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THF: O O0O0OooOoOODOOa0

THP: D0 O0O0DODDOOOO

TPAP: DO O0O0O0OO0ODOO0OOOOOOOODOOOOO

PTLC: DO ODODODDOOODOOOOOO
goooooooboboogoobobez2-00bbbo0ooobbooobbooobboooooban
ooooobobooooooooobDb200000O0DODODDOOOODOOoOoODOoDDOO
ooobooi1-00o0o0oooo2-0O00Db0O0O0O000O0OODDODI-0D0O0O000O0OO01-0D0O00
oooobz2-000000004-0000000-10000000O0000OO0ODODODOGO 30
OoOooo0ooU0Op-0O0O0O00ODQ0O0OO0ODDODDODODODODODODUODDO-3-00000AIdrich
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oooao
MeO N MeQ N MeO N  OH
Ph Ph
1 2 3
CHO CO.H
\ v v .
— MO \ —  MeO \ .
e0 5 N N
. » B |
4 5 6
MeC O "
N
i H
N F
ph— x| iE X%

Viii

Qﬂ“@

9 A=Et 16 R=90A .
10 R=n-Pr 17 R= é?-lECszgJCLH /\Q 26 R = AAEVIFL )
:; R=iPr 18 R= CHchaN(CHa)z 27R=2-Fh3EMATIIN

R =n-Bu
13 R = -Bu D_
! 19 R=
15 E“g*’/"' ° | 21 R=N(GHg,
=3ah
20 H:Q} 22 R = 1By
23 R=Me
0 24 R = Et
25 A =j-Pr

Ooo0QooO0

a0po000: (i) BnBrO K,COo50 DMF; (ii) MeLiO THF; (iii) H,O Pd-CO EtOAcO EtO

HO HCI-Et,0; (iv) POCIZ0 DMF; (v) NaClO,0 KH,PO,0 0 0 O O O O t-BuOHO CH5CNO H,0
(vi) 3,4-0 000000000000 EDCO DMAPO CH,Cl,; (vii) BBrgd CH,Cl,; (vii

i) RXO K,CO50 DMF; (ix) RCOCIO O O O O ; (x) MOMCIO i-ProNEtO CH,Cl,; (xi) 2,3-

0000000 0PPTSO CHuCH,.-

0002

0001-0000-6-0000-1H-00000-2-00000000(@O00?2)

DMF(IOmIDD 00 0O06-0000-1H-00000-2-00000000 (00O 10 1.0g0 4.

90 00 0)0 0 000K, C05(2.00014.60000)I 0000000 (0.87mi0 7.30 00

0) 0000000000000 040000000E0ACO00O0OH,00000000

00ONa,S0,0 00 0000000000000 0EL,00000000000000000

0000000000000 0000000O0000

14 NMR (500 MHz, 0 0000 O -d) & ppm 3.81 (s, 3 H), 3.85 (s, 3 H), 5.81 (s, 2

H), 6.73 (d, J = 2.0 Hz, 1 H), 6.84 (dd, J = 8.8, 2.0 Hz, 1 H), 7.07 (d, J = 6.8

Hz, 2 H), 7.19 - 7.29 (m, 3 H), 7.33 (s, 1 H), 7.58 (d, J = 8.8 Hz, 1 H).

