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O0000-3-00000000 SST0208AAL0
4-(1-00000000-4-00000)-5-(5-000-2,4-0000000000)-N-00
000O000000-3-00000000 SST0209AAL0

000 5-((3-(000000000)5-(-000-2,4-0000000000)0000
0000-4-00000)I00)I0000000-3-0000000 0 SST0210AAL0
4-((3-(0000D0000)IDO0ON0OD0-5-00)I000000)-5-(-000-2,4-0
000O00O00O00)-N-00000000000-3-00000000 SST0212AAL0
4-(4- 0000000000)-5-(-000-2,4-0000000000)-N-(2,2,2-00
0000000)-00000000-3-00000000 SST0204AAL0
4-(4-0000000000)-5-(5-000-2,4-0000000000)-0000000
0-3-00-(3,3-0000000000-1-00)-0000 SST0205AA10 O O O
5-(5-000-2,4-000000-0000)4-(4-0000-00000000)-0000
0000-3-00-@-00000000-1-00)-0000 SST0123AA10 5-(2,4-0 0 O
000-5-000000-0000)-4-3,4-0000000000000)-000000
00-3-000000000000 5-(,4-000000-5-000000-0000)-4-(
3,4,5-00000000000000)-00000000-3-000000000000
A-[(000000-1-00000)-0007-5-(2,4-000000-5-000000-000
0)-000O00O00O0-3-000000000000 4000000000-5-(2,4-00
000O0-5-000000-0000)-00000000-3-000000000000 4-
(4-000-00000000)-5-(2,4-000000-5-000000-0000)-000
00000-3-000000000000 5-(2,4-000000-5-000000-000
0)-4-(4-0000-000000000000)-00000000-3-00000000
0000 4-000-5-(2,4-000000-5-000000-0000)-00000000 -
3-000000000000 5-(2,4-000000-5-000000-0000)-4-(00
00-4-00000000)]-00000000-3-000000000000000-5-(2,
4-000000-5-000000-0000)4-[00-(QO000-4-00000000)]-
00000O00D0-3-000000000000

