 H) 6.57 (d, J=8.30 Hz, 1 H) 7.1

7 (t, J=7.81 Hz, 3 H) 7.22 - 7.28 (m, 4 H) 7.39 (dt, J=4.39, 2.20 Hz, 1 H) 7.46
(s, 1 H).

ogooooao

ooooao

Me

NS
F‘\/‘“'NJ'LN
4

H H
01-(2-000000D0)-3-[1-(¢-0000000)-2-0000000]100000 :
oodoooodBOOO0OOOO0OODDOOOODOO4-0000C00O0OD DOOODOOO
0o0oobo0ooo0o04-000-N-O0D00D0-N-ODO0D0O0D0OODOO0OO0O1-4-OD00O0OOO)-2
-000o0o0o0o0oDooDo01-@-0coooooo)-2-000000D00O00ODOODOODOO
ooooao

oooooad

04-000-N-0000-N-O00000O0O0O0O02: 0000BOOOOOOOOOOOO
00 ODo0DoOOooooD4-000DO0OO0O00 DOOoO (5.00 g, 32.34 mmol)O N,0-O0 O O
OO0O0o0OO0O0O0OO0OD0 (3.50 g, 35.88 mmol)d EtgN (16.00 mL, 0.11 mol) OO O OO
OODMAPO O D OO DOOOO

0 22 Turnbull, Kenneth; Sun, Congcong; Krein, Douglas M., Tetrahedron Lett. 1998
39, 1509-1512.

ooooo

1-4-00o0oooo)-2-00000000 24- 00000 0OBOOODOOOOODOOO
oo0oooDo0ooo04-000-N-ODO0O0O-N-OOOOODOOO (32.34 mmol, OO O
00Obo0o0oo0oooDoooobooboooog (THFEO 2.0 M, 18.00 mL, 36.00 mmol) OO OO
000000000 : H NMR (300 MHz, DMSO-dg) & ppm 2.35 (s, 3 H) 4.32 (s, 2
H) 7.20 (s, 8 H) 7.21 - 7.33 (m, 8 H) 7.93 (d, J=8.21 Hz, 1 H).

0 24 Karaman, Rafik; Fry, James L., Tetrahedron Lett. 1990, 31, 941-944.
oooooad
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0l1-4-0o0ooooo)y-2-0000000000 25 gpoooOoOBOOOOOOOOO
0o001-4-00D000O0Oo)-2-00000000 (@B2.3dmmol, ODODO)ODOODODOO
OO0 ODoODODOO0OO0O0 (3.50 g, 41.91 mmol) OO O BHzO THF (THFO 1.0 M, 60.00 mL,
60.00 nmol) DO D OOO0O0OOOODDDO0: *H NMR (300 MHz, DMSO-dg) & ppm 2.24
(s, 3H) 2.70 - 2.86 (m, 2 H) 3.98 (t, J = 7.03 Hz, 1 H) 7.03 - 7.13 (m, 5 H) 7.
15 - 7.21 (m, 4 H).
0 2° Gyenes, Ferenc; Bergmann, Kathryn E.; Welch, John T., J. Org. Chem. 1998, 6
3, 2824 - 2828.
ogooooao
01-(2-0000000)-3-[1-(4-0000000)2-0000000]100: 00000
DA 00000 DOo0oDOoooDooDooDooDoD1l-@-0noDo0oooo)-2-0000000
gopoos.00g, OO0, 00D0O0O0OD0DDOD0ODDODDODUODDLDODUODUODDOUODDDOUODDOO
oopooooo (.e2 g, 10.00mmoDHIOODODODDODODODODOD ODODODO (1.00g
, 0O090%, 9.05 mmol) DD 0D ODODODODODODODOOO (3.00 mL, 16.81 mmol) O
0000000000000 : *H NMR (300 MHz, DMSO-dg) 3 ppm 2.24 (s, 3 H) 2.89
(d, J=7.62 Hz, 2 H) 3.15 (q, J=5.18 Hz, 1 H) 3.24 (q, J=5.28 Hz, 1 H) 4.21 (t, J
=4.98 Hz, 1 H) 4.37 (t, J=5.13 Hz, 1 H) 4.75 - 4.88 (m, 1 H) 6.02 (t, J=5.72 Hz,
1 H) 6.43 (d, J=8.50 Hz, 1 H) 7.05 - 7.15 (m, 7 H) 7.18 - 7.23 (m, 2 H).
ogooooao
ooooao

i Me
0
F\/\N JJ\N
H

N
01-(2-0000000)-3-[1-(3-0000000)-2-0000000]00000 :
gooooooBO0U0OOd0U0OoOooOooDoOoOboDboDoo3-00ooooo0 oDobooobooaod
0oo0oDoo0ooo03-000-N-O0000-N-OO000D00D0D001-GB-0000000)-2
-000o0o0o0ooDooDo1-GB-0obooooo)-2-000000D00O00O0ODOODOODOO
ooooao

oooooad

03-000-N-0000-N-0000000002%: 0000BOOOOOOOOOOOO
0o0Do0o0oooooo3-00b00bO0b00 DobOo (5-.00 g, 32.34 mmol)ON,0-0 00O 0O
oooooODOOO0 (3.50 g, 35.88 mmol)O EtgN (16.00 mL, 114.79 mmol) O OO0 OO
OODMAPO O D OO OOOO

0 26 ottosen, Erik Rytter; Soerensen, Morten Dahl; Bjoerkling, Fredrik; Skak-Nie
Isen, Tine; Fjording, Marianne Scheel; Aaes, Helle; Binderup, Lise, J. Med. Chem
. 2003, 46, 5651 - 5662.

gooooad

01-GB-00o0Doboo)-2-00000000 27 00000 0BOOODOOOOOOOO
000 ODO0DOO0ODOO0OO03-000-N-0000-N-0000D00DOO0O0O (32.34 mmol, OO
O0)yooooooooooooooooo (THFO 2.0 M, 18.00 mL, 36.00 mmol) O O O
00000000000 : *H NMR (300 MHz, DMSO-dg) & ppm 2.36 (s, 3 H) 4.37 (s,
2 H) 7.20 - 7.35 (m, 7 H) 7.41 - 7.48 (m, 1 H) 7.86 (s, 1 H).

0 27 otter; Shriner, J. Am. Chem. Soc. 1951, 73, 887-888.

ogooooad

01-GB-00b00bOoo)-2-0 000000000 28- gpQoOUOO0OBOOOOOOOOO
0001-GB-00Db0b0Ooo)-2-00000000 (32.3d mmol, ODODO)H)ODODODODOO
OO0 oo0O0oo000 (4.00 g, 47.89 mmol) O O O BHgzO THF (THFO 1.0 M, 60.00 mL, 6
0.00 mmol) 0OOOOOOOOODDDO0 : *H NMR (300 MHz, DMSO-dg) & ppm 2.25 (
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1, 3H) 2.72 - 2.85 (m, 2 H) 3.94 - 4.00 (m, 1 H) 7.07 - 7.17 (m, 8 H) 7.19 - 7.
25 (m, 1 H).
0 28 Dpainippon Pharm.; BE 845638 1977; Chem.Abstr. 88, 22977.
0oooooo
01-(2-0000000)-3-[1-(3-0000000)-2-0000000]J00: 00000
OAD0DO0DDO0D0O0O0DO0O0O0OO0D 0000001-GB-0000000)-2-000000
000003.00g, 000, 000000000000 O0O0D0O0DOO0OO0DOO0OOO0DOO0ODO
00000000 (.62 g, 10,00 moDO DD O0ODOODOOD OO0DO0OOOOO (1.00
g, 0090%, 9.05 mmol) 00D O0DCOO0DO0ODODODOOOO (3.00 mL, 16.81 mmol)
000000000000 00: H NMR (300 MHz, DMSO-dg) & ppm 2.26 (s, 3 H) 2.8
2 - 2.97 (m, 2 H) 3.15 (q, J=5.18 Hz, 1 H) 3.24 (q, J=5.28 Hz, 1 H) 4.21 (t, J=5
.13 Hz, 1 H) 4.37 (t, J=4.98 Hz, 1 H) 4.77 - 4.92 (m, 1 H) 6.02 (t, J=5.86 Hz, 1
H) 6.45 (d, J=8.50 Hz, 1 H) 6.97 - 7.09 (m, 3 H) 7.10 - 7.25 (m, 6 H).
0oooooo

gboood
Cl

N
Faoy A
)

NN
01-[1-(3,4-00000000)-2-0000000]-3-(2-0000000)00000 :
0D000000BOOOODOODOODOODOODODODS3,4000000000 0OO0OO0O0O
000000000 01-3,4-00000000)-2-000000000001-(8,4-00
000O000)-2-0000000000000000000000
oooooQ
01-(3,4-00000000)-2-00000000:000000B00000O00O000O
O
O
O
O
O

Cl

000O00000003,4-000000000 0000 (5.00 g, 23.87 mmol)O N,O-

000000000000 (3.50 g, 35.88 mmol)0 EtgN (16.00 mL, 0.11 mol)O O O

ODMAPO 00D DOODO0DOODOCODOOCODOO (THFO 2.0 M, 14.30 mL, 28.60 mmol) O

Doooooo

0oooo
01-(3,4-00000000)-2-0000000000:000000B0000000
000001-@B8,4-00000000)-2-00000000 (23.87 mmol, OO0 )J0O0O
000000 0000000 (4.00 g, 47.89 mmol) O O O BHgO THF (THFO 1.0 M, 60.
00 mL, 60.00 mmol) 0 0000000000000 : *H NMR (300 MHz, DMSO-dg) & pp
m 2.77 (dd, J=13.34, 8.65 Hz, 1 H) 2.87 - 2.98 (m, 1 H) 4.17 (dd, J=8.65, 5.13 H
z, 1 H) 7.12 - 7.18 (m, 3 H) 7.20 - 7.33 (m, 4 H) 7.35 - 7.39 (m, 1 H).
oooooo
01-[1-(3,4-00000000)2-00000007-3-(-0000000)00: 000
D00DADDCODOCOODCOODOODOODODOOOODOD1-(3-0000000)-2-00000
DO0oO00 (8.00g, 000, 00000000000 O0DO00OOD0OODOODOODOOO
000000000 (@.62g, 10,00 moDO DO ODCOOCOODCOOCD DOODOODOO (L.
00 g, JO90%, 9.05 mmol) 00D O0ODOD0OODODO0OODOODOODO (3.00 mL, 16.81 mmol)

000D0D00000D00000: *H NMR (300 MHz, DMSO-dg) & ppm 2.86 - 2.96 (m,
2 H) 3.07 - 3.17 (m, 1 H) 3.20 - 3.30 (m, 1 H) 4.21 (t, J=4.98 Hz, 1 H) 4.33 - 4
43 (m, 1 H) 4.81 - 4.96 (m, 1 H) 6.11 (t, J=5.72 Hz, 1 H) 6.57 (d, J=8.21 Hz, 1
H) 6.99 (s, 1 H) 7.14 - 7.29 (m, 4 H) 7.48 - 7.63 (m, 3 H).
oooooo
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01-[1-(2-0000000)-2-00000007-3-(-0000000)00000 -
Ooo0ooo0oo0ooBOO0OO0OOOOOOODOOODOOO 200000000 OOoOOOOao
ooodooooooDi1l-k-000D0O00O)-2-000000000D001-2-0O0D0O0DOO0
O0)-2-0 0000000000 DO0ODOOOO0ODOODOO
ooOoooao
0i1-2-0oooboo)-2-00000000 2°- gpopoOoO0OO0OBIOOODOOODODOO
0000000 ooDOo2-00000000 ODODOO (5.00 g, 28.57 mmol)O N,0-O0 0O 0O
oooooboDoboOoO0O00 (3.50 g, 35.88 mmol)O EtsN (16.00 mL, 0.11 mol)O O O O O DM
APOODODODOOOODODODODODODOO (THFO 2.0 M, 14.30 mL, 28.60 mmol) OO O O
0000000000 : H NVR (300 MHz, DMSO-dg) & ppm 4.26 (s, 2 H) 7.22 - 7.32
(m, 6 H) 7.34 - 7.40 (m, 33 H).
0 2° Jenkins; Richardson, J. Am. Chem. Soc. 1933, 55, 1618-1619.
oooooao
01-(2-0000D000)-2-00000000DO0O:-00000O0BOODODODOODODOAO
001-2-000o0ooo)-2-00000000 (3429, 14.83 mmoDD 0O ODODODOO
O 0oo0o0ooo0 (2.50 g, 29.93 mmol) O O O BHzO THF (THFO 1.0 M, 50.00 mL, 50.
00mmol) DDOOODDOODDOODD: H NVMR (300 MHz, DMSO-dg) & ppm 2.65 (dd
, J=13.49, 9.38 Hz, 1 H) 3.14 (dd, J=13.49, 3.81 Hz, 1 H) 4.65 (dd, J=9.38, 3.81
Hz, 1 H) 7.18 - 7.31 (m, 8 H) 7.56 (dd, J=7.62, 1.76 Hz, 1 H).
OoOooonoad
01-[1-2-0000000)-2-00000007-3-(2-0000000)I0:00000
JADDD0DO0O0DO0DOoDoDoooooDooDooDoD1-GB-000oooo)-2-0000000
0000000 ooDooDOoDbOOo0o0oooo0oDooDooDOobDOoooooooDooooon ¢
1.62 g, 10.00 moDH)OODODODOODODODO ODODOODOODO (1.00 g, O0O90%, 9.05
mmol) OO ODODDODODODODOODOOODO (3.00mL, 16.81 mmol) DODOOODOODOO
00000 : *H NMR (300 MHz, DMSO-dg) & ppm 2.68 - 2.83 (m, 1 H) 2.93 (dd, J=13
.78, 4.40 Hz, 1 H) 3.14 (q, J=5.28 Hz, 1 H) 3.19 - 3.28 (m, 1 H) 4.20 (t, J=4.98
Hz, 1 H) 4.36 (t, J=5.13 Hz, 1 H) 5.23 (dt, J=12.97, 4.65 Hz, 1 H) 6.11 (t, J=5
.72 Hz, 1 H) 6.66 (d, J=8.50 Hz, 1 H) 7.15 - 7.31 (m, 6 H) 7.31 - 7.46 (m, 3 H).
gooooad

gboooad

O
F\/\N)LN
H H

oi1-gq-0oogoooo-2-0000000)-3-(k-000b00DO0OoOg)oDOOO:
gbooboooospboboboooboobob obOo ocoooboobobooboo bobao
oooooooooboo 1-bbooobob-2-00000000 DOO 1-0DO0O0OO
gb-2-000000000D0000DOO0OO0OOOOD0OO

gbooooao

01-0000000-2-000000003°: 000000B000000D0O0OO0O0O0O0
O OoooOobOOO0oO0O0oooooooboooDboDbD oooOg (5.00 g, 34.10 mmol)O N,0-0O
oooooOoooOooboO0 (5.00 g, 51.26 mmol)O EtgN (16.00 mL, 0.11 mol)O 0O O
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OODVAP D00 0O0O00DDO0OO0ODDO0OO0OODOO (THFO 2.0 M, 20.50 mL, 41.00 mmol)
00000000000000: *H NMR (300 MHz, DMSO-dg) & ppm 1.19 - 1.31 (m, 3
H) 1.56 - 1.71 (m, 2 H) 1.72 - 1.88 (m, 5 H) 3.63 - 3.78 (m, 3 H) 7.18 (d, J=7.