Ooo00Q0O0
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2-(1-0000-6-0000-1H-00000-2-00)0000-2-000 (0003)
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O000C0O0ODOTHRGOMDO O ODODD1-0000-6-0000-1H-00000 -2-00 0
00000 (@DOO0204.33g014.70000)0 000 0MeLi(3.0M/0 0000000019
6mI058.70 0 00)0 0000000010000 000000000OOO0O0O00001
000000-7800000000000000000EtOACI 000D0H,0000000
000ONa,S0,0 0 0000000000000 000000000000000000
14 NMR (500 MHz, 00000 O -d) & ppm 1.69 (s, 6 H), 3.73 (s, 3 H), 5.76 (s, 2
H), 6.42 (s, 1 H), 6.55 (d, J = 2.4 Hz, 1 H), 6.75 - 6.81 (m, 1 H), 6.96 (d, J =
7.3 Hz, 2 H), 7.22 (d, J = 7.3 Hz, 1 H), 7.25 - 7.30 (m, 2 H), 7.49 (d, J = 8.8
Hz, 1 H).
OooooQooO0
0004
1-0000-2-000000-6-0000-1H-00000 (0 O004)
EtOAC(35mI)0 EtOH(15mI)O 0 2-(1-0 000 -6-0 000 -1H-0 000 0 -2-0 0 )0 0 O
0-2-000 (0 00301.05903.570 000 )0 0000 10% Pd-C(190mgl 0.180 0 O 0 )
0 O HCI-Et20(1.0MO 1.25ml0 1.250 000 )00 0000000000000 0@OO0)
001000000000000000NaHC05(0.5g9)0 O H,0¢0.5mI)0 O O O Na,S0,0 O M
00,0 00 0000000000000 0000000000000000000000
Doooo
14 NMR (300 MHz, 00000 O -d) & ppm 1.31 (d, J = 6.7 Hz, 6 H), 2.90 - 3.10 (m
, 1 H), 3.79 (s, 3 H), 5.33 (s, 2 H), 6.33 (s, 1 H), 6.68 (d, J = 2.1 Hz, 1 H),
6.79 (dd, J = 8.5, 2.3 Hz, 1 H), 6.94 - 7.04 (m, 2 H), 7.20 - 7.37 (m, 2 H), 7.4
9 (d, J = 8.5 Hz, 1 H).
0oos
1-0000-2-000000-6-0000-1H-00000-3-0000000(0005)
POCIL(0.48mI0 5.230 00 0)I 00000000000 0DMFEnI)OODOO00O30000
0000000000000 0000O000COODMR@MI)IDN1-0000-2-00000
0-6-0000-1H-00000(CO040583mgd 2.000 00 0)0 0000000000
0000000010 0000030000000EtOAcI 000000 NaHCO,0 O 0000
000Na,S0,0 00 0000000000000 00000000 (0-30% EtoAc-0 00
0)00O0O0OO0OD0D000000000O0O0O0O0OOO0O0D000000000000000
14 NMR (500 MHz, 0 0000 O -d) & ppm 1.45 (d, J = 7.3 Hz, 6 H), 3.40 - 3.52 (m
, 1 H), 3.79 (s, 3 H), 5.40 (s, 2 H), 6.69 (d, J = 2.4 Hz, 1 H), 6.94 (dd, J = 8
.8, 2.0 Hz, 1 H), 7.01 (d, J = 7.3 Hz, 2 H), 7.25 - 7.35 (m, 3 H), 8.28 (d, J =
8.8 Hz, 1 H), 10.45 (s, 1 H).
Oooo0QooO
0006
1-0000-2-000000-6-0000-1H-00000-3-00000(0006)
t-BUOH(15mI)0 CHLCN(A5mIDO 0 2-0 00 -2-0 00 (om0 01-0 000 -2-000 00
0-6-0000-1H-00000-3-0000000 (0 0050608mg01.980 00 0 )0 00O
0 H,0(50mI)0 O KH,PO,(5.4g0 39.60 0 O O )0 O NaCl0,(80%0 4.5g0 39.60 0 0O O )0
0000000000000 000000000000000000000002-00
-2-0 0 0 O KH,PO,0 O NaCl0,0 16-240 0 0 0000000000000 00O0000
EtOAc(x 3) 0 000000000000 00000000NaS0,0 000000000
000000000000 @-25 EtOAc-000C0)I 0000000000000 0
0000000000 O000000000
14 NMR (500 MHz, 00000 O -d) & ppm 1.39 (d, J = 7.3 Hz, 6 H), 3.75 (s, 3 H),
3.99 - 4.17 (m, 1 H), 5.45 (s, 2 H), 6.62 (d, J = 2.4 Hz, 1 H), 6.90 (dd, J = 8
.8, 2.4 Hz, 1 H), 6.99 (d, J = 7.3 Hz, 2 H), 7.22 - 7.34 (m, 3 H), 8.18 (d, J =
8.8 Hz, 1 H).
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1-0000-N-(3,4-000000000)-2-000000-6-0000-1H-00000 -3-
0Doo0o0ooo@ooT)
CH,CI,(7.OmMDO01-0000-2-000000-6-0000-1H-00000-3-00000
(0 0060 226mgd 0.700 0 00 )J 0000 EDC(02mgd 1.050 0 O O )O O DMAP(128mgD
1.050 0 00)I0003,4-000000000000(0.25m02.10000)10000
0000000180 00000000EtOACD 000 0H,00 00000000 NayS0,0 0
000000000000 000000000(0-30%EtoAc-0000)0 000000
000000000000 O00O0O000O0O0000O00000

TH NMR (500 MHz, 000000 -d) & ppm 1.37 (d, J = 7.3 Hz, 6 H), 3.65 - 3.73 (m
, 1 H), 3.74 (s, 3 H), 4.66 (d, J =5.9 Hz, 2 H), 5.40 (s, 2 H), 6.30 (t, J = 6.
3 Hz, 1 H), 6.63 (d, J = 2.0 Hz, 1 H), 6.82 (dd, J = 8.8, 2.4 Hz, 1 H), 6.96 (d,
J=6.8Hz, 2 H), 7.11 - 7.17 (m, 2 H), 7.21 - 7.31 (m, 4 H), 7.51 (d, J = 8.3
Hz, 1 H).

