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J=72Hz J=17.4Hz)

oo

3oooooooag
Oo0o0D0O0ooo0ooooO014mmolD0 00 THFOOOMLOO OO OO 1-(4-(2-
ocOo)yoooo)ybooo-1-0001z2mmol000CDOO0O00ODODOOOODODODOO
gbooboooboobilioboooboooboooboTLCObOO0DbDOOoDbDOODO
Oo0oD0O0O0o0DOO0O0O0O0O0OO0O0OINHCIODODeOmIODODODOOO200000
uooooooooobooboooooo0ooooil1oobobbOOOObOOOOOOOn
OoooooooboDbDDOOO0OD0OONagSOgsuO0O0D0DOO0O0O0OOOOOOOOOO
ocoLCOODDOOOODODOOOOOO/ODOOOODODODODODODDODOODODOO
gbooobooogobooboobooobooooboboobooboobooboo

oo oo ooooooog
OO0 oo ooooooog
vy Ooooooooaooan
Oooooooood

O
0oDoooo)yoooo0)yOooo-3-00003ad0R10R1'0OELO
= 72%, 'H NMR (CDCls, 300 MHz, §) ppm, 7.32-7.27 (m, 2H), 6.91-6.85 (m, 2H), 4.29 (dd,

2H, ] = 6.4 Hz, ] = 6.3 Hz), 3.64 (dd, 2H, J = 6.3 Hz, J = 6.3 Hz), 1.90-1.71 (m, 4H), 0.75 (1. 6H,
J=7.4Hz)

@DDDDDDDDDDD

—
N
_
N

oooooa
4-(4-(2-00000D00O)YOOODO)OODO-4-00003b0OR1OR1'OPYIrO
IXE 65%, 'H NMR (CDCls, 300 MHz, §) ppm; 7.33-7.24 (m, 2H), 6.91-6.83 (m, 2H), 4.22 (dd,

2H,J =63 Hz, J = 6.3 Hz), 3.63 (dd, 2H, J = 6.3 Hz, J = 6.3 Hz), 1.85-1.66 (m, 4H), 1.40-1.18
(m, 2H), 1.153-0.97 (m, 2H), 0.85 (t. 6H. J = 7.2 Hz)

oooooo

oboboo4000000000
OCo0O0O03)6emmold0ONaNzgO24mmol000000O0CDOOOO20mLOOO0ODO
oooooooooobobooOCOoOoOoOoOoooobDbDDbDDOOO0D40mmolOOODODODO
oooooobooooOOOOTLCOODODODODOOOODOOOOOoOOODODDDDOODOOO
ooogo3omLObOO0OOOO0OO0OO0OO0OO0OO0O30OmLOOOOOO0OOOOOOoOOOODODOOO
uboboooboobooobooooboooboooboooobooooooboooboobooooaa
cooooooooooobooboooo/0ob0oOb0O0oO0ooboODbDO0oO0oOoOobDOOoOoDbODOOoDOooDOD
gboooobooboooboooboooboobooboobooooboo
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1-(3-0000000-3-00)-4-(2-0000000)00000O4a0R10R1'0OELO
N 85.6%, 'H NMR (CDCls, 300 MHz, 8) ppm, 7.29-7.21 (m, 2H), 6.94-6.85 (m, 2H), 4.29

(dd, 2H, J = 6.3 Hz, ] = 6.3 Hz), 3.64 (dd, 2H, J = 6.3 Hz, ] = 6.3 Hz), 2.05-1.82 (m, 4H), 0.78 (t.
6H, ] =7.4 Hz)

oooooad
1-(4-0000000-4-00)-4-(2-0000000)00D0004b0R1OR1'OPYKO
= 84.8%, 11 NMR (CDC3, 300 Mliz, §) ppm; 7.28-7.21 (m, 211), 6.91-6 84 (m, 211), 4.28 (dd,