62 Hz, 2 H) 7.23 - 7.38 (m, 3 H).

0 3° Inaba, Shin-ichi; Rieke, Reuben D., J. Org. Chem. 1985, 50, 1373-1381.
oooooo

01-0000000-2-0000000000%: 000000B000D000O0DO0O0OD
0 1-0000000-2-00000000 (OO0, 00000000 D0)00D0000
000 DODO0DOOO0O0 (5.00 g, 59.87 mmol) O OO BHyO THF (THFO 1.0 M, 80.00 mL
, 80.00 mmol) 0D DO OOODDDOOOOD: *H NMR (300 MHz, DMSO-dg) & ppm 1.14 -
1.30 (m, 6 H) 1.74 - 1.85 (m, 4 H) 2.33 - 2.46 (m, 1 H) 2.77 - 2.92 (m, 2 H) 7.1

7 - 7.33 (m, 5 H).

0 31 Ghosh, P. et al., Arzneim. Forsch. 1978, 28, 1561-1564.

oooooo

0 1-(1-00D00000-2-0000000)-3-(2-0000000)00:000000A
0000000000000 D0 DO00000 1-0000000-2-000000000
0 0000000000000 0000000000000000000O00o0g (1.8

0g, 11.09mmoDIDO0CDOCOD0ODOD DOODDODODO (1.20 g, OO 90%, 10.85 mm

o) 00D 0DO0DO0DO0DDODODOODO (3.00mL, 16.81 mmol) DO D OODODOOO
0000 : *H NMR (300 MHz, DMSO-dg) & ppm 1.01 - 1.14 (m, 4 H) 1.24 (m, 1 H) 1.

70 (m, 4 H) 2.49 (m, 2 H) 2.53 (d, J=8.80 Hz, 1 H) 2.70 (dd, J=13.78, 5.57 Hz, 1
H) 3.08 - 3.20 (m, 1 H) 3.21 - 3.28 (m, 1 H) 3.65 (ddd, J=13.85, 8.87, 5.42 Hz,
1 H) 4.20 (td, J=9.60, 4.25 Hz, 1 H) 4.36 (td, J=9.53, 4.40 Hz, 1 H) 5.80 (d, J

=9.09 Hz, 1 H) 5.88 (t, J=5.72 Hz, 1 H) 7.11 - 7.26 (m, 5 H).

oooooo

ooogoao

o}

F\/\NJLN
H H

01-(1-0000000-2-0000000)-3-(-0000000)10000:
0U000000BOODOOODODOODOO D00 0O0O0O0DO0O0O0OO0OO0OO0OO0 0000
000000000000 1-(2-0000000)-2-00000000 000 1-(2-0
000000)-2-0000000000000000000000A0
oooooo
01-0000000-2-000000003%: 000000B0000000O0O0O0O0O0
0 0000000 000000000000 0000 (4.60 g, 34.69 mmol)O N,O-
0000000000000 (5.40 g, 55.36 mmol)J EtsN (20.00 mL, 0.14 mol)d O
O0OODMAP 000 O0D0O0DO0O0D0DOOODOO (THFO 2.0 M, 21.00 mL, 42.00 mmol
)OODODODODDODODOODOOO: *H NMR (300 MHz, DMSO-dg) & ppm 1.52 - 1.87 (m,
8 H) 3.69 - 3.74 (m, 3 H) 7.16 - 7.37 (m, 5 H).
0 32 Selikson; Watt, J. Org. Chem. 1975, 40, 267.
0oooooo
01-0000000-2-0000000000:000000B00000DO0O0OO0OO0
1-0000000-2-00000000 (OO0, 000000000)I00O00O00O0
O 0oDoDooogo (5.00 g, 59.87 mmol) O O O BHsO THF (THFO 1.0 M, 80.00 mL, 80
.00 mmol) 00000000 D0OO0O0O0OO: *H NMR (300 MHz, DMSO-dg) & ppm 1.21 -
1.36 (m, 2 H) 1.52 - 1.68 (m, 4 H) 1.73 - 1.87 (m, 2 H) 2.34 - 2.51 (m, 2 H) 2.8
0-2.96 (m, 2 H) 7.18 - 7.33 (m, 5 H).
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0DO0o0o0oo

1-(1-0000000-2-0000000)-3-(2-0000000)I0: 000000A
0000000000000 000000 1-0000000-2-0000000000

(3.00g, 000, 0000000000000 O00O0O00OO0O0OOOOOOOOOO
0000 (1.62 g, 10.00 moNO DD O0O0OO0OO0ODODO 0OOOO0OOOO (1.00 g, O
90%, 9.05 mmol) 000 0O0OO0ODOOOOOODOO (3.00mL, 16.81 mmol) O OO
0000000000 : *H NMR (300 MHz, DMSO-dg) & ppm 1.24 (m, 2 H) 1.34 - 1.
47 (m, 2 H) 1.47 - 1.63 (m, 4 H) 1.77 (m, 1 H) 2.51 - 2.61 (m, 1 H) 2.64 - 2.75
(m, 1 H) 3.16 (q, J=5.47 Hz, 1 H) 3.22 - 3.29 (m, 1 H) 3.73 (dt, J=14.44, 7.29 H
z, 1 H) 4.14 - 4.28 (m, 1 H) 4.37 (ddd, J=9.60, 7.55, 4.25 Hz, 1 H) 5.80 (d, J=9
.09 Hz, 1 H) 5.90 (t, J=5.72 Hz, 1 H) 7.06 - 7.19 (m, 3 H) 7.19 - 7.33 (m, 2 H).

OOoooooog

oooooad
00000000001,2-0000000000000000000000 C :
ooooao
2 O
]/\~\|~.WR arelL, | D R . O Arg
!jff 50Ck /Phits - [ i C BFIR b ?\_,/\N,“\N Ary
BT, 4 B5RR o H H
HOLGC
oooooao
0ooDoooooooD (24 00) 000 DODOODODODDODODODODODODOOD4DO
gofdoooooooooooooooooooboooB oo oooooooOooodn
goooooboooobooouooooooaa
ogooooao
ooooao
o] |
H H

‘i.ﬂ F
01-(2-0000000)-3-[2--00000000)-1-0000000]00000 :
00Do0o0O0oo000 000 (k-000bo0booo)ooooooDooDOoboo cooao
ooooooooo 2--000DO0O0ooOoo)-1-0000O0O0o0DO ooo 2--000
ooooo)-1-oooooboooooDooDooooooooan

oooooao

02-(2-00000000)-1-000D0O0O00O0O0O 3: goooOoOOo -00D00o0ooag
0)o o (10.00 g, 64.88 mmol)D OO OO OOOO (10.00 mL, 137.09 mmol)OO N,O-
ocoooooboDOoO0oO0OO0oO0oO0og (5.00 g, 51.26 mmol)d EtgN (20.00 mL, 0.14 mol)O O
OODODMAP ODOD ODODODODOODODOO ODOO (THFO 2.0 M, 12.00 mL, 24.00 mmo
DHDO0ODODO0DDODOD0DODODODO cOOobDOooDOooooOooDooDooDOooDoOooDooooan: H N

MR (300 MHz, DMSO-dg) & ppm 4.46 (s, 2 H) 7.11 - 7.19 (m, 3 H) 7.25 - 7.35 (m,

3 H) 7.54 (t, J=7.77 Hz, 1 H) 7.62 - 7.68 (m, 1 H) 8.02 - 8.09 (m, 1 H).

0 33 Sternbach et al., J. Org. Chem. 1962, 27, 3781-3786.

ogooooad

0d2-(2-0000bOdoo)-1-0000O0DOO0ODOO0: DOoODOoOoOoOO 2-R-00O00D0O0O

ooo)-1-oo0oooboob (ob, 00000 D0DODOO)YOoOODOoODOODODODO ODbOo

0000 (3.00 g, 35.92 mmol) O O O BHgOd THF (THFO 1.0 M, 60.00 mL, 60.00 mmol)
ddddoooooob cuoooooooaao

oooooao

01-(2-0000000)-3-[2-(2-00000000)-1-00000007100: 00O

odood2-k-00bo0oooo)-1-0b0o0boo0oo0ooDO0 (oo, oooDOooDOoooao
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00000000000000000000000000 (1.62 g, 10.00 mmol)O O O
00000000 0000000 (1.00 g, O0O090%, 9.05 mmol) 00O 000000
0000000 (3.00mL, 16.81 mmol) 00O COODOODCOOOODADDDOOOODOOOO
0000000000000 : *H NMR (300 MHz, DMSO-dg) & ppm 2.94 (d, J=6.16 Hz,
2 H) 3.07 - 3.19 (m, 1 H) 3.20 - 3.33 (m, 1 H) 4.20 (t, J=4.98 Hz, 1 H) 4.36 (t
, J=5.13 Hz, 1 H) 4.86 - 5.00 (m, 1 H) 6.07 (t, J=5.57 Hz, 1 H) 6.57 (d, J=8.80
Hz, 1 H) 6.99 - 7.13 (m, 2 H) 7.16 - 7.31 (m, 7 H).

Dooooo

ooooo

® i
LS
F‘v’”‘N’H‘N F

H H
DoooO

0
ON-(2-0000000)-N-[2-(3-00000000)-1-00000007100000:
00000000 000 @B-0ooooooo)yoooooooooooo cooao
ooooooooo 2-@B-000O0OooDOooD)-1-00O0O0O0DO0OD0O OoOooO 2-@GB-000
00000 )-1-00000D0b0000oo0Doo0DOobO0obOooooan
gooooad
0d2-GB-00o0Do0booo)-1-00bo0dboooaad 4. QpUOoOoO0O G-0o0ooooad 20
0O)JO0 (5.00 g, 32.44mmol)0 ODOOODDOOO (5.00 mL, 68.55 mmol)d N,0-0 O
ocoooooooooo (5.00 g, 51.26 mmol)O EtgN (20.00 mL, 0.14 mol)O O OO
ODMAP O OO ODOODODODODO ODOODO (THFO 2.0 M, 18.00 mL, 36.00 mmol)
00000000000 CcO0OO0D00000000000000000000 : *H NMR
(300 MHz, DMSO-dg) & ppm 4.43 (s, 2 H) 7.01 - 7.16 (m, 3 H) 7.27 - 7.39 (m, 2 H
) 7.40 - 7.49 (m, 1 H) 7.49 - 7.58 (m, 1 H) 7.59 - 7.70 (m, 1 H) 8.03 (dd, J=8.3
5, 1.32 Hz, 1 H).
0 34 Fischer et al., J. Chem. Soc. 1962, 3318-3319.
gooooad
02-GB-00oDobooo)-1-00D0o0DOoDO0ObOo0: DbOoboboooOo 2-@-00000 30
oobo)-1-oo0ooooob (obh, 000D00D0DO0ODO)YOoODODOoODOODODOO OobOd
o000 (3.00 g, 35.92 mmol) O OO BHzO THF (THFO 1.0 M, 50.00 mL, 50.00 mmol)
00000000000 cO0O000000000000: *H NMR (300 MHz, DMSO-dg
)& ppm 2.73 - 2.89 (m, 2 H) 4.03 (br s, 1 H) 6.91 - 7.06 (m, 4 H) 7.18 - 7.35
(m, 4 H) 7.56 - 7.71 (m, 1 H).
gooooad
01-(2-0000000)-3-[2-(3-00000000)-1-0000000]00: 000
oobod 2-B-00000O0DOO)-1-O00O00O0D0O0ODOOD (OO, 00O0D0O0ODOODAO
0ooooooooDooDo0D0 Dooooooooooo (.62 g, 10.00 mmol)O O
0doooooooo0 oboooood (.00 g, O0O9%0%, 9.05 mmol) OO O ODOODOO 40
opoDooooog (3.00mL, 16.81 mmol) 0D O ODODODOODODODAODODODODAO
00000000000 000: *H NMR (300 MHz, DMSO-dg) & ppm 2.87 - 3.00 (m, 2
H) 3.16 (g, J=5.08 Hz, 1 H) 3.25 (q, J=5-28 Hz, 1 H) 4.21 (t, J=5.13 Hz, 1 H) 4
.37 (t, J=4.98 Hz, 1 H) 4.81 - 4.95 (m, 1 H) 6.05 (t, J=5.72 Hz, 1 H) 6.52 (d, J
=8.80 Hz, 1 H) 6.91 - 7.01 (m, 3 H) 7.16 - 7.32 (m, 6 H).
gooooad
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ogoooad

0 I

F
F\v/ﬁ\N’u‘N iiln
H

H
01-(2-0000000)-3-[2-@-00000000)-1-0000000]100000 :