0Ooo0o0o0oo

ooos
1-0000-N-(3,4-000000000)-6-00000-2-000000-1H-00000 -
3-0000000(@0O008)

00 0000CHCI,(2mDOO1-0000-N-(3,4-000000000)-2-000000 -
6-0000-1H-00000-3-0000000(@O0070452mg0 1.00000)000 00
BBr4(1.0M/CH,CI,0 3.0mI0 3.00 00 0)00000000000000010000001
000000000000 EOACD 0000000000000 000Nay,S0,00000
00000000000 0000O000(O-50%EtoAc-0000)0000000000
000000000000 000O0000000000

IH NMR (500 MHz, 00000 O -d) & ppm 1.37 (d, J = 7.3 Hz, 6 H), 3.65 - 3.74 (m
, 1 H), 4.66 (d, J = 5.9 Hz, 2 H), 4.78 (s, 1 H), 5.37 (s, 2 H), 6.27 (t, J = 5.
6 Hz, 1 H), 6.60 (d, J = 2.4 Hz, 1 H), 6.71 (dd, J = 8.5, 2.2 Hz, 1 H), 6.95 (d,
J=6.8Hz, 2 H), 7.11 - 7.17 (m, 2 H), 7.21 - 7.32 (m, 4 H), 7.46 (d, J = 8.8
Hz, 1 H).

0Doo0Oooo

0oogo9
1-0000-N-(3,4-000000000)6-0000-2-000000-1H-00000 -3-
0o0o0O0Ooo0oO(@Ooaoo)

0oo0dO

ADMF(2.0mDO 0 1-0 000 -N-(3,4-000000000)-6-00000-2-000000
-lH-00000-3-0000000 (00080 40mgd 0.0920 000 )0000 0 K,CO5(39m
gd0.280000)0 0000000 (2u 100.280000)I 000000000000
00480 00 O0O0O0EtOACI 00D OH,0000000000Na,S0,0 000000000
0000000000000 (30% EtOAc-01 00 0)IODOPTLCODO OO ODOCOODODOOO
00000000000 O00000

TH NMR (500 MHz, 00 0000 -d) & ppm 1.37 (t, J = 7.0 Hz, 3 H), 1.38 (d, J = 7
.3 Hz, 6 H), 3.68 - 3.75 (m, 1 H), 3.96 (q, J = 7.0 Hz, 2 H), 4.67 (d, J = 6.3 H
z, 2 H), 5.40 (s, 2 H), 6.31 (t, J =5.4 Hz, 1 H), 6.64 (d, J = 2.4 Hz, 1 H), 6.
82 (dd, J = 8.8, 2.0 Hz, 1 H), 6.97 (d, J = 6.8 Hz, 2 H), 7.13 - 7.17 (m, 2 H),
7.23 - 7.31 (m, 4 H), 7.52 (d, J = 8.3 Hz, 1 H)