2H,J=6.3 Hz, ] = 6.3 Hz), 3.63 (dd, 2H, J = 6.3 Hz, ] = 6.3 Hz), 1.96 -1.75 (m, 4H), 1.40 -1.18
(m, 2H), 1.40-1.16 (m, 2H), 1.16-1.00 (m, 2H), 0.88 (t, 6H, J = 7.2 Hz)

oooooaod

gbooaosooobooooa
Oo00O00004002mmolO0000002.2mmol000000O000O20mmol0O0O0O0
oooooooooboiomLO0OO0OO0O0OO0OO0OO0OOODODDDODOOOOOOOOOOOOOD
oooooooTLcooooooooooooboooooooooobooboboDbOoboboooo
gboooobooboooboooboooboobooboobooboobooboogLen
coooooooooobooogo/ooooOoboO0oOooOobDOoOooooDOooobooDobooooo
gboooobobobobooboooobooobobobooboooboooobog

oooooaod

4-(2-(4-(3-0000000-3-00)00000)000)0000005a0R10R1'0ELD
R,00O0DO0O00OO
I 80%. 'H NMR (CDCls, 300 MHz, 8) ppm; 7.25-7.20 (m, 2H), 6.92-6.85 (m, 2H), 4.11 (dd,

2H,J=5.7Hz, J=57Hz),3.74 (dd, 2H, =44 Hz, J=4.6 Hz),2.81 (dd, 2H,J=5.7Hz, ] = 5.7
Hz), 2.58 (dd, 2H, T = 4.7 Hz, J = 4.6 Hz), 2.03-1.82 (m, 4H), 0.78 (t. 6H. J = 7.4 Hz)

gooooad
2-(4-(3-0000000O-3-00)0D0O0OODO)-NN-O0D0DOODDO-1-00005b0O0R10OR
1'OEtO R, 000000000

IXZ 95%. 'H NMR (CDCls, 300 MHz, 8) ppm; 7.25-7.18 (m, 2H), 6.92-6.83 (m, 2H), 4.04 (dd,
2H, 1 =6.3 Hz, J = 6.3 Hz), 2.89 (dd, 2H, ] = 6.3 Hz, J = 6.3 Hz), 2.65 (q, 4H, ] = 7.1 Hz), 2.14-

1.80 (m, 4H), 1.80 (t, 6H, J = 7.1 Hz), 0.78 (t. 6H, J = 7.4 Hz)

gooooao
4-(2-(4-(4-0000000-4-00)00000)000)0000005cO0R10R,'0PIO
RoOODGOGOGOOOAnO

IXZ 953%. 'H NMR (CDCls, 300 MHz, 8) ppm; 7.25-7.20 (m, 2H), 6.92-6.83 (m, 2H), 4.10
(dd, 2H, J = 5.7 Hz, ] = 5.7 Hz), 3.73 (dd, 2H, ] = 4.6 Hz, ] = 4.7 Hz), 2.80 (dd, 2H, = 5.7 Hz, J
=57 Hz), 2.58 (dd, 2H, ] = 4.7 Hz, ] = 4.7 Hz), 1.95-1.74 (m, 4H), 1.38-1.00 (m, 4H), 0.86 (t.
6H, I = 7.3 Hz)

gooooao

1-(2-(4-(4-0000000-4-00)00000)000)-4-0000000005d0R10
R1'OPrdR,04-000-0000000
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N 78.3%. 'H NMR (CDCls, 300 MHz, §) ppm; 7.25-7.18 (m, 2H), 6.90-6.83 (m, 2H), 4.10
(dd,2H,J=59Hz,J=59Hz),2.81 (dd, 2H, ] =59 Hz, J = 5.9 Hz), 2.70-2.36 (m, SH), 2.39 (s,
3H), 1.96-1.75 (m, 4H), 1.38-1.00 (m, 4H), 0.86 (t, 6H, J = 7.3 Hz)

oooooo

00006000000 D00
000000005001g00 THF/EtOHO 101 v/vO0 0 O0O0015mI00O00000
Pd/CO100000000000100mg0 0000000000 Paard0040p.s.i.00
000000000000 0000000000000000000000000000
00000000000LCO0O000O00O0000000000000/00000000
000000000000 0000000000000000000000000000
oooo0o0oo0oooaon

oooooo
3-(4-(2-(0000000)I0000)0000)0000-3-00006a0R10R1'0ELtORS
oooo0ooooaon

I #9100%. '"H NMR (CDCls, 300 MHz, §) ppm; 7.32-7.25 (m, 2H), 6.89-6.83 (m, 2H), 4.04