00000000 000 G-oooooooo)yooooooooooooo cooao
ooooooooo 2-@-000o0ooDOoOo)-1-00O0O0O0OD0O OO0 2-@4-000
0oDo0o0O0O)-1-00000DbO000O0oo0DooODOobOO0obOooooan
gooooad
02-4-000o0boocoo)-1-0ooo0booooad 5. gpopooooO @G-ooooooad
0)0 O (5.00 g, 32.44mmoD0 OUOO0 OO0OO0O (5.00 mL, 68.55 mmol)d N,0-0
ocooooobooooog (5.00 g, 51.26 mmol)O EtzN (20.00 mL, 0.14 mol)O OO
OODVMAP O OO DODODOODOODO ODOOO (THFO 2.0 M, 18.00 mL, 36.00 mmol)
00000000000 COO000000000D0000000000000 : *HNMR
(300 MHz, DMSO-dg) & ppm 4.39 (s, 2 H) 7.08 - 7.17 (m, 2 H) 7.19 - 7.31 (m, 3
H) 7.58 - 7.74 (m, 2 H) 8.03 (d, J=8.21 Hz, 2 H).
gooooo
02-4-0000D00OO0O)-1-00O00O0O0DOODOO 35 poooooao 2-(4-000 0
oooo)-1-00oooodDb0 (0D, 00000000 O0) DOooDOooOOooOoo 0O
oooooOO0 (4.00 g, 47.89 mmol) O OO BHzO THF (THFO 1.0 M, 50.00 mL, 50.00 m
mol) DODOODODOODODOO CcOOOOOOODOO
0 3° Gee, Kyle R.; Barmettler, Peter; Rhodes, Michael R.; McBurney, Robert N.; R
eddy, N. Laxma; et al., J. Med. Chem. 1993, 36, 1938-1946.
gooooo
01-(2-0000000)-3-[2-(4-00000000)-1-0000000]00: 000
000 2-4-000o0oooOOo)-1-00o0o0ooDooDoo0 (oo, 00OooDooDOooao
0dooooooooDooDOodDbO0 bobooooooooo (.62 g, 10.00 mmo)O O
00Do00o00oooo0 ODooooogd (.00 g, O0O90%, 9.05 mmol) DO DO ODOODOO
ooooooog (3.00mL, 16.81 mmol) DD ODODODODDODODODAODODODODOO
00000000000 000: *H NMR (300 MHz, DMSO-dg) & ppm 2.81 - 2.96 (m, 2
H) 3.16 (q, J=5.47 Hz, 1 H) 3.25 (q, J=5.37 Hz, 1 H) 4.21 (t, J=5.13 Hz, 1 H) 4
.37 (t, J=5.13 Hz, 1 H) 4.75 - 4.89 (m, 1 H) 6.04 (t, J=5.72 Hz, 1 H) 6.49 (d, J
=8.50 Hz, 1 H) 6.94 - 7.08 (m, 2 H) 7.11 - 7.19 (m, 3 H) 7.21 - 7.28 (m, 4 H).
gooooo
googoao

e

o] F

F\/"‘NJ‘N
9

H H
01-[1-(3-000-2-00000000)-2-00000007-3-(2-0000000)00
000 :

00000000 000 3-000-2-0000000000000000000CO0
0000000000 1-(3-000-2-00000000)-2-00000000 000 1
-(3-000-2-00000000)-2-0000000000000000000000
Do0oo0Q

0D01-(3-000-2-00000000)-2-00000000: 0000000 3-000-2
-00000000 (10.00 g, 57.29 mmol)0 O0OO0 OOOO (10.00 mL, 137.09 mm
o)J N,0-0D0O00D0O00D000O000 (5.00g, 51.26 mmol)d EtgN (20.00 mL, 0.14
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mol)D ODOOODMAP OOD 00ODC0OODOOOOOOOOO (THFD 2.0 M, 20.00 mL,
40.00 mmol) 00 OD0DODO0DODOODOD COODDOOOODOODOOODOOOOOO OO0
00 : TH NMR (300 MHz, DMSO-dg) 4.33 (d, J=1.76 Hz, 2 H) 7.19 - 7.35 (m, 6 H) 7.
82 (t, J=7.33 Hz, 2 H).

oooooo

01-(3-000-2-00000000)-2-0000000000: 0000000 1-(3-
000-2-00000000)-2-00000000 (OO, 000000000) 00
0000000 0000000 (3.00 g, 35.92 mmol) O OO BHgO THF (THFO 1.0 M,
60.00 mL, 60.00 mmol) 000 OO0OODDOODO0OOD CO0DODDOODOOOOOODOO: K
NMR (300 MHz, DMSO-dg) & ppm 3.30-3.39 (m, 2 H) 4.29 (t, J = 4.98 Hz, 1 H) 7.06
-7.08 (m, 2 H) 7.16-7.25 (m, 3 H) 7.34-7.39 (m, 3 H).

oooooo
01-[1-(3-000-2-00000000)-2-0000000]-3-(2-0000000)00 =
0ooo000 1-(3-000-2-00000000)-2-0000000000 (OO,
0000000000000 O00O00O000000 000000000000 (1.62 g,
10.00 mmol)J 0 O0O00OOD0OOOOOD 0DOOOOOO (1.00 g, OO 90%, 9.05 mmol)
000 0000000000000 (3.00mL, 16.81mmol) OO OO OOOODOOOA
0000000000 0000000000000: *H NMR (300 MHz, DMSO-dg) & ppm
2.84 - 2.99 (m, 2 H) 3.04 - 3.19 (m, 1 H) 3.21 - 3.29 (m, 1 H) 4.22 (t, J=4.98
Hz, 1 H) 4.38 (t, J=4.98 Hz, 1 H) 5.13 (q, J=7.82 Hz, 1 H) 6.16 (t, J=5.57 Hz, 1

H) 6.67 (d, J=8.21 Hz, 1 H) 7.09 - 7.25 (m, 8 H) 7.41 (t, J=7.48 Hz, 1 H).
oooooo
ooooo

F\/\NLN
H H

01-(2-0000000)-3-[2-0000-1-(2-0000)000]00000:
00000000 0O00 00000-2-00000 000000 O0OO0OO0OO0DOOODOOB
000000000000 2-0000-1-00000-2-000000 D00 2-000
0-1-00000-2-0000000000000000D000OO0

oooooo

02-0000-1-00000-2-000000°%: 0000000 0DO0D0DO00-2-000
OO0 D000 (5.00 g, 34.11 mmol)0 N,0-0 0000000 D00O0O0O (4.50 g, 46.
13 mmol)J EtsN (15.00 mL, 0.11 mol)J OO OODMAP OO0 0000000000
0000 (THFO 2.0 M, 16.00 mL, 32.000 mmol) 0 00O O0OO0DOO0OODOBOODOOOD
00oo0o0oO0DOoDooOoD

0 36 ott; Org. Synth. Isotopes 1958, 152.

oooooo

02-0000-1-00000-2-00000000°%: 0000000 2-0000-1-0
000D0-2-000000 (UOO)0 0ODO0O0DODO0 0UDODO0ODOOODO (4.00 g, 47.8
9 mmol) O O O BHzO THF (THFO 1.0 M, 60.00 mL, 60.00 mmol) 00 OO OO OODOO
OBIODDODODOODOD OOOODO: M NMR (300 MHz, DMSO-dg) & ppm 2.80 - 2.88 (
m, 1 H) 2.91 - 2.98 (m, 1 H) 4.34 (t, J=6.89 Hz, 1 H) 6.81 - 6.95 (m, 2 H) 7.16
(t, J=7.92 Hz, 3 H) 7.21 - 7.30 (m, 3 H).

0 37 Hill; Brooks, J. Org. Chem. 1958, 23, 1289-1290.

oooooo

01-(2-000000D0)-3-[2-0000-1-(2-0000)000]J00: DOoOoooo 2-
0000-1-00000-2-00000000 (OO0, 0000000 D0O0OO0DOO0O0OD0
00000000 000000000000 (1.62 g, 10.00 mmol)d O OO DOODOO
000 00DO0DO0OO0D0 (.00 g, O0O9%, 9.05 mmol) D00 DOODOODOODOOD
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00 (3.00mL, 16.81 mmol) OO O ODCOOCOOCOOCOADDODDOODDOODOOOODOOOO
00000000 : *H NMR (300 MHz, DMSO-dg) & ppm 2.95 - 3.10 (m,2 H) 3.18 (q,
J=5.18 Hz, 1 H) 3.24 - 3.30 (m, 1 H) 4.22 (t, J=5.13 Hz, 1 H) 4.38 (t, J=4.98 Hz
, 1H) 5.09 - 5.22 (m, 1 H) 6.07 (t, J=5.72 Hz, 1 H) 6.50 (d, J=8.80 Hz, 1 H) 6.
88 - 6.97 (m, 2 H) 7.13 - 7.26 (m, 5 H) 7.32 (dd, J=4.54, 1.61 Hz, 1 H).
oooooo

ooooo

CC
P ™n JJ\N
g

H H
01-(2-0000000)-3-[1-(1-0000)-2-0000000]J00000 :
00000000 0O0D0 0D0D00-1-00000 0000000000000 D0OB
000000000000 1-00000-1-00-2-00000000 D00 1-000
00-1-00-2-000000000000000000D000O0
oooooo
01-0000D0-1-00-2-00000000°%8: 0000000 0DO0D0O0D0-1-000
OO0 D000 (5.00 g, 26.23 mmol)0 N,0-0000O0COO0OO0DOOOOO (5.00g, 51.
26 mmol)0J EtsN (16.00 mL, 0.11 mol)0 OO DODODMAP ODOD 0OOODDOOOOODODO
OO0O0O0 (THFO 2.0 M, 18.00 mL, 36.00 mmol) 00 OO ODO0OO0ODDOOOBIODODODOO
00oo0oooO0oD0DOoDooOoD
0 38 Hecht,S.S. et al., J. Med. Chem. 1978, 21, 38-44.

oooooo

1-00000-1-00-2-0000000000°%°: 0000000 1-00000-1-0
0-2-00000000 (COO0)D 0DO00O0OO0DO0OO0 DOOO0OOOO (4.80 g, 57.47

mmol) O O O BHO THF (THFO 1.0 M, 60.00 mL, 60.00 mmol) OO OO0 OO OOODODOB
0ooooooon

0 3° Breon & Co., US 2711428 1948.

oooooo

01-(2-0000000)-3-[1-(1-0000)-2-00000007J00: DO0OO0O0OO 1-
0o000O0-1-00-2-0000000000 (OO0, 00000O0O0DO0ODOO0ODOOOD
00000000 000000000000 (1.62 g, 10.00 mmol)D O OODOODOO
000 0000000 (1.00g, O0O090%, 9.05 mmol) OO0 DOODO0OODODOOD
OO0 (3.00mL, 16,81 mmol) DO ODDODOODDODADODODODODODODOOD
00000000 : *H NMR (300 MHz, DMSO-dg) 3 ppm 2.86 - 3.01 (m, 1 H) 3.09 - 3
.20 (m, 2 H) 3.22 - 3.29 (m, 1 H) 4.20 (t, J=4.84 Hz, 1 H) 4.36 (t, J=4.98 Hz, 1
H) 5.66 - 5.79 (m, 1 H) 6.08 (t, J=5.57 Hz, 1 H) 6.67 (d, J=8.21 Hz, 1 H) 7.05
- 7.19 (m, 1 H) 7.20 - 7.30 (m, 4 H) 7.45 - 7.60 (m, 4 H) 7.80 (d, J=7.62 Hz, 1
H) 7.92 (d, J=7.92 Hz, 1 H) 8.19 (d, J=8.50 Hz, 1 H).

oooooo

ooooo

O
Faagy A i]”

NN T,
01-[1-@B-0000000)-2-(R-0000000)J00]-3-(-0000000)100
oo :

00000000 000 o-000D0O000DDOODODDDOOO CODODDODOOODODOO
000 1-B3-0000000)-2-0-0000000 000 1-(8-0000000)-2-0-
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40
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Oo0ooDDoDOoOo0oo0Doo0oooooooooOooao

ocooooao

01-GB3-00o0D000g)-2-0-00000D0DO: ODODOOODODD o-ODDODOO (5.00 g,
33.30 mol)O0 ODOOO ODODOO (5.00 mL, 68.55 mmol)O N,0-0 0 00O OOOO
o000 (5.00 g, 51.26 mmol)O EtsN (20.00 mL, 0.14 mol)O O OO ODMAP OO O

3-00000oooooooo ooog (THFO 0.5 M, 50.00 mL, 25.00 mmol) OO O
00000000 cO000D00000D00000D0000D00000 : *H NMR (300 M
Hz, DMSO-dg) & ppm 2.13 (s, 3 H) 4.45 (s, 2 H) 7.05 - 7.19 (m, 4 H) 7.23 - 7.38
(m, 1 H) 7.58 (t, J=7.92 Hz, 1 H) 7.94 - 8.08 (m, 2 H).

ocooooao

01l-B8-0o0ooooo)-2--000000DO00O0: ODDODDOODOOO 1-B-00DODOOO
0)-2-o-0000000 (OO, 000000000 DOODDOOOO ODOOO
OO0 (3.50 g, 41.91 mmol) O O O BHzO THF (THFO 1.0 M, 60.00 mL, 60.00 mmol)
00000000000 CO0O0000000 00000 : *H NMR (300 MHz, DMSO-dg

)3 ppm2.26 (d, J 8.16 Hz, 2 H) 4.01 (t, J = 8.16 Hz, 1 H) 7.00 - 7.12 (m, 4
H) 7.17 - 7.28 (m, 3 H) 7.35 (s, 1 H).

ocooooao
O1-[1-@-0000000)-2--0co0o0o0o0o0O0)0dd]-N--0O00D0O000)0O0 :

ooooDoO0O 1-8-000O0O0OO)-2-0-0000O0O0O00DO0 (OO, O0O00000

oooooDoOO0OO0O00DO0O0O0oo0OoO0D0 DODODODODUODOoO0ooooo (a-62 g, 10.00 mmol)
0O 0o0oDoooooDoo ooooooo (.00 g, O00O90%, 9.05 mmol) O OO OO
oooooDoDOoOoOoOoO (3-00mL, 16.81 mmol) D000 0O OOOODODDADDODOOOO
000000000000 D000D0O0: *H NMR (300 MHz, DMSO-dg) & ppm 2.20 (s, 3
H), 2.87 - 2.90 (m, 2 H) 3.16 (q, J=5.08 Hz, 1 H) 3.25 (g, J=5.28 Hz, 1 H) 4.22
(t, J=5.13 Hz, 1 H) 4.37 (t, J=4.98 Hz, 1 H) 4.86 (q, J=7-92 Hz, 1 H) 6.09 (t, J

=5.72 Hz, 1 H) 6.60 (d, J=8.50 Hz, 1 H) 7.00 - 7.12 (m, 4 H) 7.16 (d, J=7.04 Hz,
1 H) 7.22 - 7.35 (m, 3 H).

oooooao

ooooao

F\¢/\HJkH

O F
0il-2-0o0o0oooo)-83-[2--c0gooDooOd)-1-m-00gooO0]jooo0OO:
gooboooboo b0 200000000 0DODO0OU0OD0DDODOUODDOUOD cbhOoOoO
0oobDoooooo 2-R-0b00o0o0ooo)-1-m-0000000 OO0 2-R2-0000
oooo)-1-m-00 0000000 O0DO0OO0ODOODOODOOO0O
gooooo
0d2-(2-00b00bo0oo)-1-m-00D00O00O0O0: DOODOODO 200000000
0o0o (10.00 g, 64.88 mmol)0 ODODOO ODODOO (10.00 mL, 137.09 mmol)O N,O-0O
oooooOOooOoOOooo0O0 (8-30 g, 99.38 mmol)O EtgN (20.00 mL, 0.14 mol)O 0O O
OODVMAP O DO 3-000D00OO0OO0OODO0 ODOODO (THFO 1.0 M, 60.00 mL, 60.00 mmol)
00000000000 CO0O0000D0000D0D0000D0000D0000: ™™ NMR

(300 MHz, DMSO-dg) & ppm 2.38 (s, 3 H) 4.44 (s, 2 H) 7.16 (t, J=7.33 Hz, 2 H) 7
.31 (t, J=7.48 Hz, 2 H) 7.38 - 7.48 (m, 3 H) 7.81 (s, 1 H).