Dooooo

00010
1-0000-N-(3,4-000000000)-2-000000-6-00000-1H-00000 -
3-0000000 (00 10)
O0O0O0O0ADODMF(A.OmIDOO1-0000-N-(3,4-000000000)-6-00000-2-
000000-1H-00000-3-0000000 (00 0808.0mgd0.0180 0 0 O )0 K,CO
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4(8.0mg0 0.0550 00 0)J01-0000000(9.0u 100.0920000)J000000
00000000000 0000000
TH NMR (500 MHz, 00O OO -d,) & ppm 0.99 (t, J = 7.6 Hz, 3 H), 1.32 (d, J = 7.
3 Hz, 6 H), 1.67 - 1.77 (m, 2 H), 3.42 - 3.53 (m, 1 H), 3.84 (t, J = 6.6 Hz, 2 H
), 4.57 (s, 2 H), 5.46 (s, 2 H), 6.73 (d, J = 2.0 Hz, 1 H), 6.78 (dd, J = 8.8, 2
.4 Hz, 1 H), 6.95 (d, J = 6.8 Hz, 2 H), 7.19 - 7.29 (m, 5 H), 7.30 - 7.36 (m, 1
H), 7.49 (d, J = 8.3 Hz, 1 H).
Oooo0QooO
00011
1-0000-N-(3,4-000000000)6-0000000-2-000000 -1H-000O
00-3-0000000@0011)
0000ADODMF(L.OmMIDO D 1-0000-N-(3,4-000000000)-6-00000 -2-
000000-1H-00000-3-0000000 (00080 8.0mgd0.0180 0 0 0 )0 K,CO
5(8.0mg0 0.0550 00 0)J02-0000000(9.0u 100.0920000)0 000000
000000000 000000000
TH NMR (500 MHz, 00O OO -d,) & ppm 1.21 (d, J = 5.9 Hz, 6 H), 1.33 (d, J = 7.
3 Hz, 6 H), 3.45 - 3.55 (m, 1 H), 4.41 - 4.50 (m, 1 H), 4.57 (s, 2 H), 5.46 (s,
2 H), 6.72 (d, J = 2.0 Hz, 1 H), 6.74 - 6.79 (m, 1 H), 6.96 (d, J = 7.3 Hz, 2 H)
, 7.18 - 7.29 (m, 5 H), 7.30 - 7.37 (m, 1 H), 7.49 (d, J = 8.8 Hz, 1 H).
O0oo0O0O0O
00012
1-0000-6-0000-N-(8,4-000000000)-2-000000-1H-00000 -3-
0000000 (@O012)
0000ADODMFL.OmMIDO O 1-0000-N-(3,4-000000000)-6-00000 -2-
0000O0D0-1H-00000-3-0000000 (00080 10.7mgd 0.0250 0 0O O )0 K,C
05(10.0mg0 0.0740 00 0)001-0 00000 (14.0p 100.120000)0 000000
0000000000000 00000
1H NMR (500 MHz, 0O 0O OO -d) & ppm 0.93 (t, J = 7.3 Hz, 3 H), 1.37 (d, J =
.3 Hz, 6 H), 1.40 - 1.50 (m, 2 H), 1.66 - 1.74 (m, 2 H), 3.61 - 3.75 (m, 1 H),
.88 (t, J = 6.6 Hz, 2 H), 4.66 (d, J = 6.3 Hz, 2 H), 5.39 (s, 2 H), 6.30 (t, J
5.9 Hz, 1 H), 6.63 (d, J = 2.0 Hz, 1 H), 6.81 (dd, J = 8.5, 2.2 Hz, 1 H), 6.96
(d, J =6.8 Hz, 2 H), 7.10 - 7.17 (m, 2 H), 7.21 - 7.32 (m, 4 H), 7.50 (d, J = 8
.8 Hz, 1 H).
OoooQoO
000 13
1-0000-N-(3,4-000000000)6-000000-2-000000-1H-0000
0-3-0000000(@0013)
0000ADODMFL.OmIDO O 1-0000-N-(3,4-000000000)-6-00000 -2-
00000D0-1H-00000-3-0000000 (00080 10.7mgd 0.0250 0 0 O )0 K,C
05(10.0mg0 0.0740 0 0 0)002-0 00000 (14.0p 100.120000)0 000000
000000000 000000000
14 NMR (500 MHz, 0 0 OO0 0O -d) & ppm 0.98 (d, J = 6.8 Hz, 6 H), 1.36 (d, J = 7
.3 Hz, 6 H), 1.96 - 2.08 (m, 1 H), 3.65 (d, J = 6.8 Hz, 2 H), 3.65 - 3.72 (m, 1
H), 4.66 (d, J = 6.3 Hz, 2 H), 5.39 (s, 2 H), 6.29 (t, J = 5.6 Hz, 1 H), 6.63 (d
,J=2.0Hz, 1H), 6.82 (dd, J = 8.8, 2.0 Hz, 1 H), 6.96 (d, J = 6.8 Hz, 2 H),
7.11 - 7.16 (m, 2 H), 7.21 - 7.31 (m, 4 H), 7.50 (d, J = 8.8 Hz, 1 H).
O0oo0O0O0O
00014
1-0000-N-(3,4-000000000)6-(00000)2-000000-1H-0000
0-3-0000000(@0014)
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0000ADODMFL.OMIDO O 1-0000-N-(3,4-000000000)-6-00000 -2-
000000-1H-00000-3-0000000 (00080 10.7mgd 0.0250 0 0 O )0 K,C

05(10.0mg0 0.0740 0 0 0)001-0 000000 (18.0p 100.120000)0 00000
D0o000000O0O0O0000000O0O0

14 NMR (500 MHz, 0 00O OO -d) & ppm 0.85 - 0.93 (m, 3 H), 1.24 - 1.33 (m, 4 H

), 1.37 (d, J = 6.8 Hz, 6 H), 1.38 - 1.46 (m, 2 H), 1.66 - 1.77 (m, 2 H), 3.63 -
3.75 (m, 1 H), 3.87 (t, J = 6.6 Hz, 2 H), 4.66 (d, J = 5.9 Hz, 2 H), 5.39 (s, 2
H), 6.30 (t, J = 5.6 Hz, 1 H), 6.63 (d, J = 2.4 Hz, 1 H), 6.81 (dd, J = 8.8, 2.