0000000000000 00O0000000000
0D4-0000000-5-(5-000-2,4-000000-0000)-00000000-3-0
0000000000 SSTO072AA10 5-(5-00 0 -2,4-000000-000 0 )-4-(4-0
000-00000000)-00000000-3-00000000000 SSTO081AALD
5-(5-000-2,4-000000-0000)4-(3,4-0000000000000)-000
00000-3-00000000000 SSTO100AAl0 5-(5-000-2,4-000 000 -0
000)-4-(3,4,5-00000000000000)-00000000-3-0000000
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OO00O0 SSTO101AAl0 5-(5-0C00-24-000000-000C0)-4-(,2-0000-0
Ooo00ODDOO0OO0)-0000000D0-3-00000000000 SSTO091AA10 4-[(O
oooooD-1-00000)-0001]1-5-G-000-2,4-000000-000D00)-0000
OO00D0-3-00000000000 SSTO093AAl0 4-000C0CO0ODDOO-5-(G-000-
24-000000-0000)-00000000-3-00000000000 SSTO098AA1
O s5-¢G-000-2,4-000000-0DD000)-4-[GB-000-00DDO-2-00000)-
Ooo00]-00000000-3-00000000000 SST0092AA10 5-(5-0 00 -2,4-
ocooooo-0Do0O0o0)4-GB-0O00O0D4-00-0DO0O0O0O0DODOOOY)Y-DODOOOOO
0O-3-00000000000 SSTO099AA10 4-4-000-0000CODODODO)-5-(G-00
0-2,4-000000-0000)-0000DDOO0O0-3-000000DDO0O0O0O SSTO102A
AlD 5-.4-000000-5-000CCODO-0DO000)4-@4-0C00CO0O-DDODDOODOOOO
)-00000000-83-00000000000 SSTO107AALD 4-0 000 000 -5-(2,4
-jooooo-s-0000o0o0o-oboboo)-0DbOoO0O0O0O0O0-8-ob0b0ODDODOODOOO0
SSTO113AA10 5-(2,4-000D000-5-00000C-0D000)-4-,2-0000-00
oooooDoO)-0OOOoOoOooo0-3-00000000000 SSTO114AA10 5-(2,4-0
ooooo-5-000000-0000)-4-[B-000-00000-2-00D000)-000
1-00000000-3-00000000000 ssTol 15AA10 5-(2,4-0000D0 0O -5-
ocooooo-0Do0o0oo)4-GB-0Oo0O0O0DD-4-00-0O0O00O0ODOOO)Y-DODODOOOO
O0-3-00000000000 SSTO116AA10 4-(3-(4-000COCODODDO-1-00)H0000
ooooO)-N~-OO0O0-5-2,4-0000D00O0-5-0000000C00D)-0000000O0 -
3-0 0000000 SSTO203AA10 1H-OOOOODO-6-00000I[5-(,4-000000-5
-jgooooo-0obooo0)s-ogoooooooo-0DOoOoO0o0o0oo0oo0o-4-0071-000 ssT
0220AA10 5-(2,4-0000DO00-5-00000C0C0-00D0O0)-4-(4-00000-4-0D-0O
oo-0oooogoooo)-ooooboooo-3-000oo0oboo0oO0oOobDbDoOgg ssToz01iCL
10 4-(0oobopooobooooo-00o0)-5-C4000000-5-0DO00D0DDO-00
Oo0)H)-00D0OO0000-8-00000000000 S8ST0221AA10 5-(2,4-000000
S5-000000-0000)4-[(C00bb4-000D-0DO0O0O0DOODOODODO)-O00O
O1-00000000-83-00000000000 SST0222AA10 5-(2,4-000000-5
-jgoooo-0DooO0)4-[@-0ooooobDbbo-00ooooobboobDbOo)-00
0]1-00000000-3-00000000000 SST0223AAL0 N°-GB-(0O0 00000
00)-5-(2,4-000000-5-0000000000)-00000000-4-00)-N3-0
Ooo0o0OD0ODOO0OO000-8,5-000000000 S8SST0211AA10 5-(2,4-00 0000 -5-
ocooooD-0000)4-[4-0DO00DO-DOOOOODOOOODOO)Y-ODDDO]-0000
O00D0-3-00000000D000 SST0226AA10 4-[-tert-0 00 -00D0D0OOO
ocoooo)-0o0oO0131-5-.4-0000D00O-5-000000-0000)-0000000
0-3-00000000000 SST0227AA10 4-[4-000C-0DO0O0DODOOOOOOO)-
ooo]l-5-(.4-000000--00000D-0000)-OO0O0O0DDODODO-3-ODO0OO
OoOO0O0ODDO0O ssT0228CL10 4-[4-DOO0O0O0O0-00O0O0COOODDOOO)-0001
-5-(2,4-00000D00-5-000000-O000D0)-0DO0O0O0O0O0O0O0-3-0000000
OO0O0OD0 sSsT0229CL10 4-(4-000O0ODDOODOOOO)S5-GB-00D0-2,4-0000000
Ooooo0)-N-O0000O0O00D0D0O0-83-00000000 SST0207AA10 4-((B-00O
ocooooD-2-00)H)00O0O00O0)-5-G-0O00-24-0000000000)-N-000O00
OO0OO0O0ODDO0O-3-00000000 SSTO206AA10 5-(5-000-2,4-00000000
oo)4-(CUOOOooOoOOoOooo)-N-ODO0O0ODOOOODDO-8-00D0O00O00O00O0DO0O sSsT02
08AAl0 4-(1-00CDODDDOO-4-00000O0)5-G-O0O0O0-24-0000000DDOO
)-N-O0 0000000000 -3-00000000 SST0209AA10 000 5-(@GB-(C OO
oooooD)-5-G-000-2,4-0000000000)I000000DD-4-00000
) OOO)HYIODODOOODOO-3-00000000 SST0210AA10 4-(B-(0O0O0OODODO
Y Oooooooo-5-00)o00000)-5-G-000-2,4-0000000000)-N-
Ooo00OD0ODDOO0O000-8-00000000O SST0212AA10 4-(4-00D0DDODODOOOO
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)-5-(5-000-2,4-0000000000)-N-(2,2,2-000000000)-00000
000-3-00000000 SST0204AA10 4-(4-0000000000)-5-(5-000 -2,
4-0000000000)-00000000-3-00-(3,3-0000000000-100)
-00 00 SSTO205AA10 0O O5-(5-000-2,4-000000-0000)-4-(4-0000
-00000000)-00000000-3-00-@-00000000-1-00)-0000
SST0123AA10