(dd, 2H, J = 6.5 Hz, J = 6.4 Hz), 2.89 (dd, 2H, J = 6.4 Hz, ] = 6.4 Hz), 2.65 (q, 4H, ] = 7.1 Hz),
1.87-1.73 (m, 2H), 1.72-1.55 (m, 2H), 1.07 (t, 6H, J = 7.1 Hz), 0.72 (t, 6H, ] = 7.4 Hz)

oooooan

4-(4-(2-000000DOOO)YOODO)DDODOD-4-00006bOR1OR1'OProR200O
oooooog

X% 75.4%. 'H NMR (CDC3, 300 MHz, §) ppm; 7.32-7.26 (m, 2H), 6.88-6.83 (m, 2H), 4.10
(dd, 2H,T=5.7Hz, 7= 5.7 Hz), 3.73 (dd, 2H, J = 4.5 Hz, J = 4.8 Hz), 2.80 (dd, 2H, J = 5.7 Hz, J
=57 Hz), 2.58 (dd, 2H, ] = 4.7 Hz, ] = 4.7 Hz), 1.85-1.58 (m, 2H), 1.30-1.00 (m, 2H), 0.84 (t.
6H, J = 7.2 Hz)

oooooad
4-(4-(2«(0000000)I0O00)DO00O0)0D00D0-4-00006¢0R10R1'0ProR>
ooooooooad

I 73.8%. 'H NMR (CDCls, 300 MHz, 8) ppm; 7.32-7.26 (m, 2H), 6.88-6.81 (m, 2H), 4.04
(dd, 2H, J = 6.4 Hz, ] = 6.4 Hz), 2.87 (dd, 2H, J = 6.4 Hz, J = 6.4 Hz), 2.64 (q, 4H, J = 7.1 Hz),
1.80-1.54 (m, 8H), 1.30-1.12 (m, 2H), 1.12-0.90 (m, 2H), 1.07 (t, 3H, T = 7.1 Hz), 0.83 (t, 3H, T =
7.1 Hz)

oooooaa
4-(4-(2-(4-0000000DO-1-00)0D00O0)0O0DO0)0DOO-4-00006dOR10O
R1'OPrdR204-000-00000O00OO0

I 65.7%. 'H NMR (DMSO-ds, 300 MHz, §) ppm; 8.52 (bs, 2H), 7.40-7.30 (m, 2H), 7.72-

6.95 (m, 2H), 4.20-4.0 (m, 2H), 3.50-3.30 (m, 2H), 3.33 (s, 3H), 3.20-2.55 (m, 8H), 2.00-1.72 (m,
2H), 1.28-1.00 (m, 2H), 1.07 (t, 3H, J = 7.0 Hz), 0.83 (t, 3H, J = 7.3 Hz)

oooooan
oooovyoooooOOOO
OEDCO2.0mmolO00O0OOODMAPOO.OIlmmolOOODCMO1IOmMLODODOODODOO
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O006001mmol0 000000000 25mmol0 000000000000 DO00OO
00000000000 000LCO00O0O000O0O000OONONoo/00000000
000000000000 0000000000000000000000000000
Oo0oO0O0ooO

oooooo
2-000-N-(3-(4-(2-000000000)0000)0000-3-00)00000007a
OR{0R1'OEtOR, 00000 0C

IRZ 60 %. 'H NMR (CDCls, 300 MHz, §) ppm; 7.25-7.17 (m, 2H), 6.92-6.85 (m, 2H), 6.14 (bs,

1H, 4.10(dd, 2H, J=5.7Hz,J = 5.7 Hz), 3.73 (dd, 2H, J = 4.6 Hz, ] = 4.8 Hz), 3.34 (s, 2H), 2.79
(dd, 2H, J=5.6 Hz, ] = 5.8 Hz), 2.58 (dd, 2H, J = 4.7 Hz, J = 4.6 Hz), 2.22-1.95 (m, 2H), 0.75 (4,

Dooooo
2-000-N-(3-(4-(2-(0000000)0000)0000)0000-3-00)00000
0O07b0R10R1'0EtOR, 000000000

I 70.4%. 'H NMR (CDCls, 300 MHz, §) ppm; 7.25-7.17 (m, 2H), 6.92-6.85 (m, 2H), 6.15