4 Hz, 1 H), 6.96 (d, J = 6.8 Hz, 2 H), 7.10 - 7.16 (m, 2 H), 7.21 - 7.31 (m, 4 H

), 7.50 (d, J = 8.8 Hz, 1 H).

Dooo0QoO

00015

1-0000-6-(0000000)N-(3,4-000000000)2-000000 -1H-00
000-3-0000000(@0015)

O0O0O0ADODMFL.OmMDOODODODODO (@.omOO01-0000-N-(GB,4-00000000
0)6-00000-2-000000-1H-00000-3-0000000 (00080 10.7mg0

0.0250 0 0 0 )0 0 K,C05(10.0mgl 0.0740 0 0 0 )00 0000 O (14.0u 10 0.120 0 O
O)0ODODOOOONalDDODODDDDODODOOOOOOO0O0O0O00000000000O

14 NMR (500 MHz, 0 0000 O -d) & ppm 1.37 (d, J = 7.3 Hz, 6 H), 3.65 - 3.75 (m
, 1 H), 4.66 (d, J = 6.3 Hz, 2 H), 4.99 (s, 2 H), 5.37 (s, 2 H), 6.28 (t, J = 6.
3 Hz, 1 H), 6.71 (d, J = 2.0 Hz, 1 H), 6.89 (dd, J = 8.8, 2.0 Hz, 1 H), 6.95 (d,
J=6.8Hz, 2 H), 7.11 - 7.18 (m, 2 H), 7.22 - 7.30 (m, 5 H), 7.31 - 7.39 (m, 4
H), 7.51 (d, J = 8.8 Hz, 1 H).

Ooo0oQ0oO

000 16
1-0000-6-(00000000)N-(3,4-000000000)2-000000 -1H-0
0000-3-0000000C@0016)

0000ADODMFL.OmMIDO O 1-0000-N-(3,4-000000000)-6-00000 -2-
000000-1H-00000-3-0000000 (00080 40mg0 0.0920 0 0O 0 )0 O K,C
05(38mg0 0.280 00 0)000O0O0O0ODDD00(3u 100.460000)0 000000
000000000 000000000

14 NMR (300 MHz, 00000 0O -d) & ppm 1.37 (d, J = 7.0 Hz, 6 H), 1.48 - 1.60 (m
, 2 H), 1.66 - 1.86 (m, 6 H), 3.62 - 3.83 (m, 1 H), 4.56 - 4.77 (m, 3 H), 5.38 (
s, 2 H), 6.32 (t, J =5.9 Hz, 1 H), 6.61 (d, J = 2.1 Hz, 1 H), 6.78 (dd, J = 8.8

, 2.1 Hz, 1 H), 6.91 - 7.02 (m, 2 H), 7.08 - 7.17 (m, 2 H), 7.17 - 7.36 (m, 4 H)
, 7.49 (d, J = 8.5 Hz, 1 H).

Dooo0oo

00017
1-0000-N-(3,4-000000000)-2-000000-6-(2-00000000)-1K-

00000-3-0000000 (@ 0017)

0000ADODMFL.OmMIDO O 1-0000-N-(3,4-000000000)-6-00000 -2-
0000O0D0-1H-00000-3-0000000 (00080 17mgd 0.0390 0 O O )0 O K,C
05(28mg0 0.200 0 0 0)02-0 0000000000000 8 100.200000)00
0000000000 (Omgd 49%)0 00 O