Do0o0o0a0

0D2-(2-00000000)-1-m-000000000: 0000000 2-2-00000
000)-1-m-0000000 (2.80 g, 12.26 mmol)D 00000000 0DOO0OOOO
0 (3.00 g, 35.92 mmol) O O O BHgO THF (THFO 1.0 M, 35.00 mL, 35.00 mmol) O O
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000000000 cO00O00O00O000
oooooon
01-(2-0000000)-3-[2-(2-00000000)-1-m-000000]00: 0000
00 2-(2-00000000)-1-m-000000000 (OO, 0000000000
0000000000000 000000000000 (1.62 g, 10.00 mmol)O O O
00000000 0000000 (1.00 g, O0O090%, 9.05mmol) D00 0OOO0O0O0O
0000000 (3.00mL, 16.81mmol) DO D COODCOODCOODOODADDDOODOODOOO
0000000000000 : *H NMR (300 MHz, DMSO-dg) & ppm 2.26 (s, 3 H) 2.84
- 2.99 (m, 2 H) 3.14 (q, J=5.28 Hz, 1 H) 3.20 - 3.28 (m, 1 H) 4.13 - 4.24 (m, 1
H) 4.30 - 4.41 (m, 1 H) 4.78 - 4.93 (m, 1 H) 6.03 (t, J=5.86 Hz, 1 H) 6.51 (d, J
=8.80 Hz, 1 H) 6.96 - 7.09 (m, 4 H) 7.10 - 7.25 (m, 4 H).

oooooo

ooooo

F\/\N J"kN
H H

L

01-(2-0000000)-3-[2-(3-00000000)-1-m-000000]00000 :
00000000 000 3-000000000000000000000 cO0O000
00000000 2-(3-00000000)-1-m-0000000 000 2-(3-0000
000O0)1-m-000000000000000000000
oooooo
0D2-(3-00000000)-1-m-0000000: 0000000 3-00000000
00 (5.00 g, 32.44 mmol)0 O0OO0O OOOO (5.00 mL, 68.55 mmol)O N,0-0 O O
0000000000 (4.70 g, 48.18 mmol)0d EtgN (16.00 mL, 0.11 mol)0d 0000
DMAP OO0 m-O0O0OOOOOOOO OOOO (THFO 1.0 M, 80.00 mL, 80.00 mmol) O
0000000000 COO0DO0D0DO0ODO0O0OO0O0DOD0O0O0O0O0O0O0000: *HNMR (3
00 MHz, DMSO-dg) & ppm 2.37 (s, 3 H) 4.41 (s, 2 H) 7.01 - 7.15 (m, 4 H) 7.38 -
7.47 (m, 3 H) 7.85 (s, 1 H).
Dooooo
0D2-(3-00000000)-1-m-000000000: 0000000 2-3-00000
000)-1-m-0000000 (1.30 g, 5.70 mmol)J O OOCOOCOOO OO0O0O0O0O0O
(1.50 g, 17.96 mmol) O O O BHgO THF (THFO 1.0 M, 20.00 mL, 20.00 mmol) O O O
00000000 CODD0O0000O0O000000: *H NMR (300 MHz, DMSO-dg) & pp
m2.25 (s, 3 H) 2.73 - 2.87 (m, 2 H) 3.97 (br s, 6 H) 6.86 - 7.00 (m, 4 H) 7.04
- 7.18 (m, 3 H) 7.20 - 7.29 (m, 1 H).
Dooooo
01-(2-0000000)-3-[2-(3-00000000)-1-m-000000]J00: 000
000 2-(3-00000000)1-0000000000 (OO0, 000000000
00000000000 000 000000000000 (0.82 g, 5.00 mmol)d OO
00000000 0000000 (0.50g, 0090%, 4.52mmol) 00O 0OOO0O0O0O
0000000 (2.00mL, 11.48 mmol) DO ODCOODCOODCOOCOODADDDOOOODOOOO
0000000000000 : *H NMR (300 MHz, DMSO-dg) & ppm 2.27 (s, 3 H) 2.84
- 2.99 (m, 2 H) 3.07 - 3.19 (m, 1 H) 3.20 - 3.29 (m, 1 H) 4.20 (t, J=4.98 Hz, 1
H) 4.36 (t, J=4.98 Hz, 1 H) 4.76 - 4.90 (m, 1 H) 5.94 - 6.09 (m, 1 H) 6.47 (d, J
=8.80 Hz, 1 H) 6.94 - 7.09 (m, 5 H) 7.14 - 7.29 (m, 3 H).
Dooooo
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01-(2-0000000)-3-[2-¢-00000000)-1-m-0000007100000 :

00000000 0OD0 4-000000000000D0000DO0O0O0DO0 cOOOO

00000000 2-(4-00000000)-1-m-0000000 000 2-@4-0000

000O0)-1-m-0000000000D000D0O0O0O0O0DOO0OO0

oooooo

02-(4-00000000)-1-m-0000000%°: 0000000 4-0000000

000 (5.00 g, 32.44mmol)0 DODODO OOOO (5.00 mL, 68.55 mmol)d N,0-00 O

00000000000 (4.70 g, 48.18 mmol)0 EtsN (20.00 mL, 0.14 mol)O O 0O O

ODMAP 00D0O m-O0OODODODODOO OOOO (THFO 1.0 M, 18.00 mL, 36.00 mmol)O

0000000000 COO00D000D000D0000O00D0 00000 : H NMR (

300 MHz, DMSO-dg) & ppm 2.28 (s, 3 H) 4.37 (s, 2 H) 7.06 - 7.17 (m, 3 H) 7.20 -
7.32 (m, 2 H) 7.37 - 7.46 (m, 2 H) 7.84 (s, 1 H).

0 4° Moffett, R. B.; Hester, J. B., J. Med. Chem. 1972, 15, 1243-1247.
oooooo

02-(4-00000000)-1-m-000000000: ODO0DO0ODOO0OO 2-(4-00000D0
0o0O0)-1-m-0000000 (OO0, 0000000D0)0 DODO0ODODOOO OO
00000 (3.00 g, 35.92 mmol) O OO BHyO THF (THFO 1.0 M, 35.00 mL, 35.00 mmo
HDOO0OO0OO0D0ODDO0O0ODDO CcOO0D0DO0OO0O0OOD

oooooo
01-(2-0000000)-3-[2-(¢-00000000)-1-m-0000007J00: 000

oobod 2-4-000O0O0O0OO))Y-1-m-000O0D0O0DOOD (OO, 000D0O0DODAO
odooooooooDooDOoDbOO0 boobooooooooo (.62 g, 10.00 mmol)O O
0oDo0oOooooo0 ooooood (.00 g, O0O9%0%, 9.05 mmol) DO O ODOODOO
ooDoooooOg (83.00mL, 16.81 mmol) 0D ODODODODODODODOAODODODODAO
00000O00O00O00O00O0: *H NMR (300 MHz, DMSO-dg) & ppm 2.26 (s, 3 H) 2.8
1-2.95 (m, 2 H) 3.09 - 3.20 (m, 1 H) 3.25 (q, J=4.98 Hz, 1 H) 4.21 (t, J=4.84
Hz, 1 H) 4.37 (t, J=4.84 Hz, 1 H) 4.81 (q, J=7.92 Hz, 1 H) 6.02 (t, J=5.57 Hz, 1
H) 6.46 (d, J=8.50 Hz, 1 H) 6.97 - 7.09 (m, 5 H) 7.10 - 7.22 (m, 3 H).
ogooooad
goooad
oH

NG

F\/\NJ\N g
H H

0l1-2-000o0o0oo)-8-[1-¢-00oooDoouoUOo)-2-0000000J0DODO0OO0O:
odoodooooooooDo 1-@-0oooooooo)-2-00000O0o0DOooDOooooaad
O0o0ooooooobooboibofbo oo oooADOoOGoOaa
0ooo0oooooDooDobO0ob0O0 1-@-00oo0DooOoboo)-2-000000DOO O-
0dooooono D00 4-Q-000-2-0000000D)O0D0OO0OO0OO0OOOOODOODN
ooao
oooooao
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ogoooad

Oh

HZNOMe;iCE Fd i C. MeGH —~RBEE A l =
%P& HGH Ho T o
cat
tljjj 2 F\/\NJi\N
MatN H

H

oooooao
01-4-000000000)-2-00000000 o-0000D0D0D0: 1-(4-0000D0
000O0)-2-00000000 (10.00 g, 47.12mmol) DD DO OODO (60mL) O0ODODO
000000000 DO0O0O0D0DO0O0 (5.90g, 70,64 mmol) DO O ODDOOOODOOO
000000140 00000000000000000D00000000D0DO000O00A0
000000000000 0000000000000 : *H NMR (300 MHz, DMSO-dg) &
ppm 3.90 (s, 3 H) 4.06 (s, 2 H) 6.73 (d, J=8.21 Hz, 1 H) 7.18 (dt, J=15.46, 7.6
6 Hz, 2 H) 7.38 - 7.44 (m, 1 H) 7.50 (d, J=7.92 Hz, 1 H) 7.81 (s, 2 H) 8.55 - 8.
64 (m, 2 H).
oooooao
04-(1-000-2-0000000)-000004%: 1-(¢4-000000000)-2-000
00000 o-00D0D000D0 (OO0, 0000000000000 DDOO0O0DOOO0
0 00D0DO00 (80mL) DOODODO Pd/C (.00 g) 00D DOODDOOOHCIODO
000000000000 D00000 50psid0000014000000000000
00000000000000000000O0 : *H NMR (300 MHz, DMSO-dg) & ppm 2.73-
2.76 (m, 2 H) 3.94 (t, J = 6.89 Hz, 1 H) 6.51 - 6.66 (m, 2 H) 7.06 - 7.15 (m, 5
H) 7.17 - 7.23 (m, 2 H).
0 41 pankowa et al., Zh. Obshch. Khim. 1951, 21, 787-795; engl. pages 867-875.
oooooao
01-(2-0000000)-3-[1-¢@-000000000)-2-0000000]100: 000
0000 4-(1-000-2-0000000)J0000 (3.00g, 14.08 mmol)d OO OO
0o0oDo0o0ooDoO0 (.62 g, 10,00 mmol)0 DOO0OODDDODOODOD DODOOODOO (4.0
0g, 0090%, 9.05 mmol) 000 O0ODDODO0OODDOOOODDO (3.00 mL, 16.81 mmol)
D000DO0000000ADO0DODOODODODOODODODOO0DO: *HNMR (
300 MHz, DMSO-dg) & pp 2.89 (d, J = 7.33 Hz, 2 H) 4.23 (t, J = 4.98 Hz, 1 H)
4.31 (t, J = 5.28 Hz, 1 H) 4.39 (t, J = 4.98 Hz, 1 H) 4.47 (t, J = 5.28 Hz, 1
H), 4.74-4.81 (m, 1 H) 6.02 (t, J = 5.57 Hz, 1 H), 6.38 (d, J = 8.50 Hz, 1 H) 6
61-6.72 (m, 4 H), 7.02-7.26 (m, 5 H).
oooooao
ooooao

01-[2-(2,5-000000000)-1-m-000000]1-3-(2-0000000)I0000

oooboooo0o booo 2,5-0000o0bOoo0oo0oobooo0ooboobooboooon coao
oooooooooD 2-,5-00o00ooooo)-1-m-O000D0D0O0 OO0 2-(2,5
-jgooooooo)-1-m-0ooQoQoOoODDOO0O0O0OoooobooDoOD

ugboogood

02-,5-000000000)-1-m-0000000: OO0OO0OOODDO 2,5-00000
oooooDOoO (10.00 g, 58.10 mo)D OO OO OOOO (8.50 mL, 116.53 mmol)O

20

40
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N,o-ODODOOODODOOOOOOOO (8.50 g, 87.14 mmol)d EtgN (16.00 mL, 0.11 mol)
OO0O0DOODMAP OOCO m-O0O00O00O0O0OO0 OOOO (THFO 1.0 M, 75.00 mL, 75.00
mmol) D0 O0DD0ODOODDOOD COOODOOOOOOOODOOOOOODOOOOOO:
TH NMR (300 MHz, DMSO-dg) & ppm 2.41 (s, 3 H) 4.49 (s, 2 H) 7.14 - 7.28 (m, 3 H
) 7.34 (t, J=7.48 Hz, 1 H) 7.41 - 7.47 (m, 1 H) 7.49 (d, J=3.52 Hz, 1 H) 7.83 -

7.91 (m, 1 H).
oooooo
02-(2,5-000000000)-1-m-000000000: 0000000 2-(2,5-00
000DO00O00)-1-m-0000000 (OO0, 000000000)0 0000000
0 0000000 (3.20 g, 38.31 mmol) 0 OO BHgO THF (THFO 1.0 M, 100.00 mL, O
L0mol) 0ODDOOOODDOODOOD COOODOODOOOOOOOOO:: *H NMR (300 MHz,
DMSO-dg) & ppm 2.27 (s, 3 H) 2.83 (d, J=7.04 Hz, 2 H) 3.96-4.03 (m, 1 H) 6.99
- 7.11 (m, 2 H) 7.13 - 7.19 (m, 2 H) 7.34 (t, J=7.62 Hz, 1 H) 7.39 - 7.49 (m, 2
H) .
Dooooo
0 1-[2-(2,5-000000000)-1-m-0000007]-3-(2-0000000)00: O
00000 2-(2,5-000000000)1-m-000000000 (OO, 00000
0000000000000 00000 000000000000 (1.62 g, 10.00 mmo
DO 0000000000 0000000 (1.00 g, OO0 90%, 9.05 mmol) 000 O
000000000000 (3.00mL, 16.81 mmol) OO0 OODCOOCOOOOOADDOODO
000000000000000000: *HNMR (300 MHz, DMSO-dg) & ppm 2.27 (s,
3 H) 2.84 - 2.99 (m, 2 H) 3.15 (q, J=5.37 Hz, 1 H) 3.19 - 3.28 (m, 1 H) 4.20 (td
, J=5.06, 1.32 Hz, 1 H) 4.26 - 4.41 (m, 1 H) 4.83 - 4.96 (m, 1 H) 6.05 (t, J=5.7
2 Hz, 1 H) 6.52 (d, J=9.09 Hz, 1 H) 7.00 - 7.09 (m, 4 H) 7.09 - 7.22 (m, 3 H).
Dooooo
Doooo

lMe
o]

F\/\N JLN
H H .