(bs, 1H, 4.03 (dd, 2H, J = 6.4 Hz, J = 6.4 Hz), 3.37 (s, 2H), 2.87 (dd, 2H, J = 6.4 Hz, ] = 6.4 Hz),
2.65 (q, 2H, T= 7.1 Hz), 2.22-2.00 (m, 2H), 1.07 (t, 6H, J = 7.1 Hz), 0.74 (t, 6H, J = 7.4 Hz)

gooooad
2-000-N-(4-(4-(2-(0000000)00O0DO0)0DO0O0OO)0DOOO0O-4-00)00000
O0d7cO0RiOR1'OProR,O 0000000

= 60.4%. 'H NMR (CDCls, 300 MHz, &) ppm; 7.25-7.17 (m, 2H), 6.92-6.85 (m, 2H), 6.18

(bs, 1H, 4.04 (dd, 2H, ] = 6.4 Hz, J = 6.4 Hz), 3.33 (s, 2H), 2.90 (dd, 2H, J = 6.3 Hz, J = 6.3 Hz),
2.68 (q, 2H, J = 7.1 Hz), 2.22-1.98 (m, 4H), 1.22 -1.08 (m, 4H), 1.08 (t, 6H, J = 7.1 Hz), 0.87 (1,
6H, J = 7.3 Hz)

Dooooo
2-000-N-(4-(4-(2-000000000)0000)0000-4-00)00000007d
OR10R1'OPrOR, 00000000

X 93.4%. 'H NMR (CDCls, 300 MHz, §) ppm; 7.25-7.17 (m, 2H), 6.92-6.85 (m, 2H), 6.14

(bs, 1H, 4.10 (dd, 2H), J = 5.7 Hz, J = 5.7 Hz), 3.73 (dd, 2H, T = 4.7 Hz, J = 4.7 Hz), 3.33 (s, 2H),
2.80 (dd, 2H, J = 5.7 Hz, J = 5. 7 Hz), 2.58 (dd, 4H, ] = 4.7 Hz, ] = 4.7 Hz), 2.19-1.90 (m, 4H),
1.22-1.03 (m, 4H), 0.88 (t, 6H, T = 7.1 Hz)

Dooooo
2-000-N-(4-(4-(2-(4-00000000-1-00)0000)0000)0000-4-00)
0000000 7e0R10R1'OPrOR,04-00000000001

IX=® 65.5%. 'H NMR (CDCls, 300 MHz, &) ppm; 7.25-7.17 (m, 2H), 6.88-6.85 (m, 2H), 6.21

(bs, 1H), 4.10 (dd, 2H, J = 5.7 Hz, T = 5.7 Hz), 3.49 (s, 2H), 3.29 (s, 3H), 3.13 (dd, 8H, T=J = 5.7
Hz), 2.91 (dd 2H, ] = 5.0 Hz, J = 5.1 Hz), 2.19-1.90 (m, 4H), 1.22-1.03 (m, 4H), 0.8 (t, 6H, J =
7.1 Hz)
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0000070 01mmol000006-0000000000001.2mmol0000
Do.1lmmol0 00000 ODO0O0O0OOOO020mMLO000O0O0O00OO0O00O0ODO0OO
O000000OTLCOOODOOOODOOOODOOOODONOOODONOoOONooon
000000000000 0LCO00O0000O000ONO00NoONONon/00O0noan
00000000000 00000000000000000000000000
0oooooo

ooooo
(E)-3-(6-0000000-2-00)-2-000-N-(3-(4-(2-000000000)0000)
0000-3-00)00000000WP17210

X% 86.3%. 'HNMR (CDCls, 300 MHz, &) ppm; 8.13 (s, 1H), 7.76 (dd, 1H, J = J = 7.7 Hz),

748 (d, 1H, T=7.1 Hz), 7.42 (dd, 1H, J = 8.0 Hz, J = 0.6 Hz), 7.30-7.20 (m, 2H), 6.92- 6.85 (m,
2H), 6.71 (bs, 1H),4.10 (dd, 2H, T = 5.7 Hz, J = 5.7 Hz), 3.73 (dd, 2H, J = 4.6 Hz, J = 4.7 Hz),
2.79 (dd, 2H, J = 5.7 Hz, J = 5.7 Hz), 2.57 (dd, 4H, ] = 4.7 Hz, ] = 4.7 Hz), 2.30-2.23 (m, 4H),
0.78 (t, 6H, J == 7.3 Hz)