14 NMR (300 MHz, CDCI3) & ppm 1.37 (d, J = 7.04 Hz, 6 H), 3.40 (s, 3 H), 3.60 -
3.78 (m, 3 H), 4.04 (dd, J = 5.42, 3.96 Hz, 2 H), 4.66 (d, J = 5.86 Hz, 2 H), 5.
39 (s, 2 H), 6.30 (t, J =5.86 Hz, 1 H), 6.68 (d, J = 2.35 Hz, 1 H), 6.85 (dd, J
= 8.65, 2.20 Hz, 1 H), 6.89 - 7.01 (m, 2 H), 7.10 - 7.18 (m, 2 H), 7.17 - 7.35
(m, 4 H), 7.51 (d, J = 8.79 Hz, 1 H).
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0oogoais
1-0000-N-@B,4-000000000)-6-R2(UDODO0O00ODYOO0O)-2-0000
O0-1H-00000-3-0000000@0018)
O0O0o0o0oADODMF(AZ.-OMDO O 1-0000-N-GB,4-000000O0O0O0)-6-00000-2-
ocoooo0oo0-1H-00000-8-0000000 0080 17mgd 0.0390 0 0O O )O K,CO4
(28mg0 0.200 OO ODHIDOO2-000000000O0000OOmgOO0.2000 000 0O
000000000 @omgd 53%0 000
1H NMR (300 MHz, CD50D) & ppm 1.32 (d, J = 7.04 Hz, 6 H), 2.30 (s, 6 H), 2.71 (t
, J =542 Hz, 2 H), 3.37 - 3.59 (m, 1 H), 4.02 (t, J = 5.42 Hz, 2 H), 4.57 (s,
2 H), 5.48 (s, 2 H), 6.73 - 6.88 (m, 2 H), 6.89 - 7.02 (m, 2 H), 7.12 - 7.40 (m,
6 H), 7.50 (d, J = 8.50 Hz, 1 H).
gooobono
00019
1-0000-N-@B,4-0000D00C00O0O0)-2-000000-6-(0000O0DODOO0O-=-3-0
0oo0oo)-1H-0O0ooo-3-0000000@0O0dai19
DMF(L.OomDHO 0 1-0 000 -N-B,4-0 0000000 0)-6-00000-2-000000-
IH-OOOO0OO0-3-0000000@O0D0Os0Osmgd0.0390000)00000K,CO05(13mg
go.0920 00000 OO OONaOHO3-ODOD OO ODODDOOODO@ODO?290 120mgd O O
YO ooUooooooooooo200000000000000000D0D0000O0O
0O 0O (8mgd 86%)0 O O O
1H NMR (300 MHz, CDCl3) & ppm 1.38 (d, J = 7.04 Hz, 6 H), 1.95 - 2.14 (m, 2 H),
3.59 - 4.01 (m, 5 H), 4.66 (d, J = 6.16 Hz, 2 H), 4.74 - 4.88 (m, 1 H), 5.39 (s,
2 H), 6.29 (t, J = 4.40 Hz, 1 H), 6.57 (d, J = 2.05 Hz, 1 H), 6.69 - 6.83 (m, 1
H), 6.96 (d, J = 7.62 Hz, 2 H), 7.08 - 7.19 (m, 2 H), 7.18 - 7.35 (m, 4 H), 7.5
1 (d, J =8.79 Hz, 1 H).
Oooooao
gogd20
1-0000-N-@B,4-0 00000000 )-2-000000-6-R-0DOO0O0DODOOOO0ODO
0-3-00000)-1H-0000D0-3-0000000@0O0d20)
OO00O0AOODMF(A.OmMDHO O01-0000-N-(B,4-000000000)-6-00000-2-
Oo0o0oo0o0-1H-00000-83-0000000 (0080 19mgd 0.0440 O )O K,CO05(30g
00.220000)03-0000000000-2@3H)-1(20mg0 0.220000)0 00000
O00000 (@emgd 71%)0 0 O O
1H NMR (300 MHz, O 0O O O -dg) & ppm 1.33 (d, J = 5.57 Hz, 6 H), 2.21 - 2.42 (m,
1H), 2.68 - 2.88 (m, 1 H), 3.43 - 3.65 (m, 1 H), 4.21 - 4.53 (m, 2 H), 4.66 (d,
J=6.16 Hz, 2 H), 5.10 - 5.24 (m, 1 H), 5.54 (s, 2 H), 6.90 (dd, J = 8.65, 2.2
O Hz, 1 H), 6.97 - 7.08 (m, 2 H), 7.11 (d, J = 2.35 Hz, 1 H), 7.17 - 7.35 (m, 5
H), 7.42 (dd, J = 12.31, 8.50 Hz, 1 H), 7.62 (d, J = 8.79 Hz, 1 H), 7.68 - 7.78
(m, 1 H).
Oo0o0oooo
ogogg?21
1-0000-3-GB,4-000000000DODODOOODO)-2-000000-1H-00000O -6
-000000000000@Oa0?21)
ggoogoas
oooo@mbhooi1-00o00d-N-@,4-000000000O0)-6-00000-2-00000
0-1H-00000-3-0000000@O0O08018mgd 0.04100)0 00 0O00OOCODODO