L,

01-[2-(2,3-000000000)-1-m-00000071-3-(2-0000000)I0000

00000000 000 2,3-0000000000000000000000 CcOO
0000000000 2-(2,3-000000000)-1-m-0000000 000 2-(2.3
-000000000)-1-m-0000000000000000000000

Do0o0o0Q

02-(2,3-000000000)-1-m-0000000:0000000 2,3-000000
00000 (10.00 g, 58.10 mmol)J OO OO OOOO (8.50 mL, 116.53 mmol)d N,
0-0000000000000 (8.50 g, 87.14 mmol)O EtgN (16.00 mL, 0.11 mol)O
O0OODMAP 0OCO m-O00O0ODOOCODOO ODOOO (THFO 1.0 M, 70.00 mL, 70.00 m

mol) J00O0OD0OO0OODOOO CO0O0O00O0O00O0O0O0O0OO0O0OO0OOO0OO0OOD0O0O0O0:
NMR (300 MHz, DMSO-dg) & ppm 2.41 (s, 3 H) 4.56 (s, 2 H) 6.52 - 6.60 (m, 2 H)

6.98 - 7.09 (m, 1 H) 7.11 - 7.22 (m, 1 H) 7.28 - 7.41 (m, 1 H) 7.42 - 7.53 (m, 1
H) 7.84 - 7.91 (m, 1 H).

Do0oo0Q

02-(2,3-000000000)-1-m-000000000: 0000000 2-(2,3-00
0D0O00DO000)-1-m-0000000 (00, 000000000)3 0000000
0 0000000 (3.20 g, 38.31 mmol) O OO BHgO THF (THFO 1.0 M, 100.00 mL, 1

00.00 mmol) J0O0ODOODOOOOD COOOOOOOODO
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OOoooooog

0oooo
1-[2-(2,3-000000000)-1-m-0000007]-3-(2-0000000)00: 00
000 2-(2,3-000000000)-1-m-000000000 (OO0, 000000
0000000000000 000 000000000000 (0.81 g, 5.00 mmol)
0000000000 0000000 (0.50 g, 0090%, 4.52 mmol) 000 OO
0000000000 (3.00mL, 16.81 mmol) 000000000 O0DADDDOOO
0000000000 000000: *H NMR (300 MHz, DMSO-dg) & ppm 2.26 (s, 3
H) 2.90 - 3.04 (m, 2 H) 3.09 - 3.19 (m, 1 H) 3.24 (q, J=5.18 Hz, 1 H) 4.20 (t, J
=4.98 Hz, 1 H) 4.36 (t, J=5.13 Hz, 1 H) 4.83 - 4.95 (m, 1 H) 6.05 (t, J=5.72 Hz,
1 H) 6.54 (t, J=8.65 Hz, 2 H) 6.97 - 7.10 (m, 5 H) 7.13 - 7.26 (m, 2 H).
DoooooQ

ubdooooboodo bbb oboobooooboboboboobooooobahbb:
goooao

s

CO,E

oooooao
oooooooooobooooooogoooboobobooooDbooOooobDDDbD (@1:1) OERO
H@oomL) OODODDOODOOOOOOODOODO (EtOHO 21%, 1.000) ooooOoOOOO
ooo0O3apo0o0o0oooooooOoOODDOHIDOOOOppH=B30 0000000
uoobOooooobooooooboooobooooobbooooboooo

O

Oo0ooooogdg
Ooooooogodg
O 0o oooogd

O

O
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go
uno
00
oo
ao
00

1} NaOF+t / EtOH @
e —RFIE B o ;
e o » lilﬁf?
2YHBr, Eik Lp RV”WHLN
o S H H

OoooODDoO0O 48 00000 (8O0mML) DO0O0OOODODOODSO
gbdoobodooooboobobooooooooboboboooo
goobOooooobooocooooobooooboooooooooao
004000000000000000000000000000A0
pbobodobooooobooboobobobooooboobobaoan
oooobobooooooooob0 oooo boooooboobooooao

; Berger, Joel G.; Burrier, Robert E.; Davis, Harry R.; Doma
, J. Med. Chem. 1995, 38, 1600-1607.

0l1-2-0000o0ooOo)-83-[2-R-000O0oDooo)-1-0000-3-00000]o00d
g :
0ooo0Doooo0ooooo0oooDoooo0ooDoDoOooonD (R-uoopocoooo)oodd
oo0o0o0o0oD0OD00000000 bDOODDODODODODODODOOD 2-R-00000000)-1
-00o00-3-00000d0 ODoo0 2-2-0o0cU0DUUoDOoO)-1-00D0DO0-3-000O00O00
oooooooooooooao

oooooao
02-(2-0000oooo)-1-00o00-8-000000:0D00O0o0DDoOoOooDbood
ooooo (10.00 g, 66.16 mmol)O (2-OD0CO0OO0ODOO)YoODOoDOOO (9.12 g, 6
7.49 mmol)0 O OOODODDOOOO (50.00 mL, EtOHO 210 0 %, 0.13 mol) O O O O O

O
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OO0 (48%, 80.00 ML) OO COOCOODCOCOOCD DOODOOOOOOOOOODOOOO
0000000 : *H NMR (300 MHz, DMSO-dg) & ppm 4.53 (s, 2 H) 7.10 - 7.23 (m, 2
H) 7.24 - 7.36 (m, 2 H) 7.58 (dd, J=7.92, 5.57 Hz, 1 H) 8.36 (dt, J=8.14, 1.94

Hz, 1 H) 8.81 (dd, J=4.84, 1.61 Hz, 1 H) 9.22 (d, J=1.47 Hz, 1 H).
oooooo
02-(2-00000000)-1-0000-3-00000000:00000002-2-00
0O00O000)1-0000-3-000000 (QO0O0)000000000 000000
0 (1.2000) 000 BHgOTHF (THFO 1.0 M, 5.000 0) 0000000000 0BOO0
000000000000 : *H NMR (300 MHz, DMSO-dg) & ppm 2.83-3.00 (m, 2 H) 4.
11 (t, J = 7.33 Hz, 1 H) 7.34 - 7.48 (m, 2 H) 7.75 (dd, J=20.96, 11.58 Hz, 2 H)
8.45 - 8.52 (m, 1 H) 8.53 - 8.58 (m, J=6.45 Hz, 2 H) 8.79 - 8.80 (m, 1 H).
oooooo
01-(2-0000000)-3-[2-(2-00000000)-1-0000-3-000007]100 :
DO00oO000 2-(2-00000000)-1-0000-3-00000000 (OO0, OO
0000000000000 O00000000 000000000000 (1.62 g, 10.
ocOommol)J O0D0DODODODODODODD ODOODOOODO (1.00 g, OO 90%, 9.05 mmol) O O
00000000000 000 (3.00mL, 16.81 mmol) OO OO COOCOOCOOOADDC
000D00000D000000000000: *H NMR (300 MHz, DMSO-dg) & ppm 2.99
(m, 2 H) 3.15 (q, J=5.37 Hz, 1 H) 3.24 (g, J=5.57 Hz, 1 H) 4.21 (t, J=4.98 Hz, 1
H) 4.37 (t, J=5.13 Hz, 1 H) 4.94 (q, J=7.72 Hz, 1 H) 6.12 (t, J=5.86 Hz, 1 H) 6
.67 (d, J=8.21 Hz, 1 H) 7.02 - 7.14 (m, 2 H) 7.16 - 7.27 (m, 2 H) 7.30 (dd, J=7.
92, 4.69 Hz, 1 H) 7.63 (dt, J=7.92, 1.91 Hz, 1 H) 8.36 - 8.47 (m, 2 H).
oooooo
Doooo

~y

:
01--0000000)-3-[2-B-00000000)-1-0000-3-00-00073000
oo:
0000000 o0oDooDooDo0oDooDoo0o0Do0oDO0 oDO0o0 @E-Oooooooo)ooad
0oo0ooooDooDooDOoDbOoO0 boOOoOOoOOODOODODODO 2-@E-00O00O0O000O)
-1-0000-3-000000 OO0 2-@B-000D00O0O0OO0)-1-0000-3-000000
gooooobooobobooooo
ogooooao
02-B-00o0Dobodoo)-1-0000-3-000000: ODODODODODOO DOoDOOoDbaOd
000000 (10.00 g, 66.16 mmo0 (3-00 0000001000000 (9.12 g,
67.49 mmol) ODODODOOOOOODO (50.00 mL, EtOHO 210 0 %, 0.13 mol) O O O O
oooo 48w, 80.00mL) OODODODODODOODO DODODODOODODODODODODOO
D0O0O00O0O00: *H NMR (300 MHz, DMSO-dg) & ppm 4.06 (s, 2 H) 7.17 - 7.12 (m,
6 H) 7.40 - 7.47 (m, 2 H).
ogooooao
02-GB-00o0Do0booo)-1-000D0-83-000000DO00O: OO0 DODODODOZ2-C3
-00o0o0o0o0ooD)-1-000Db0-8-00Db000 (ODO)DODODOoOOoOODOODODO O
oooooo (6.50g¢g, 77.83 mmol) DO D ODDODODDODOOBODODODODOODODODODODOORDO
0oDodooooooDooDobOOobobOoO0 (1o0.00mb) OOOOO€PI/C (0.80 g) ODOO
O0DO00O0O00OS psi0D 400000000 DO00ODO0OOOODOODOODOSBMODO0ODN0
goooooooobbbobbb ooooooboobbobbobbbUuoooooooOooad
D0D0000D0D00D00000000000D00: H NMR (300 MHz, DMSO-dg) & ppm
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2.83 ((dd, J = 7.04, 3.22 Hz, 2 H) 4.07 (t, J = 7.04 Hz, 1 H) 6.96 - 7.08 (m, 2
H) 7.11 (td, J=5.86, 2.64 Hz, 1 H) 7.14 - 7.23 (m, 1 H) 7.27 (dd, J=7.48, 5.13
Hz, 1 H) 7.70 (ddd, J=7.77, 2.20, 2.05 Hz, 1 H) 8.36 (dd, J=4.84, 1.61 Hz, 1 H)
.41 (t, J=3.08 Hz, 1 H).

0oooo
1-(3-0000000)-3-[2-(3-00000000)-1-0000-3-000007]00 =
000000 2-(3-00000000)-1-0000-3-00000000 (OO, O
000000000 000000000000 000000000000 (1.62 g, 1
.00mmoD DOOODOOOOOD 0OOO0OO0OO (1.00 g, OO 90%, 9.05 mmol) O
0 0000000000000 (3.00mL, 16.81 mmol) 0D OO OO OO0 OOAD
0000000000 00000000000: XM NMR (300 MHz, DMSO-dg) & ppm 2
.94 (d, J=7.62 Hz, 2 H) 3.15 (q, J=5.28 Hz, 1 H) 3.20 - 3.29 (m, 1 H) 4.21 (t, J
=4.98 Hz, 1 H) 4.37 (t, J=5.13 Hz, 1 H) 4.88 (q, J=7.62 Hz, 1 H) 6.09 (t, J=5.57
Hz, 1 H) 6.61 (d, J=8.21 Hz, 1 H) 6.99 - 7.10 (m, 2 H) 7.12 - 7.26 (m, 2 H) 7.2
7 -7.39 (m, 1 H) 7.61 - 7.76 (m, 1 H) 8.38 - 8.49 (m, 2 H).

OO0 o ooQgQg ™

oooooa
OoOoooao
B
o = F
H H
0i1-(2-0000Db0O0O0)-3-[2-¢-0D0O00O0O0OO)-1-DO0DO-3-00000O0]100OD0
0oao:

0000000000000000O0000000 000 4-00000000)000
000000000000 D0O00 DOOOOOODODOODODO 2-@-00000000)
-1-0000-3-000000 000 2-(2-00000000)-1-0000-3-00000
00000000000 O0000

Do0o0o0ao
0D2-(4-00000000)-1-0000-3-000000:00000000000000
00000 (10.00 g, 66.16 mmol)0 (4-0 000000 0)0O0C0O0O0O (9.12 g, 67
49 mmol)J0D0O0O0DODOD0O0O0 (50.00 mL, EtOHO 210 O %, 133.93 mmol) O O O O
0000 (48%, 80.00 ML) 00O OOCOOOOOO DOOODOOOOOOOOOOOD
00000000 : *H NMR (300 MHz, DMSO-dg) & ppm 4.46 (s, 2 H) 7.07 - 7.19 (m,
2 H) 7.25 - 7.37 (m, 2 H) 7.56 (dd, J=8.06, 4.84 Hz, 1 H) 8.34 (dt, J=8.14, 1.9
Hz, 1 H) 8.79 (dd, J=4.69, 1.47 Hz, 1 H) 9.20 (d, J=2.05 Hz, 1 H).

Doooao

2-(4-00000000)-1-0000-3-00000000: 0000000 2-(4-0
0000O00)-1-0000-3-000000 (CO00)0 00000000 00000
0 (6.00 g, 71.84 mmol) O O O BHyO THF (THFO 1.0 M, 100.00 mL, 0.10 mol) O O
00000O000BIOOOO0O0O0O0O0O0O0000: *HNMR (300 MHz, DMSO-dg) & pp
2.85 (dd, J = 7.18, 3.37 Hz, 2 H) 4.07 (t, J = 7.04 Hz, 1 H) 7.01-7.15 (m, 3 H
7.28 - 7.31 (m, 2 H) 7.70 - 7.74 (m, 1 H) 8.37 - 8.43 (m, 2 H).

0Do0o0oo
01-(2-0000000)-3-[2-(4-00000000)-1-0000-3-00000700 :
000000 2-(4-00000000)-1-0000-3-00000000 (OO0, 00
000000000000 0000O00000 000000000000 (1.62 g, 10.
00 moD O0O0DODCODOODCODOOD ODODOO0OOOO (1.00 g, OO 90%, 9.05 mmol) O O
0 0000000000000 (3.00mL, 16,81 mmol) 000000000 O00ADD
000000000000000000000 : *H NMR (300 MHz, DMSO-dg) & ppm 2.9
4 (d, J=7.33 Hz, 2 H) 3.07 - 3.19 (m, 1 H) 3.20 - 3.28 (m, 1 H) 4.22 (t, J=5.13

O 3 OoOoooog d
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Hz, 1 H) 4.37 (t, J=4.98 Hz, 1 H) 4.88 (q, J=7.62 Hz, 1 H) 6.10 (t, J=5.72 Hz, 1
H) 6.61 (d, J=8.21 Hz, 1 H) 6.96 - 7.10 (m, 2 H) 7.10 - 7.21 (m, 2 H) 7.22 - 7.