O0Ooo0ooooao
O Oooooao
O Oo0gooao

Dooooo
(E)-3-(6-0000000-2-00)-2-000-N-(3-(4-(2-(0000000)0000)00
00)0000-3-00)00000000WP17220

X% 84.2%. 'H NMR (CDCls, 300 MHz, §) ppm; 8.14 (s, 1H), 7.76 (dd, 1H, J = J = 7.7 Hz),

749 (d, 1H, J = 7.2 Hz), 7.42 (dd, 1H, J = 8.0 Hz, J = 0.8 Hz), 7.30-7.20 (m, 2H), 6.92-6.86 (m,
2H), 6.71 (bs, 1 H), 4.03 (dd, 2H, J = 6.4 Hz, ] = 6.4 Hz), 2.88 (dd, 2H, J = 6.4 Hz, ] = 6.4 Hz),
2.63 (q, 4H, T = 7.1 Hz), 2.29-2.04 (m, 4H), 1.05 (t, 6H, J = 7.1 Hz), 0.77 (t, 6H, J = 7.3 Hz)

Oooooo
(E)-2-000-N-(3-(4-(2«(0000000)0000)000O0)I0O0O-3-00)-3-(00
00-2-00)00000000WP17270

IR 65.3%. 'HNMR (CDCls, 300 Mz, &) ppm; 8.82 (dd, 1IL, J=4.7 Hz, J = 0.8 Hz), 8.21 (s,

1H), 7.80 (ddd, 1H, J=J = 7.7 Hz, ] = 1.8 Hz), 7.55 (d, 1H, J = 7.8 Hz), 7.39 (ddd, 1H, J = 7.7
Hz, J = 4.7 Hz, J = 1.0 Hz), 7.30-7.22 (m, 2H), 6.93-6.85 (m, 2H), 6.72 (bs, 1H), 4.03 (dd, 2H, J
=6.4Hz, ] = 6.4 Hz), 2.86 (dd, 2H, J = 6.4 Hz, J = 6.4 Hz), 2.63 (q, 4H, J = 7.2 Hz), 2.28-2.21
(m, 4H), 1.06 (t, 6H, J = 7.2 Hz), 0.78 (t, 61, J = 7.3 Hz)

Dooooo
(E)-3-(6-0000000-2-00)-2-000-N-(4-(4-(2-000000000)0000)
0000-4-00)00000000WP17330

IX= 83.7%. 'H NMR (CDCl3, 300 MHz, &) ppm; 8.13 (s, 1H), 7.76 (dd, 1H, J = J = 7.8 Hz),

7.49(d, 1H,J=72Hz), 7.42 (d, 1H, J = 8.0 Hz), 7.29-7.22 (m, 2H), 6.92-6.86 (m, 2H), 6.73 (bs,
1H),4.10(dd, 2H, J=6.7Hz,J =6.7Hz), 3.73 (dd, 2H, J=4.7Hz, J =4.7Hz),2.79 (dd, 2H, ] =
47Hz,J=47Hz),258(dd, 4H,] =4.6 Hz, ] = 4.7 Hz), 2.22-1.97 (m, 4H), 0.89 (t, 6H, J = 7.1
Hz)

oooooo
(E)-3-(6-0000000-2-00)-2-000-N-(4-(4-(2-(0000000)0000)00
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00y oooo-4-00)000000O00OWP17340
I3 74%. 'HNMR (CDCls, 300 MHz, §) ppm; 8.14 (s, 1H), 7.76 (dd, 1H, ] =] =7.7 Hz), 7.49

(d, 1H, J = 7.2 Hz), 7.42 (d, 1H, ] = 8.0 Hz), 7.28-7.21 (m, 2H), 6.92-6.86 (m, 2H), 6.73 (bs, 1H),
4.07 (dd, 2H, J = 6.4 Hz, J = 6.4 Hz), 2.90 (dd, 2H, T = 6.3 Hz, J = 6.3 Hz), 2.67 (q, 4H, J = 7.1
Hz), 2.23-1.97 (m, 4H), 1.30-1.07 (m, 4H), 1.08 (t, 6H, J = 7.2 Hz), 0.87 (t, 6H, J = 7.1 Hz)

oooooo
(E)-3-(6-0000000-2-00)-2-000-N-(4-(4-(2-(0000000)0000)00
00)00O00-4-00)00000000WP17350