O000@@op 100410 000)H)00000ODODDODODODOODODODODODOODODOOOOGO
OO0ooo0ooobOOoooobOooobDOoboboOoocOooo0ooONa,So,00000D000D00O0
OO0O0DDoDOoOOoO0D0Do0OD0 @-50% EtCACc-0 000D 0OOODDODDODOOODODDODOOODODRDO
000000000000 @7mgd 82%)0 00000
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TH NMR (300 MHz, CD50D) & ppm 1.32 (d, J = 7.04 Hz, 6 H), 2.96 (s, 3 H), 3.09 (s
, 3H), 3.37 - 3.55 (m, 1 H), 4.58 (s, 2 H), 5.48 (s, 2 H), 6.87 (dd, J = 8.65,
1.91 Hz, 1 H), 6.91 - 6.99 (m, 2 H),7.02 (d, J = 2.05 Hz, 1 H), 7.16 - 7.39 (m,
6 H), 7.58 (d, J = 8.79 Hz, 1 H).
0Doo0ooo
0oO22
1-0000-3-(3,4-000000000000000)2-000000-1H-00000 -6
-0000000(@OO22)
0O0O0O0BODODOODODO@mDOO1-0000-N-(3,4-000000000)-6-00000
2-000000-1H-00000-3-0000000 (@ 0080 18mgd 0.0410 0 )0 O O O
0000 G.1p 100.410000)I 00000000000 (16mgd 74%)0 0 O O
TH NMR (300 MHz, CD50D) & ppm 1.25 - 1.40 (m, 15 H), 3.34 - 3.55 (m, 1 H), 4.58
(d, J =5.86 Hz, 2 H), 5.49 (s, 2 H), 6.73 - 6.88 (m, 1 H), 6.89 - 6.99 (m, 2 H)
, 7.00 (d, J = 1.76 Hz, 1 H), 7.14 - 7.41 (m, 6 H), 7.60 (d, J = 8.50 Hz, 1 H).
0Dooooo
00023
1-0000-3-(3,4-000000000000000)2-000000-1H-00000 -6
-0000000(@O023)
00O0O0BODODOODODO@mDOOD1-0000-N-(3,4-000000000)-6-00000
-2-000000-1H-00000-3-0000000 (0 0080 7mgd 0.0160 0 )00 0 O
OO0O0(@.0100.160000)0000000000 00 (8mgd 100%)0 0 O O
1H NMR (300 MHz, CDCl3) & ppm 1.37 (d, J = 7.04 Hz, 6 H), 2.26 (s, 3 H), 3.54 -
3.76 (m, 1 H), 4.66 (d, J = 6.16 Hz, 2 H), 5.41 (s, 2 H), 6.28 (t, J = 6.01 Hz,
1 H), 6.81 - 7.01 (m, 4 H), 7.06 - 7.19 (m, 2 H), 7.18 - 7.35 (m, 4 H), 7.61 (d,
J =9.09 Hz, 1 H).
0Doo0ooo
00024
1-0000-3-(3,4-000000000000000)2-000000-1H-00000 -6
-000000000 (@O0 24)
00O0O0BODODOODODO@mDOD1-0000-N-(3,4-000000000)-6-00000
-2-000000-1H-00000-3-0000000( 0080 7mgd 0.0160 0 )00 0 O
00000 (@.4p 100.160000)00000000000 0 (8ngd 100%)0 0 O O
1H NMR (300 MHz, CDClg) & ppm 1.23 (t, J = 7.48 Hz, 3 H), 1.37 (d, J = 7.33 Hz,
6 H), 2.55 (q, J = 7.43 Hz, 2 H), 3.53 - 3.73 (m, 1 H), 4.66 (d, J = 5.86 Hz, 2
H), 5.41 (s, 2 H), 6.30 (t, J = 5.72 Hz, 1 H), 6.83 - 7.00 (m, 4 H), 7.06 - 7.18
(m, 2 H), 7.18 - 7.35 (m, 4 H), 7.60 (d, J = 8.50 Hz, 1 H).
Dooo0oo
0o0o025
1-0000-3-(3,4-000000000000000)2-000000-1H-00000 -6
-00000O0000 (@O0 25)
O0O0O0BODOOODOO@mDOD1-0000-N-(3,4-000000000)-6-00000101
-2-000000-1H-00000-3-0000000( 0080 9mg00.02100)0 00 O
00000 (.1100.210000)I 00000000000 (8mgd 80%)0 O O O
H NMR (300 MHz, CDCl3) & ppm 1.13 - 1.42 (m, 12 H), 2.47 - 2.85 (m, 1 H), 3.50
- 3.74 (m, 1L H), 4.66 (d, J = 6.16 Hz, 2 H), 5.41 (s, 2 H), 6.20 - 6.44 (m, 1 H)
, 6.74 - 7.00 (m, 4 H), 7.07 - 7.18 (m, 2 H), 7.17 - 7.35 (m, 4 H), 7.60 (d, J =
8.50 Hz, 1 H).
0Dooo0oo
00026
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00O00-3-0000000 (@ O0026)