0000000000000 00000000000000000
05-(5-000-2,4-000000-0000)-4-(2,2-0000-000000000)-0
00O00000-3-00000000000 SSTO091AA10 4-[(00O0O000-1-0000
0)-000]-5-(5-000-2,4-000000-0000)-00000000-3-00000
000000 SSTO093AA1D 5-(5-0 00 -2,4-000000-0000)-4-[(3-000 -0
000D0-2-00000)-000]1-00000000-3-00000000000 SST0092
AAlD 5-(5-000-2,4-000000-0000)-4-(B3-00000-4-00-000000
000)-00000000-3-00000000000 SSTO099AA10 4-0000000 -
5-(2,4-000000-5-000000-0000)-00000000-3-00000000
000 SSTOl 13AA10 5-(2,4-000000-5-000000-0000)-4-(2,2-000
0D-000000000)-00000000-3-00000000000 SSTOl 14AA10 O
005-(2,4-000000-5-000000-0000)4-[(3-000-00000-2-00
000)-000]-00000000-3-00000000000 SST0115AA10
Do0o0o0a0

0000000000000 0000000000000000000000000000
0

0

0

O

oooo
ooooaog
ooooao
Ac,o0 0O OO
ACOEtD D D O O O
BF;OCEL, D0 0O DOOOO0OO0DOOO0ODOO0OO0O0O0OO0O
BocO tert-0 00 0D0OOOOO
bDcMO O OoooOoOoaOo
DIPEAU DD OODOOOOOO
DMFO OO OOODOOOoOo
MeOHO 0 0 O OO
EtOHO O O o o O
Ee, o000 00Q0OoOoan
RP-HPLCO OO ODODDODDOODODODODOOOOO
RTOUOOOOOO
RtO OO OO
TFOOOOOOO
TEAD OO OOOO0OQOO
TFAD OO O0Oooooo
oooooao
ooooao
O000D0000000000000OF,e.MelckD 000000000000 O0O0OO
oooooDOoOTIcCO 00 00oooooooDoODOoDooDoo0oooooDoDoDoDODoODooDoOooon
O0O0DO0OO0D0O0OMerck 23004000 0000000000000 O0O0O000O0NOODO
1Sc N\MRO O OO0 0D OBruker AC-2000 0 0O O 0O0OODO OO Varian Mercury Plus 30
ogooOoOo4000 000000000 D0DDOODOO0ODDODODOO0DODODODODOODODOOOOOO
Oo00D0DDoOD0o00o0O0o0o00pMO0ODO0OODODODODODODODOOODHZDOOODOOOO
OO0 0ODESI MICROMASS zMb2oooC 0O O OO
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goboooo
oooboooooooobooboboboooobDoboboboboooooDobob o
OO00D0OO0OO0OO0O0oO0oDOO0OOOMerck 23004000 00000000 DODOOO
goboooo
gogbobiwpmoooobooobuoobboobboobboobo
opooooo
gooo
AxF—L1
of
o lv
j in’ =7 0E
BnO © BnO O OH
vi
\@/yco Et ——= @chonna — CONHE1
BnO  O-y BnO  O-y BnO  O-N
BnO HO
vii HnA N -
- CONHEt‘“*—"' # - CONHEL ——~ N CONHE?
BnO ON Bn0  O-y OH O-rf