I3 84%. 'H NMR (CDCls, 300 MHz, §) ppm; 8.13 (s, 1H), 7.76 (dd, 1H, J = J = 7.7 Hz), 7.49

(d, 1H,J=7.4Hz), 742 (dd, 1 H, J = 8.0 Hz, J = 0.5 Hz), 7.28-7.20 (m, 2H), 6.92-6.86 (m, 2H),
6.72 (bs, 1 H), 4.09 (dd, 2H, J = 5.8 Hz, J = 5.8 Hz), 2.81 (dd, 2H, J = 5.6 Hz, J = 5.6 Hz), 2.75-
2.40 (m, 4H), 2.30 (s, 3H), 2.20-1.97 (m, 4H), 1.30-1.07 (m, 4H), 0.87 (t, 6H, J = 7.4 Hz)
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00002 10R,:00000000000150000000000000000000
0O00O0O0WP17230WP17240WP17300WP17310000WP17320000020
00000000 O00O0OoO

Dooooo
1-(4-(2-(2-0000000)0000)0000)0000-1-000900000
00009000 00Koning etal., 20110000000000000004-0000
0000000000 20mmol00000000033mmol0OKIO2.2mmold 000
0D2-0000000000020mLO000000O0O0O0O00O00O0O00O0O00O0480000
0000000000000 00S0mLO00O0O0O00O00O00OO0ON0ON0ONOONOng
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0oooo
IR 83.7%.
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gboobooboooboogobooboobooboobooboLcobo

'H NMR (CDCls, 300 MHz, &) ppm; 7.98-7.89 (m, 2H), 6.98-6.92 (m, 2H), 4.21

(dd, 2H, T=6.0 Hz, J = 4.9 Hz), 3.91 (dd, 2H, T = 4.8 Hz, J = 4.9 Hz), 3.83 (dd, 2H, J= 6.0 Hz, J
5.4 Hz), 3.67 (dd, 2H, J = 5.9 Hz, J = 5.4 Hz), 2.95 (q, 2H, J= 7.3 Hz), 1.21 (t, 3H, ] =7.2 Hz)

ooooood

3-(4-(2-(2-0000000)0000)0000)0000-3-0000100000

O

O O0O0ooOoooao

uo
oo
uon
oonO
uono
oomO
oono
6.1%

O00O0O0O0O033mmol0O0OTHFO8OMLOO O 9O 10mmolO OO O O
O0oo0ooo0ooootoooooo10o0o0oo0oo0oooooOooOoTLCOOOO
000000 bOO0OO0O0001INHCIOODO100mIO OO OOOZ200000
Oo00o00oo0obo0ooo0ooboooooool1lo0oooboOoooobobooondnb
0000000 O0D0000NazSOsu000O0O0O0O0OO0OO0OOoOoDODODDODOOaO
Lc0OOoOoOoooboOoOooOoooooo/0b0b0O0000O0o0ooooooooan
Ooooooooooooa

. IH NMR (CDCls, 300 MHz, &) ppm; 7.32-7.23 (m, 2H), 6.92-6.85 (m, 2H), 4.14

O O0O0ooOoooao

(dd, 2H, J= 6.1 Hz, J = 4.9 Hz), 3.94-3.80 (m, 4H), 3.65 (dd, 2H, J = 6.1 Hz, ] = 5.6 Hz), 1.9-1.7
(m, 4H), 1.60 (d, 1H,J=7.1 Hz), 0.75 (t, 3H, ] = 7.4 Hz)

oooooan

1-(3-0000000-3-00)-4-(2-(2-0000000)0000)00000110000
00O00308.6mmol00NaNgdO26mmol0 00000000000 20mLOO0000

goooaoan

oooOoooobOOOOODOODOODOODOODO43mmolDOOO0ODO

gooooooobooobooTLCOODOOOODOODOODbDOODbDOODOODOOD
ooogo3omLOOOOOOO0OOOOO3OmLOOOOOOUOOOOOOOODODOOO

ooooood

ocopoOo/oooooOoOooooOoOooooOoOoOoooDOoOooooDOoooooDooooo

LES

96%. 'H NMR (CDCls, 300 MHz, 8) ppm; 7.27-7.20 (m, 2H), 6.92-6.86 (m, 2H), 4.14 (dd. 2H, J
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I 96%. 'H NMR (CDCls, 300 MHz, §) ppm; 7.27-7.19 (m, 2H), 6.92-6.85 (m, 2H), 4.12 (dd,
2H, J=5.0 Hz, ] = 4.6 Hz), 3.82 (dd, 2H, ] = 5.9 Hz, J = 5.0 Hz), 3.75-3.67 (m, 4H), 2.67 (dd,
2H, J=5.7Hz, ] =5.7Hz), 2.54 (dd, 2H, J = 4.7 Hz, ] = 4.6 Hz), 2.3-1.8 (m, 4H), 0.78 (t, 3H, J