CH,CI,(2.0mD)O 0 1-0 000 -N-(3,4-000000000)-6-00000-2-00000
0-1H-00000-3-0000000(008039mgd0.0900 000)10000 i-ProNE
t(47p 10 0.270 00 0)00MOMCI(35y 10 0.450 0 00 )0 0000000000000
0400000000000 (0% EtOAc-0 00 O0)00O0PTLCOIO OO ODODOOOOO
0000000000 O0O000

1H NMR (300 MHz, CHLOROFORM-d) & ppm 1.37 (d, J = 7.0 Hz, 6 H), 3.42 (s, 3 H), 3
.59 - 3.78 (m, 1 H), 4.66 (d, J = 5.9 Hz, 2 H), 5.10 (s, 2 H), 5.40 (s, 2 H), 6.
29 (t, J =5.7 Hz, 1 H), 6.85 (d, J = 2.1 Hz, 1 H), 6.89 - 7.01 (m, 3 H), 7.10 -
7.17 (m, 2 H), 7.20 - 7.34 (m, 4 H), 7.52 (d, J = 8.5 Hz, 1 H).

0Doo0o00oo

00027
1-0000-N-(3,4-000000000)-2-000000-6-(000000000-2-0
00O00)-1H-00000-3-0000000(@00027)

CH,CI,(2.0mID)O 0 1-0 000 -N-(3,4-000000000)-6-00000-2-00000
0-1H-000O00-3-0000000(008039mgd 0.0900000)IJ0000O02,3-0
DO0D0O0D0O0(ES 100.900000)000000PPTSOOCOODONDCOODONDOOOOOA4
00000000000 (E% EOAc-0 0 00)I0OPILCOO0ONDODOODONDOOODONDOOO
0DoO0O0O0O0O0O0O0Oood

TH NMR (300 MHz, 000000 -d) & ppm 1.36 (d, J = 7.3 Hz, 6 H), 1.85 - 1.98 (m
, 1 H), 2.01 - 2.19 (m, 3 H), 3.58 - 3.73 (m, 1 H), 3.85 - 3.95 (m, 1 H), 3.96 -
4.07 (m, 1 H), 4.66 (d, J = 5.9 Hz, 2 H), 5.40 (s, 2 H), 5.70 (d, J = 4.7 Hz, 1
H), 6.29 (t, J = 5.7 Hz, 1 H), 6.86 (d, J = 2.1 Hz, 1 H), 6.89 - 6.99 (m, 3 H),
7.11 - 7.17 (m, 2 H), 7.19 - 7.32 (m, 4 H), 7.51 (d, J = 8.5 Hz, 1 H).

D—OH TsCl 0 : @_7—':" X |

JoN,
28 29

DoooQoO

000 28

00000000 0-3-004-0000000000000C00028)

c°c 00 0ODODDD@MDOIODOODODDODONONDNO-3-00 (500mgd 5.670 000 )00
000004-0000-1-00000(.08g05.670000)0 0000000000000
0000000000000 0000000O0O0D000000000000000000
D000000ONaS0,0 00 000000000000000.29)0000

TH NMR (300 MHz, CDCl3) & ppm 1.91 - 2.23 (m, 2 H), 3.61 - 4.05 (m, 4 H), 4.95 -
5.24 (m, 1 H), 7.36 (d, J = 7.92 Hz, 2 H), 7.80 (d, J = 8.50 Hz, 2 H).

0000

0 29

0000C0O0O0O0000(@O00-29)
Ooo0O0@GoMDOODODODODDDODONOOO-3-004-0000000000000 (@
280 1.2g0 4.960 00000 OO ONal(l.1g0 7.440000)0 000000000
0De0°C0 20 0000000000000 00CCOO0O0O000000000OO0O0OO
0000O00000000ONa,S0,000000000000000000000000
Oooo0o0O0O0O0O000

TH NMR (300 MHz, CDCl3) & ppm 2.23 - 2.55 (m, 2 H), 3.81 - 4.08 (m, 3 H), 4.08 -

O O0OoOooowod
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4.43 (m, 2 H).
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