38 (m, 1 H) 7.59 - 7.73 (m, 1 H) 8.40 (ddd, J=11.87, 7.18, 1.76 Hz, 2 H).
DoooooQ

ooooo

N\
o P
F\/“NJLN
H H L
01-(2-0000000)-3-[2-(2-00000000)-1-0000-4-0000071000
oo :
0000000 o0ooDooDOobOO0bOobOO0oO0o0DO0oDOoDO0 OO0 (R-0boooooo)d
0000000 O0oo0Do0oDODO0ODbO0O000 bOODODDODODODOO 2-2-00000D0O
0oo0)-1-00o00-4-000000 OO0 2-R-00000000)-1-0000-4-00
pgoobooooooooooooooao
oooooao
02-(2-0000Db00O0O0O)-1-0000~4-000000 -t 00000000 oDooobaod
0000000 (10.00 g, 66.16 mmoDO (-0 000000 0)J0O0O0O0O00O0 (9.00
g, 66.60 mmol)D0 O OODOODOODOODO (50.00 mL, EtOHO 210 0 %, 0.13 mol) O O O
00000 @48, 70.00mL) 0DODODODODODODOD DOODODDOODOODOODOO
0000000000 : *H NMR (300 MHz, DMSO-dg) & ppm 4.54 (s, 2 H) 7.12 - 7.24
(m, 2 H) 7.25 - 7.39 (m, 2 H) 7.90 - 7.94 (m, 2 H) 8.83 - 8.87 (m, 2 H).
oooooao
02-(2-0000b0O0o0o0)-1-0000-4-00000000: OO0 DOOODOO2-2
-0o0oooooo)-1-0b0bodb-4-000000 (OO)DODOD ODOODODOOOO O
OopDoooO (6.50g¢g, 77.883 mmol) D OO ODODOOBODOOODODODODODORDO
0000000 ooDooD0obO0oo00ooDo0DOooDOooDOoDbO (30.00mL) O0OODOPH/C (O
80 g) U000 DODODOODOS0 psil400 00000 DOOODOODODODOODOODOOO
SM 0000000000000 U0U0D0d0Ud00 Do bobO oo UoUoUoUooooooOoooaaa
0000000000000 000000000000000 = *H NMR (300 MHz, DMSO-
dg) 3 ppm 2.83-3.00 (m, 2 H) 4.11 (t, J = 7.33 Hz, 1 H) 7.34 - 7.48 (m, 2 H) 7.
75 (dd, J=20.96, 11.58 Hz, 2 H) 8.45 - 8.52 (m, 1 H) 8.53 - 8.58 (m, J=6.45 Hz,
2 H) 8.79 - 8.80 (m, 1 H).
ooOoooao
01-(2-0000000)-3-[2-(2-00000000)-1-0000-4-00000700:
oopooog 2-k-0o0bo0boooo)-1-00b04-000DOOOO (oo, OO
oobobooooooDooobOooooo0OobDO0 DooooDobobooo (@-e2 g, 10.
commoDHD ODODOODOODDODO ODOOOODOOO (1.00 g, O0O90%, 9.05 mmol) OO
0 DOooooDobooooog (3.00mL, 16.81 mmol) DODODOODOOOOAODO
00000000000000000O0O0O0O: *H NMR (300 MHz, DMSO-dg) & ppm 2.8
7 - 3.02 (m, 2 H) 3.15 (q, J=5.18 Hz, 1 H) 3.20 - 3.29 (m, 1 H) 4.21 (t, J=4.84
Hz, 1 H) 4.37 (t, J=4.98 Hz, 1 H) 4.84 - 4.98 (m, 1 H) 6.16 (t, J=5.42 Hz, 1 H)
6.67 (d, J=8.21 Hz, 1 H) 7.02 - 7.15 (m, 2 H) 7.20 (s, 1 H) 7.22 (d, J=2.35 Hz,
3 H) 8.46 (d, J=5.28 Hz, 2 H).
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ooooao
o|/ F
F\“/A\H/H\H F
01-[2-(3,4-000000000)-1-0000-4-0000073-3-(2-0000000)0
oooao:
00000000 0000000000000 0000 000 (3,4-00000000
0)I00000000000000000 DOODDOODODODOOODO 2-(3,4-000
000000)-1-0000-4-000000 000 2-(3,4-000000000)-1-00
00-4-00000000000000000000
0Do0o0o0on
02-(3,4-000000000)-1-0000-4-000000:000000000000
000000000 (10.00 g, 66.16 mmol)0 (3,4-000000000)000000
0 (9.12 g, 59.56 mmol)J 00000000 DODO (50.00 mL, EtOHD 210 O %, 133.93 m
mol) 000 DODO0O (48%, 80.00 M) 0D ODO0DO00O0D0O0O0D DOODOOOOO
0000000000000 00: *H NMR (300 MHz, DMSO-dg) & ppm 4.51 (s, 2 H) 7
.02 - 7.14 (m, 1 H) 7.32 - 7.44 (m, 2 H) 7.91 (d, J=4.69 Hz, 2 H) 8.85 (d, J=4.6
9 Hz, 2 H).
oooooao
02-(3,4-000000000)-1-0000-4-00000000:000 000000
2-(3,4-00000000)-1-0000-4-000000 (UO0D0)000 000000
00 0000000 (1.500)000000000B000000000000000
0000000000000 0000000000 (30.00m.) 00000O0Pd/C (0.80 g
)0DOODODDDOO0000S50psi014000000000000000000000S5M
0000000000000 000000 00000000000000000000
0000000000000 0000000000000: *H NMR (300 MHz, DMSO-dg)
& ppm 3.10 - 3.31 (m, 2 H) 4.71 (t, J=6.74 Hz, 1 H) 7.54 - 7.56 (m, 1 H) 7.87-7
.92 (m, 1 H) 8.35 - 8.41 (m, 1 H) 8.69 (d, J = 6.16 Hz, 2 H) 8.84-8.87 (m, 2 H).
oooooao
01-[2-(3,4-000000000)-1-0000-4-000007-3-(2-0000000)0
0:000000 2-(3,4-000000000)-1-0000-4-00000000 (00
0,00000000000000000000000 O0DDO0OOOOOOOO (1.6
29, 10.00mmol)J ODODDDDO0O0O0DO0D 0O0O0DOOOO (1.00 g, OO0 90%, 9.05 mm
o) 00D 0000000000000 (3.00m, 16.81 mmol) 0000000000
DADDDDO0D000000000000000000: *HNVR (300 MHz, DMSO-dg) &
ppm 2.85 - 3.00 (m, 2 H) 3.15 (g, J=5.28 Hz, 1 H) 3.24 (q, J=5.37 Hz, 1 H) 4.21
(t, J=4.98 Hz, 1 H) 4.37 (t, J=5.13 Hz, 1 H) 4.89 (td, J=8.72, 5.72 Hz, 1 H) 6.1
3 (t, J=5.72 Hz, 1 H) 6.61 (d, J=8.50 Hz, 1 H) 7.00 (ddd, J=6.30, 4.25, 2.35 Hz,
1 H) 7.21 - 7.34 (m, 4 H) 8.42 - 8.55 (m, 2 H).

gooooad
ooooao
Me
O =~ IN
F\/\NJLN S
H H

oil-2-0oooooo)-s8-(2-boboo0-+4-0D0-1-m-0DCOOODMOOOOO:
ooooboooooooos-obooobooooDb ooobO ooo 4-00000D0D0O00O0
oooooooosbbocooobooooboDnD 2-0000-4-00-1-m-00000C0OO0
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oo00 2-0000-4-00-1-m-00000000O0O0OO0OOCDOOOODOOOO
ocooooao
oz2-0000-4-00-1-m-0000C0C0D0: ODOODOOOO 3-000-N-0000-N-0O
ooooooogg (30.00mmol, OOO)ODDD OUO0ODOD-4-000000000O0 ( LDA
(THFO 2.0 M, 18.00 mL, 36 mmol)Od O OO 4-0000C0O0OCO (3.00 mL, 30.83 mmol)
O00THFO O oo OeOU OO ODO) 00000 OOOODOOBODODODOODODODOOODOO
00000000000 : *H NMR (300 MHz, DMSO-dg) & ppm 2.31 (s, 3 H) 4.53 (s,
2H) 7.16 - 7.31 (m, 1 H) 7.48 - 7.63 (m, 1 H) 7.71 - 7.84 (m, 2 H) 7.96 - 8.08
(m, 1 H) 8.37 - 8.47 (m, 1 H) 8.47 - 8.55 (m, 2 H).
ocooooao
o2-0000-4-00-1-m-000000D0DDO: OO0 OODODOO 2-0000-4-00
-l-m-00000D00 (OODO0)O00OD0 ODODDODODODODOD ODOODODODODO (8.00 g, 95.
78 mmol) DO ODDOOODDODOBOODODOODODDODOODODDDODODODODODODOODODODODODDOO
000 DoODOooooDoog (30.00ml) DODODOOPA/C (08B0 Q) ODDODODDDOOO
0050 psi 40000000000 DODOOOO0DODOOOOOSMODODOOO0OO0OOOO
oooo0oooODO0OO000oO0OoooooO0oO0ODDODO0DO00DU0DO0o0oOoDOoDoODoOooODoODDODOoOOoDOoOg
0000000000000000: *H NVMR (300 MHz, DMSO-dg) & ppm 2.27 (s, 3H)
2.89 (d, J=7.04 Hz, 2 H) 4.12 (t, 1 H) 7.10 - 7.22 (m, 1 H) 7.39 (ddd, J=7.77, 4
.25, 1.47 Hz, 2 H) 7.75 - 7.82 (m, 1 H) 8.41 (td, J=4.98, 2.05 Hz, 2 H) 8.58 (dd
, J=5.86, 1.76 Hz, 2 H).
oooooao
01-2-0o0o0ooog)-8-k-cooo0-4-00-1-m-000000D)DDO: 000000
2-0000-4-00-1-m-000000000O0 (4.409g, 000, 000000CODODDOO
ooooDoooooooooooDooooooooo0o (.62 g, 10.00 mmo)OD OO OO
oooo0oDDoODDO ODoooooog (.00 g, OO90%, 9.05 mmol) O OO OODOOOOOO
ooooo (3.00mL, 1681 mmol) OODODOODODODODOOODADDODODDODDODOOOOO
00000000000 : *H NMR (300 MHz, DMSO-dg) & ppm 2.27 (s, 3 H) 2.88 - 3.
01 (m, 2 H) 3.15 (g, J=5.28 Hz, 1 H) 3.24 (q, J=5.28 Hz, 1 H) 4.21 (t, J=5.13 Hz
, 1 H) 4.37 (t, J=4.98 Hz, 1 H) 4.84 - 4.96 (m, 1 H) 6.02 (t, J=5.86 Hz, 1 H) 6.
51 (d, J=8.50 Hz, 1 H) 7.04 (dd, J=13.34, 8.36 Hz, 2 H) 7.10 (s, 1 H) 7.12 - 7.2
0O (m, 3 H) 8.31 -8.43 (m, 2 H).

gooooao
ogoooan
C
O “ "N

F\/\N)LN S l

H H
0i1-[1-G-000o0Dooo)-2-0000-4-000007-3--0000000)aoddan
o :
gooooobo boog3-oogobuoob0b b0 OUb0DbD 4-0U0b0DDbO0OU0ODbbOoo
ooodoooooBO0ODO0DO0ODOoDODOODODO 1-GB-000O0o0DOoO)-2-0000-4-00
oood0 0ooo 1-@B-0oooooo)-2-0000-4-0000000000O0DOO0DOAO
goooaod
ogooooao
01-GB-0o0ooboo)-2-0000-4-000000 4% pQooOoOoOoo0O 3-000-N-
ODo0o0-N~~-OD0D0O0O0O0O0D0Og (B0.00mmol, DOO)ODODO ODODOD-4-00000
ooono (LbA (THFO 2.0 M, 18.00 mL, 36.00 mmol)J O OO 4-0000000O (3.00

mL, 30.83 mmol) OO THFO O OO D600 D CDOD) 000D O0DCOODOODOBIOD
000D00000D000000000000: M NMR (300 MHz, DMSO-dg) & ppm 4.50
(s, 2 H) 7.27 (d, J=5.57 Hz, 2 H) 7.56 (t, J=7.77 Hz, 1 H) 7.71 (d, J=7.92 Hz, 1
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H) 7.98 (d, J=7.92 Hz, 1 H) 8.03 (s, 1 H) 8.49 (d, J=1.47 Hz, 1 H) 8.51 (s, 1 H
).