= 7.4 Hz)
oooooao
1-(2-(2-(4-(3-0000000-3-00)00000)0000)000)-4-0000000
O0012b0R1OEtOR204-0000000O00O0OO

X% 98%. 'HNMR (CDCls, 300 MHz, §) ppm; 7.25-7.19 (m, 2H), 6.92-6.85 (m, 2H), 4.12 (dd,

2H,J=5.0Hz, J=4.7Hz),3.82 (dd, 2H, J= 5.0 Hz, J = 5.0 Hz), 3.70 (dd, 2H, =58 Hz, ] = 5.8
Hz), 2.62 (dd, 2H, J = 5.8 Hz, J = 5.8 Hz), 2.70-2.33 (m, 8H), 2.27 (s, 3H), 2.3 - 1.8 (m, 4H), 0.78
(t, 3H, T = 7.4 Hz)
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N2 89%. 'HNMR (CDCl3, 300 MHz, §) ppm; 7.35-7.27 (m, 2H), 6.90-6.83 (m, 2H), 4.16 (dd,

2H,J=5.1Hz J = 4.6 Hz), 3.82 (dd, 2H, J = 5.8 Hz, J = 5.0 Hz), 3.75 -3.68 (m, 6H), 2.62 (dd,
2H,J=5.8 Hz, = 5.8 Hz), 2.52 (dd, 4H, J = 4.7 Hz, ] = 4.6 Hz), 1.92-1.65 (m, 4H), 0.74 (t, 3H,
J=7.4Hz)

oooooo
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0013b0R10EtOR,04-0000000000

I 86 %. 'HNMR (CDCls, 300 MHz, 8) ppm; 7.32-7.26 (m, 2H), 6.90-6.83 (m, 2H), 4.11 (dd,

2H,J=5.1Hz,J=4.7Hz),3.81 (dd, 2H, T = 5.9 Hz, J = 4.7 Hz), 3.70 (dd, 2H, J = 5.9 Hz, ] = 5.9
Hz), 2.63 (dd, 2H, J = 5.8 Hz, J = 5.8 Hz), 2.70-2.33 (m, 8H), 2.27 (s, 3H), 1.88-1.56 (m, 4H),
0.71 (t, 3H, 7= 73 Hz)
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2-000-N-(3-(4-(2-(2-000000000)0000)0000)0000-3-00)00
0D0000014a0R10EtOR, 0000000
X% 65%. 'HNMR (CDCls, 300 MHz, §) ppm; 7.26-7.17 (m, 2H), 6.93-6.85 (m, 2H), 6.12 (bs,

1H), 4.11 (dd, 2H, T = 5.1 Hz, ] = 4.6 Hz), 3.82 (dd, 2H, J = 4.7 Hz, J = 5.0 Hz), 3.75-3.66 (m,
6H), 3.34 (s, 2H), 2.61 (dd, 2H, J = 5.8 Hz, ] = 5.8 Hz), 2.51 (dd, 4H, ] = 4.7 Hz, J = 4.6 Hz),
2.20-1.98 (m, 4H), 0.74 (t, 3H, ] = 7.4 Hz)

oooooo
2-000-N-(3-(4-(2-(2-(4-00000000-1-00)0000)0000)0000)00
00-3-00)000000014b0R10EtOR,04-0000000000

X% 83%. 'HNMR (CDCls, 300 MHz, §) ppm; 7.26-7.17 (m, 2H), 6.92-6.84 (m, 2H), 6.33 (bs,