0 43 Stefanidis, Dimitrios; Bunting, John W., J. Am. Chem. Soc. 1990, 112, 3163-
3168.

oooooo

01-(3-0000000)-2-0000-4-00000000: 0000000 1-GB-00
00000)-2-0000-4-000000 (6.40¢g, 27.62mmol)0 DO D OODOOO O
000000 (5.00 g, 59.87 mmol) O OO BHyO THF (THFO 1.0 M, 50.00 mL, 50.00 m
mol) 0000000 D0ODOBOODODDOODO *H NMR (300 MHz, O O) & ppm 2.8
4 (d, J=7.04 Hz, 2 H) 4.10 (t, J = 9.01 Hz, 1 H) 7.14 - 7.21 (m, 2 H) 7.24 - 7.3
1 (m, 2H) 7.39 - 7.46 (m, 1 H) 7.63 (dt, J=7.26, 1.65 Hz, 1 H) 8.43 (ddd, J=12.
46, 4.40, 1.61 Hz, 2 H).

ooooao
1-[1-GB-0000000)-2-0000-4-000007-3--0000000)I0: 0O
0000 1-(B-0000000)-2-0000-4-00000000 (6.00g, DODO, O
0000000000000 D0000D0O0O0D0 000000000000 (@.62g, 1
.L00mmol)D DOODODODODOD DOODOODOO (1.00 g, OO 9%, 9.05 mmol) O
0 000000000000 D0 (3.00mL, 16.81 mmol) 0D OO OODODOODOAD
O00000000000000000000 : *H NMR (300 MHz, DMSO-dg) & ppm 2
.87 - 3.02 (m, 2 H) 3.15 (g, J=5.28 Hz, 1 H) 3.24 (g, J=5.28 Hz, 1 H) 4.21 (t, J
=4.98 Hz, 1 H) 4.37 (t, J=5.13 Hz, 1 H) 4.89 - 5.03 (m, 1 H) 6.07 (t, J=5.57 Hz,
1 H) 6.61 (d, J=8.80 Hz, 1 H) 7.19 (d, J=5.57 Hz, 2 H) 7.23 - 7.38 (m, 4 H) 8.4
1 (d, J=5.57 Hz, 2 H).

oooooo

ooooao

|\N F

OO0 o ooogo

e}
F\/\HJLH
'
01-[2-(2,5-000000000)-1-0000-3-000007-3-(-0000000)0
oooo:
00000000 0000000000 00000 000 (2,5-000000000)
00000000000 0000000 DODODDOOOODOD 2-(2,5-0000
000O00)1-0000-3-000000 000 2-2,5-000000000)-1-000
0-3-00000000000000000000
0Do0o0ooo
02-(2,5-000000000)-1-0000-3-000000: 000000000000
0000000 (10.00 g, 66.16 mmol)d (2,5-000000000)0000000 (9
112 g, 67.49 nmol)0 DO D DO0ODOODO (50.00 mL, EtOHD 210 O %, 133.93 mmol)
000 ODO0ODOD (48%, 80.00 ml) 00D00O0O0000O0OD00O0O0D000000
000000000000 : *H NMR (300 MHz, DMSO-dg) & ppm 4.57 (d, J=1.47 Hz, 2
H) 7.14 - 7.30 (m, 3 H) 7.62 (dd, J=7.62, 5.28 Hz, 1 H) 8.39 (ddd, J=8.21, 2.05
, 1.76 Hz, 1 H) 8.85 (dd, J=4.84, 1.61 Hz, 1 H) 9.24 (d, J=1.47 Hz, 1 H).
0Doo0ooo
02-(2,5-000000000)-1-0000-3-00000000:0000000 2-(2,
5-000000000)-1-0000-3-000000 (O0O0)0 00000000 OO0
00000 (.200) 000 BHgOTHF (THFO 1.0 M, 5.000 0) 0000000000
OBODODOODODODOO0ODOOO: *H NMR (300 MHz, DMSO-dg) & ppm 2.82 - 2.98 (m
, 2 H) 4.12 (t, J=7.18 Hz, 1 H) 7.00 - 7.15 (m, 1 H) 7.29 (dd, J=7.77, 4.84 Hz,
1H) 7.35 - 7.42 (m, 1 H) 7.68 - 7.82 (m, 2 H) 8.40 (td, J=5.28, 1.76 Hz, 1 H) 8
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.58 (ddd, J=3.88, 1.83, 1.61 Hz, 1 H).
oooooon
01-[2-(2,5-000000000)-1-0000-3-000007-3-(2-0000000)0
0D:000000 2-(2,5-000000000)-1-0000-3-00000000 (0O
0D,00000000000000000000000000000000000  (1.62
g, 10,00 o0 OOCOODCOOOODOOOD 0OOOOOOO (1.00 g, OO 90%, 9.05 mmo
D000 0000000000000 (3.00mL, 16.81mmol) 0O DO ODCOOCOOO
DADODO0OODODODO0OO0O0ODO0O000O0O00000O000: *H NMR (300 MHz, DMSO-dg) &
ppm 2.99 (d, J=7.33 Hz, 2 H) 3.17 (s, 1 H) 3.25 (d, J=4.98 Hz, 1 H) 4.21 (s, 1 H
) 4.37 (s, 1 H) 4.97 (s, 1 H) 6.13 (s, 1 H) 6.67 (s, 1 H) 7.10 (s, 3 H) 7.32 (s,
1 H) 7.66 (s, 1 H) 8.43 (s, 2 H).

gogoogad
gpoood
o S
H H

01-(2-0000000)-3-(2-00000-2-00-1-m-000000)J0000 :
00000000 0OO0O000O000-2-000000 0000 000 m-000O0O0C
000 000000000000 O0O00BOOOOOOOOOOOO 2-00000-2-0
0-1-m-0000000 000 2-00000-2-00-1-m-00000000000000
Dooooooo
000000
0D2-00000-2-00-1-m-0000000: 0000000 0O0O000-2-00000
00 0000 (25.00 g, 155.65 mmol)0 N,0-0 000000000000 (20.00 g,
205.04 mmol)0 EtgN (38.00 mL, 0.27 mol)0 O OOODMAP OO0 m-0000000
00 0OO00 (THFO1.0 M, 200.00 mL, 0.20 mol) 0000000000 OBOOOO
0000000000000000000: *H NMR (300 MHz, DMSO-dg) & ppm 2.37 (s
, 3H) 4.61 (s, 2 H) 6.90 - 7.04 (m, 2 H) 7.10 - 7.26 (m, 1 H) 7.34 - 7.48 (m, 2
H) 7.81 - 7.86 (m, 2 H).
Do0oo0Q
0D2-00000-2-00-1-m-000000000: 0OOO0OOO0O 2-00000 -2-0
0-1-m-0000000 (5.00 g, 23.12mmmo)0 OODOOCODOOCO 0000000 (8.
40 g, 40.71 mmol) O O O BH5O THF (THFO 1.0 M, 60.00 mL, 60.00 mmol) 0 O O 0O O
000O00O0BOODOOOOOOOOOOOO :: *HNMR (300 MHz, DMSO-dg) & ppm 2.26
(s, 3 H) 3.01 (dd, J=6.74, 4.10 Hz, 2 H) 3.96 (t, J=6.89 Hz, 1 H) 6.75 (d, J=3.
22 Hz, 1 H) 6.87 (dd, J=5.13, 3.37 Hz, 1 H) 6.99 (d, J=6.74 Hz, 1 H) 7.08 - 7.18
(m, 3H) 7.24 - 7.28 (m, 1 H).
Do0o0o00
01-(2-0000000)-3-(2-00000-2-00-1-m-000000)J0: 00000
0 2-00000-2-00-1-m-000000000 (OO0, 0000000000000
00000000000000000000000 (2.30 g, 14.18 mmol)0 00O OO
00000 0OO0OO00O0O00 (1.60g, OO90%, 14.47 mmol) 000 O0O0OOC0CDOOO
00000 (4.50mL, 25.84mmol) 0O OOOOCOOOOADDDOOOOOOOOOO
00000000000 : *H NMR (300 MHz, DMSO-dg) & ppm 2.27 (s, 3 H) 3.10 - 3.
25 (m, 3 H) 3.25 - 3.38 (m, 1 H) 4.25 (t, J=4.98 Hz, 1 H) 4.41 (t, J=4.98 Hz, 1
H) 4.83 (q, J=7.72 Hz, 1 H) 6.12 (t, J=5.57 Hz, 1 H) 6.53 (d, J=8.50 Hz, 1 H) 6.
77 (s, 1 H) 6.87 (dd, J=4.98, 3.22 Hz, 1 H) 6.97 - 7.11 (m, 3 H) 7.17 (t, J=7.48
Hz, 1 H) 7.26 (d, J=4.69 Hz, 1 H).
000000
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Ooo00oao
Q =
S
F\/\NJLN S
H H

01-(2-0000000)-3-(2-00000-2-00-1-m-000000)I0000 :
0000000000000000-3-0000 000 mO000000000 0000
00000000000COO0O0O0O0OOOODOODOO 2-00000-3-00-1-m-0000
D00 OO0 2-00000-3-00-1-m-000000000000000000000
000000
0D2-00000-3-00-1-m-0000000: 0000000 00000-3-00000
(25.00 g, 175.83 mmol)0 0 OOO OO OO (15.00 mL, 205.64 mmol)d N,0-0 O O
0000000000 (20.00 g, 205.04 mmol)d EtgN (38.00 mL, 0.27 mol)d OO0
ODMAP 00O m-O0O0O0ODOOODOO 0OOOO0 (THFO 1.0 M, 200.00 mL, 200.00 mmol)
00000000000 cO000O000000O000000000 *H NMR (300 MHz,
00) & ppm 2.36 (s, 3 H) 4.36 (s, 2 H) 7.00 (d, J=4.98 Hz, 1 H) 7.14 - 7.24 (m
, 2 H) 7.36 - 7.47 (m, 2 H) 7.77 - 7.90 (m, 2 H).
Do0o0o00
0D2-00000-3-00-1-m-000000000: 0000000 2-00000 -3-0
0-1-m-0000000 (5.00 g, 23.12mmo)0 O OOOCOOCO 0O0O0OOOO0O (3.
40 g, 40.71 mmol) O O O BH5O THF (THFO 1.0 M, 60.00 mL, 60.00 mmol) 0 O O 0O O
000000 cO0000000000000: *H NMR (300 MHz, DMSO-dg) & ppm 2.
26 (s, 3 H) 2.74 - 2.88 (m, 2 H) 4.00 (dd, J=7.48, 6.30 Hz, 1 H) 6.90 (d, J=4.98
Hz, 1 H) 6.98 (d, J=6.16 Hz, 1 H) 7.06 - 7.17 (m, 2 H) 7.32 - 7.41 (m, 2 H) 8.5
(dd, J=5.86, 1.76 Hz, 1 H).
0Do0ooo
1-(2-0000000)-3-(2-00000-3-00-1-m-000000)00: 00000
2-00000-3-00-1-m-000000000 (OO0, 000000000000
0000000000 000000000000 (1.659, 10.17 mmol) 0000 OO
0000 0000000 (1.10 g, 0O090%, 9.95 mmol) 000 O0O00OOOO0OODO
000 (3.00mL, 17.22 mmol) 00000000000 ADDOOOOOOOOOOOO
000000000 : *H NMR (300 MHz, DMSO-dg) & ppm 2.26 (s, 3 H) 2.92 (d, J=

Oo0ooOooOooog o

7.04 Hz, 2 H) 3.18 (q, J=4.98 Hz, 1 H) 3.23 - 3.37 (m, 1 H) 4.24 (t, J=4.98 Hz,
1 H) 4.40 (t, J=4.98 Hz, 1 H) 4.84 (q, J=7.52 Hz, 1 H) 6.07 (t, J=5.57 Hz, 1 H)
6.47 (d, J=8.21 Hz, 1 H) 6.87 (d, J=4.98 Hz, 1 H) 6.98 - 7.10 (m, 4 H) 7.16 (t,
J=7.48 Hz, 1 H) 7.37 (dd, J=4.40, 2.93 Hz, 1 H).

000000

Doooao

cl
Q0
F
NN Me

H H
1-[1-(3-0000000)-2-m-00000071-3-(2-0000000)I0000:

g
ooooboooooooom-O00OO0CO0OO0OO0DODOOOO0ODOOOO COOODOODDOOO
oo 1-@B-0ooooog)-2-m-0000000 OO0 1-@B-000D00000)-2-m-0
gbobooobooooooboboboboon

gbooooao

01-@-0oooooo)-2-m-000C0COD0ODO: ODOOOOODO o-ODDODDOO (5.00 g,
33.30 mo)DOODOCDO ODDOOO (5.00 mL, 68.55 mmol)O N,0-00O0O0O0COCODODOO
oo00O0 (5.00 g, 51.26 mmol)O EtgN (20.00 mL, 0.14 mol)O OO O ODMAP O OO 3-
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00d0O0O0O0O0O0O0O0O0OoO0 Oo0O00 (THFO 0.5 M, 50.00 mL, 25.00 mmol) OO 00O
0000000 cO0DO00DD0DO0O0O0DO0OO0O0DOoOoOOan
oooooao
01-(3-0000000)-2-m-000000000: 0O0O0O0O0O0O 1-(3-000000
0)-2-m-0 000000 (OO0, 000000000)0 O0O0ODDODOOODO OOOO
000 (3.50 g, 41.91 mmol) 0 O O BHyO THF (THFO 1.0 M, 60.00 mL, 60.00 mmol)
00000000000 CO0000000000000: *H NVR (300 MHz, DMSO-dg)
o ppm 2.23 (s, 3 H) 2.66 - 2.81 (m, 2 H) 4.30 (br s, 1 H), 6.93 - 7.44 (m, 8 H
).
oooooao
01-[1-3-0000000)-2-m-0000007-3-(2-0000000)00:00000
0 1-(3-0000000)-2-0-000000000 (OO, 000000000000
00000000000 000000000000 (1.62 g, 10.00 mmol)D OO OO
000000 ODO0DO0DO0O0O00 (1.00g, 0O090%, 9.05 mmol) 000 O0ODOOODOOO
0o0oOoOg (3.00mL, 16.81mmol) DD 000D DOO0OODDADDDOOODDOODODODO
00000000000 : *H NMR (300 MHz, DMSO-dg) & ppm 2.26 (s, 3 H), 2.87 - 2
.90 (m, 2 H) 3.16 (g, J=5.08 Hz, 1 H) 3.25 (g, J=5.28 Hz, 1 H) 4.22 (t, J=5.13 H
z, 1 H) 4.37 (t, J=4.98 Hz, 1 H) 4.86 (g, J=7.92 Hz, 1 H) 6.09 (t, J=5.72 Hz, 1
H) 6.60 (d, J=8.50 Hz, 1 H) 7.00 - 7.12 (m, 4 H) 7.16 (d, J=7.04 Hz, 1 H) 7.22 -
7.35 (m, 3 H).
oooooao
ooooao

0 o

SR
O 1—(2—D goooogad )—3—(1—D 0go0-2-00-2-0000000 )D ggonoaog:
gooooooogdgoboo2-0000 OOOO0O OO0 ODoOoUOobOoUgoboUoo ooooao
goooooooooBdodoDooodoobooonoDnD 1-00og-2-00-2-0000000¢0
o000 1-0o00-2-00-2-0000000cO0O0O0O0ODODO0oO0oOoDooooooag
oooood
01-000-2-00-2-00000000 %4 gooooono 20000 OoOoOoOodd (lO.
00 mL, 101.43 mmOI)D N,O-O O OOOooOOoooOOoooao (15.00 g, 153.78 mmoI)D Et
3N (38.00 mL, 0.27 mohH)O ODODOODMAP ODOOODODOODODODOODO OOOO (THF
02.0M, 100.00 mL, 0.20 mol) DO ODODODODOOOBODOODODODODODODORDO
0000000000 : *H NMR (300 MHz, DMSO-dg) & ppm 4.14 (s, 2 H) 6.72 (dd, J
=3.66, 1.61 Hz, 1 H) 7.14 - 7.31 (m, 5 H) 7.60 (d, J=3.81 Hz, 1 H) 8.00 (s, 1 H)

0 ““Fontana, Antonella; O"Ferrall, Rory A. More, J. Chem. Soc. Perkin Trans. 2 1

994, 12, 2453-2460.

goooooo

01-000-2-00-2-00000000004: 0000000 1-000-2-00-2-0
ocooooo0O (.00 g, 26.85 mmol) ODOOOOOOO OCOODDOOO (3.40 g, 4

0.71 mmol) O OO BHzO THF (THFO 1.0 M, 60.00 mL, 60.00 mmol) OO OOOCODOODO
00BOODODODODOODODODO : *H NMR (300 MHz, DMSO-dg) & ppm 1.76 (br s,

2 H) 2.80 (dd, J=13.19, 7.62 Hz, 1 H) 2.90 - 3.02 (m, 1 H) 4.03 (t, J=6.89 Hz, 1
H) 6.11 (d, J=3.22 Hz, 1 H) 6.31 (dd, J=3.08, 1.91 Hz, 1 H) 7.08 - 7.12 (m, 2 H

) 7.14 - 7.24 (m, 3 H) 7.51 (s, 1 H).

0 “° Demir, Ayhan S.; Sesenoglu, Oezge; Uelkue, Dincer; Arici, Cengiz, Helv. Chi

m. Acta 2003, 86, 91 - 105.
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000000
01-(2-0000000)-3-(1-000-2-00-2-0000000)00: 000000 1
-000-2-00-2-0000000000 (000, 0000000000000000
00000000000 00000000 (1.62 g, 10.00 mol)D 0000000 OO
0 JoOoO0O0O0O0 (1.00g, OO90%, 9.05 mmol) OO0 OO0OO0OOOO0OOOOOOO

(3.00 mL, 17.22 mmol) OO0 O0O0OOOOOOOADDODODOODOOOOOOOOOOD
000000 : *H NMR (300 MHz, DMSO-dg) & ppm 2.90 - 3.05 (m, 2 H) 3.19 (q, J=5
.28 Hz, 1 H) 3.25 - 3.34 (m, 1 H) 4.24 (t, J=5.13 Hz, 1 H) 4.40 (t, J=5.13 Hz, 1
H) 4.91 - 5.01 (m, 1 H) 6.05 - 6.16 (m, 2 H) 6.32 (dd, J=3.22, 1.76 Hz, 1 H) 6.
40 (d, J=8.79 Hz, 1 H) 7.07-7.09 (m, 2 H) 7.14 - 7.24 (m, 3 H) 7.55 (s, 1 H).

goboooo
gpoood
0 = |
HoH

01-2-0o0o0ooog)-8-k-cooo-2-00-1-m-0000C0DOHYDDOOOO:
0o0ooood0 ODo0oo3-000D0D000Db0 ODOoO00 DoOo 2-0000O0O0DOOO
oooooDoOoOoBOODOODODODODOODODDDO 1-B-000O0O0OO)-2-0000-2-00
oooo0 0DoOO0 1-B-00O0O0ooo)y-2-0000-2-00000CO0CODODDOOOOOO
ooooao
ocooooao
01-(3-0000000)2-0000-2-00-00004%%: DOo0DO00O00 3-000-N-
oooo0-N~~-O00000000D0 (b.50g, 30.83mmol) OO ODDODODO-2-000000
Oooo0o0o (LbA (THFO 2.0 M, 20.00 mL, 40.00 mmol)O0 O OO 3-0000000O (3-00
mL, 30.83 mmol) O OO THFOO OO O 6000000)O0DOODODDODOOOODOB
000000000000 00000000000O0: *H NMR (300 MHz, DMSO-dg) & ppm
2.35 (s, 3 H)4.50 (s, 2H) 7.10 - 7.43 (m, 5 H) 7.61 - 7.65 (m, 1 H) 7.71 - 7.
82 (m, 1 H) 8.38-8.46 (m, 1 H).
0 46 Kolehmainen, Erkki; Osmialowski, Borys; Nissinen, Maija; Kauppinen, Reijo;
Gawinecki, Ryszard, J. Chem. Soc. Perkin Trans. 2 2000, 11, 2185 - 2191.
oooooao
01-B-00000O00)-2-0000-2-00000000: ODOODDOOO 1-B-00
oooooD)-2-0000-2-0000O00O00 (5.00g9, 23.67 mmol)D ODODODOOOOO O
ooooo0O0 (3-20 g, 38.31 mmol) O OO BHzO THF (THFO 1.0 M, 100.00 mL, 100.00
mmol) 000000 DO00ODBODDOOOODDDOOODDOOO: * NMR (300 MHz, DMS
0-dg) 6 ppm 2.25 (s, 3 H) 2.91 (d, J=1.76 Hz, 2 H) 4.20 (t, J=7.62 Hz, 1 H) 6.9
7 (d, J=6.74 Hz, 1 H) 7.06 - 7.18 (m, 5 H) 7.61 (td, J=7.62, 1.76 Hz, 1 H) 8.46-
8.47 (m, 1 H).
oooooao
0l-2-0ocooooo)-8-2-0ooo-2-00-1-m-000000D)O00: OODOOO
l-B-0o0ooooo)-2-0000-3-0000000DO0 (OO, O000O0DDOOO
ooo0oo0DoDoODO0000000D0 DobooDpDoDoDoooooo (1.62 g, 10.00 mmo)O O
oooo0oDoDDODO0OO00 DO0Oooooo (@.o0g, O0O090%, 9.05 mmol) ODODO OOOOO
oooooogdg (3.00mL, 1681 mmol) DO D OODDODDOODOODADDOODOODDODOO
00000000000000: *H NMR (300 MHz, DMSO-dg) & ppm 2.24 (s, 3 H) 3.0
3 d, J=7.62 Hz, 2 H) 3.13 (q, J=5.28 Hz, 1 H) 3.22 (g, J=5.37 Hz, 1 H) 4.20 (t,
J=5.13 Hz, 1 H) 4.35 (t, J=4.98 Hz, 1 H) 5.05 (q, J=7.52 Hz, 1 H) 6.06 (t, J=5.
86 Hz, 1 H) 6.55 (d, J=8.79 Hz, 1 H) 6.99 (dd, J=11.73, 7.62 Hz, 2 H) 7.05 (s, 1
H) 7.10 - 7.18 (m, 3 H) 7.61 (td, J=7.62, 1.76 Hz, 1 H) 8.45 (d, J=4.69 Hz, 1 H
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0l-2-0o0o0ouooo)-8-(2-0o0o00-3-00-1-m-000C0O0O0D)ODOOOO:
ooooDoDoODOoO0O0o0O03-00o0o0o0OD0D0O0 D000 O0o0 3-0000000000
oooooDoOOoOOoBOODOODODODODOODODO 1-B-0D00O0OO0OO)-2-0000-3-00
o000 ooo 1-@B-000ooDoo)-2-0000-2-00000000CO0OOO0ODOOOO
ooooao
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01-3-00o0D00o0Og)-2-0000-3-00-0000: ODODODOOODO 3-000-N-0O
Oo0o0-N~~-DO0O0o0oDooogng (5-50g, 30.69mmol) OOO OODODO-3-000000
Oooo (LDA (THFO 2.0 M, 20.00 mL, 40.00 mmol)J O OO 3-0000000 (3-00m
L, 30.83 mmol) 00O THFOODOODOGOOD 0D OO O) DO0O0OOQOODDOOOOBOOODO
0000000000000000000: *H NMR (300 MHz, DMSO-dg) & ppm 3.22 (s
», 3H) 4.45 (s, 2 H) 7.25 (s, 1 H) 7.37-7.45 (m, 2 H) 7.53-7.69 (m, 2 H) 7.84 -
7.88 (m, 1 H) 8.34-8.45 (m, 2 H).
ocooooao
01l-B-0o0o0oooo)-2-0000-3-0000000O0DO0: ODODODOODOO 1-B-00
oooooD)-2-0000-83-000oO00O00 (5.00g9, 23.67 mmol)0 ODOODOOOOO O
ooOooO0O (3-20 g, 38.31 mmol) O OO BHgO THF (THFO 1.0 M, 100.00 mL, 100.00
mmol) DD 0D000DD0DO00DOBOODDOOODDOOODDOO: *H NMR (300 MHz, DMS
O-dg) & ppm 3.22 (s, 3 H) 4.45 (s, 2 H) 6.96-7.26 (m, 6 H) 7.48 - 7.52 (m, 1 H)
8.26-8.34 (m, 1 H).
ocooooao
O1-2-00o0o0000)-83-2-0cooo-3-00-1-m-000000)O0D0O: OOOOOO
1-3-0oooooO0o)-2-0000-3-00000000 (OO, 00O0O0DOOO0O
oooooDoODO0OO000U00O0OD0D Dobooooooooogd (.62 g, 10.00 mmol)O O O
00000000 Doooooo (1.00g, OO90%, 9.05mmol) ODOD OODDOOO
ooooooO (3.00mL, 16.81 mmol) OO DD ODODOOOODODADDDDDOOOOOO
0000000000000 : *H NMR (300 MHz, DMSO-dg) & ppm 2.26 (s, 3 H) 2.84
-2.98 (m, 2 H) 3.14 (g, J=5.28 Hz, 1 H) 3.24 (q, J=5.28 Hz, 1 H) 4.20 (t, J=5.1
3 Hz, 1 H) 4.36 (t, J=5.13 Hz, 1 H) 4.79 - 4.89 (m, 1 H) 6.03 (t, J=5.72 Hz, 1 H
) 6.51 (d, J=8.79 Hz, 1 H) 7.00 (s, 1 H) 7.01 - 7.10 (m, 2 H) 7.13 - 7.27 (m, 2
H) 7.50 - 7.57 (m, 1 H) 8.31 (d, J=1.47 Hz, 1 H) 8.35 (dd, J=4.84, 1.61 Hz, 1 H)
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000000000003-00000000000000000000 000 3-000
000000000000 00000000000 DOOOOOOODOOOOO 2-(3-
00000000)-1-(B-0000000000000)I0000 2-(83-0000000
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0)-1-(3-0000000000000)0000 0o-0000000 000 2-(3-000
00000)-1-(3-0000000000000)I000000000000000000
Do0o0o0a0

02-(3-00000000)1-(3-0000000000000)I000: 3.44g 00
000000 3-00000000000000000000 (15.00 g, 0.27 mol)d (3
-00000000)0000000 (9.40 mL, 73.70 mmol)O NaOEt (56.00 mL, EtOHO
280 0%, 0.15 mmol) OO O HBr (48%, 40 mL) 000 0OODO00OODOO0O DOOOOO
000000000000000000: *HNMR (300 MHz, CDCIZ)S 4.34 (s, 2 H), 7.
05 - 7.15 (m, 2 H), 7.21 - 7.32 (m, 2 H), 7.57 - 7.66 (m, 1 H), 7.81 - 7.85 (m,
1 H), 8.21 (d, J=7.92 Hz, 1 H), 8.27 - 8.32 (m, 1 H).

000000

0D2-(3-00000000)-1-(3-0000000000000)I000 0o-0000000
O: 2.73g(72%) 00000000 2-(B-00000000)-1-B-00000000
00000)00O00 (3.44¢g, 12.20 mol)0 0D D0DODODDOOD ODOCOOOOO (2.04
g, 24.40 mmol) OO0 O0OO0OO (3.0ml) 00000000000 DOOOOOODO
00000O00000000000: *H NMR (300 MHz, CDCIZ)d 4.04 (s, 3 H), 4.17 (
s, 2 H), 6.96 - 7.23 (m, 4 H), 7.43 (t, J=7.92, 7.04 Hz, 1 H), 7.57 (d, J=7.92 H
z, 1 H), 7.76 (d, J=7.92 Hz, 1 H), 7.98 (s, 1 H).

Do0o0o00
02-(B3-00000000)-1-(3-0000000000000)I00000: Et,0 00
2-(3-00000000)-1-(3-0000000000000)0000 0o-000000

0 (1.00 g, 3.20 mmol) OO OO D0 O000OLAH (THFO 1.0 M, 3.20 mL, 3.20 mmol) O
0000000000000000000030000000000000000o00000
000000 H,00OODOOODOOO0ODOOO0O0O00O000O0000000000000
000 : EtOAc (1:1) 00O0OD0OODOD0OO0OO0OO0OO0OO0OO0OO0O0O0O0O0O0O000OA470 m
g000000000000000000: *H NMR (300 MHz, CDCl;)d 1.47 - 1.62 (m,
2 H), 2.84 - 2.93 (m, 1 H), 2.98 - 3.07 (m, 1 H), 4.28 - 4.35 (m, 1 H), 6.99 -
7.11 (m, 3 H), 7.16 - 7.27 (m, 1 H), 7.39 - 7.46 (m, 1 H), 7.52 (t, J=7.62 Hz, 2
H), 7.61 (s, 1 H).
Do0o0o0a0
01-(2-0000000)-3-[2-(3-00000000)-1-(3-00000000000000
JOO]JoO: 00000 2-(3-00000000)-1-(3-0000000000000
YDOOOOO (0.47 g, 1.70 mmol)0 00O OO0OOO0OOOO0O (0.27 g, 1.66 mmol)
0 0000000000 0000000 (165.3 mg, O 0 90%, 1.50 mmol) 0 OO O
000000000000 (580 plL, 3.33mmol) 0000000 O0ADDOOCODOOO
0000000000000 000: *™H NMR (300 MHz, DMSO-dg)d 3.01 (d, J=7.33 Hz,
2 H), 3.19 (q, J=5.28 Hz, 1 H), 3.28 (g, J=5.28 Hz, 1 H), 4.23 (t, J=5.28 Hz, 1
H), 4.40 (t, J=4.98 Hz, 1 H), 5.05 (q, J=8.21, 7.62 Hz, 1 H), 6.17 (t, J=5.57 H
z, 1 H), 6.75 (d, J=8.50 Hz, 1 H), 7.04 - 7.14 (m, 2 H), 7.19 - 7.30 (m, 2 H), 7
.49 - 7.61 (m, 4 H).
000000

O Receptor Selection and Amplification Technology (RSAT) 0 OO O
ORSATOODDODODODODODOOODODOOODODDDODODODODODOODODODODODODDODDODOODOOO
00000000 o0oDoo0o0o0o0Doo00o0o0oDoo00o0oDoDo0DO0o0ooDooOooODnooeed
oo0o0oo0oDoDoODOo0000D0O0o0o0Do0o0o0DDDODO0O0BUOOODODODODDODDODDODOODOOO
ooboooboooboOoobOOobOOobOOobODODODbDOODODDODODbOGeIDOODG,DOOO
0000000000000 0O00000Dae,00000006G;0000000Gg/150
obobec;DbobooboboobOoboooDboOobOobOoDoGegboooooDbOoboOoDoOoD
OORSATO DO OOOOOO
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