1 H), 4.10 (dd, 2H, J = 4.9 Hz, ] = 3.5 Hz), 3.79 (dd, 2H, J = 4.8 Hz, J = 6.0 Hz), 3.67 (dd, 2H, J
=4.6Hz, J=5.5Hz),3.37 (s, 2H), 2.64 (dd, 2H, ] = 5.6 Hz, J = 5.5 Hz), 2.70-2.46 (m, 8H), 2.36
(s, 3H), 2.20-1.94 (m, 4H), 0.74 (t, 3H, ] = 7.4 Hz)
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X% 68.4%. 'HNMR (CDClz, 300 MHz, &) ppm; 8.13 (s, 1H), 7.76 (dd, 1H, J = J = 7.8 Hz),

749 (d, 1H, J = 7.3 Hz), 7.43 (dd, 1H, J = 8.0 Hz, J = 0.6 Hz), 7.30-7.20 (m, 2H), 6.93-6.85 (m,
2H), 6.71 (bs, 1H),4.11 (dd, 2H, J = 5.1 Hz, J = 4.6 Hz), 3.81 (dd, 2H, ] = 4.7 Hz, J = 5.0 Hz),
3.74-3.66 (m, 6H), 2.61 (dd, 2H, J = 5.7 Hz, J = 5.7 Hz), 2.52 (dd, 4H, J = 4.7 Hz, J = 4.6 Hz),
2.30-2.02 (m, 4H), 0.77 (1, 3H, ] = 7.3 Hz)
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I 73.5%. '"HNMR (CDCls, 300 MHz, &) ppm; 8.83 (dd, 1H, J =4.7 Hz, ] = 0.9 Hz), 8.21 (s,

1H), 7.79 (ddd, 1H,J=J=7.8 Hz,J = 1.8 Hz), 7.55(d, 1 H, J = 7.8 Hz), 7.39 (ddd, 1H, J=11.6
Hz, J=4.7Hz, J=1.1 Hz), 7.30-7.23 (m, 2H), 6.93-6.85 (m, 2H), 6.72 (bs, 1 H), 4.15 (dd, 2H, J
=5.0Hz, J = 4.7 Hz), 3.82 (dd, 2H, J = 4.7 Hz, J = 5.0 Hz), 3.75-3.65 (m, 6H), 2.61 (dd, 2H, J =
5.7 Hz, § = 5.7 Hz), 2.52 (dd, 4H, ] = 4.7 Hz, ] = 4.6 Hz), 2.30-2.03 (m, 4H), 0.77 (t, 3H, J = 7.3
Hz)
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N 64%. 'HNMR (CDCls, 300 MHz, 8) ppm; 8.13 (s, 1H), 7.77 (dd, 1H, J =] = 7.8 Hz), 7.49
(d, 1H,J=7.3 Hz), 7.42 (dd, 1 H, ] = 8.0 Hz, ] = 0.6 Hz), 7.28-7.20 (m, 2H), 6.98 - 6.85 (m, 2H),
6.71 (bs, 1 H), 4.11 (dd, 2H, J = 5.1 Hz, J = 4.7 Hz), 3.88 (dd, 2H, J = 5.1 Hz, ] = 48 Hz), 3.72-
3.65 (m, 4H), 2.88 (dd, 2H, ] = 4.7 Hz, ] = 4.7 Hz), 2.62 (dd, 2H, ] = 5.8 Hz, J = 5.8 Hz), 2.70-
2.33 (m, 8H), 2.28 (s, 3H), 2.26-2.22 (m, 4H), 0. 77 (t, 3H, ] = 7.4 Hz)

ogooooano
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IX®E 67%. 'H NMR (600 MHz, DMSO, §)

ppm: 8.18 (s, 1H), 8.07 (dd, 'H, ] = ] = 7.86 Hz), 8.01 (s, 1H), 7.86 (d, 1H, J = 7.44 Hz), 7.68 (d,
1H, ] =8.28 Hz), 7.26 (d, 2H, ] = 8.88 Hz), 6.88 (d, 2H, J = 8.8 Hz), 6.15 (s, 4H), 4.09 (dd, 2H, J
=474 Hz, ] =438 Hz), 3.74 (dd, 2H, J = ] = 4.55 Hz), 3.64 (dd, 2H, J = J = 5.28 Hz), 3.50-2.80

(m, 8H), 2.74 (bs, 2H), 2.67 (bs, 3H), 2.13 (m, 2H), 1.94 (m, 2H), 0.69 (t, 6H, T = 7.32).
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