ir AcOH, BF.OEt, 90°C; ji: BnBr, K,CO,, AcCN; iii: OHCCO,Et, Na/E1OH; iv: NH,OH, EtOH; v: EtNH,, MeOH, E10H;
vi: HNO,, Ac,0; vii: H,O, THF, NH,CI, Zn; viii: AcCl, NEt,, DCM; ix: BCIl,, BPCM

oooooo
0000010
04-0000000-5-(5-000-2,4-000000-0000)-00000000-3-0
0000000000 SSTO072AAL
O00i01-(-000-2,4-0000000000)-0000

000 (17.5 mI)0 0O BF,0 OEt, (100 MO D 4-0000000-1,3-0000 (0 g, 0.1
38smo)00D0O0D0ODDOODOODOODOODOODDODDOO9E0ONDN3.500000
O0OORIODODODOOOODOOODOODOODOOODOO1000wvVOOOOOODOOOO
00030 m000000000000000002.5000000000000000
0000000000000 0000000000000001-(G-000-2,4-000
0000000)-0000000 (1.3 g, 44%)0

TH NMR (200 MHz CDCl3),5 O 2.56 (s, 3H), 6.11 (s, 1H), 6.59 (s, 1H), 7.70 (s, 1H

), 12.48 (s, 1H).

oooooo

OO00#i0 1-[2,4-00(@O000000)-5-0000000]0000
0000000000 @7.5ml, 0,147 moDHO0ODOODOOODO @8 mhO1-(-000 -
2,4-0000000000)I000@1g, 0.059mNIDOODODDOODN(20.34 g,
0.147moHI 0D O0D00O0DO0DOODOOOOD6IONONONDO0ODOODOORTODODOO
000000000000 0000000000000DCM (8 x50mDO D ODOOOD
0000000000000 000000000000000000000000000A0
0

TH NMR (200 MHz CDCl;),5 O 2.54 (s, 3H), 5.07 (s, 2H), 5.15 (s, 2H), 6.55 (s, 1H
), 7.36-7.42 (m, 10H), 7.91 (s, 1H).

0oooooo

0000 4-(2,4-00(@O000D000)-5-0000000)-2-00000-4-00000
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O-2-00000

00000000 (@.359g, 58mmol)J0 0000000000000 O0OO0O0DOOO
00000000000 0200000000EOHO100 MIDOOOOO0O0O00O0OO
000000000000 D0D010000000000000000000000001-[2
,L4-00(@O000000)-5-0000000]0000 (10 g, 27.3 moDOO500 00
0000000000000 000000000000000RTOOS000000000
Doooooo@Gml, 43mmo)000C00O0C0CO0OOC0CODOCOODOCOOOOODOODOO
000000040 0000000000000O000O0O00O0O00O0O00O0O00000
000000000000000O0@GmIOODONDONDO0DONDONDO0DONDONDOONDONOONOooon
0000000000000 0O00D0EOHD O0DELO0000D000000000000
00 4-(2,4-00(QO000000)-5-0000000)-2-00000-4-000000 -2

-000D000000000000 (12.4g, 98%)0

1H NMR (200 MHz CDCl3),5 0 1.28 (t, J = 7.4 Hz, 3H), 4.28 (q, J = 7.4 Hz, 2H), 5
.11 (s, 2H), 5.18 (s, 2H), 6.58 (s, 1H), 7.35-7.40 (m, 10H), 8.02 (s, 1H). 15.36
(br, 1H).

oooooo

O0o0ivd 000 5-(2,4-00@000000)-5-0000000)d0000000-
3-00000000

0000000000000 (.89 g, 12.8 mmol)0 04-(2,4-00 (000000 )-5-
0000000)-2-00000-4-000000-2-00000 (5.0g, 10.7 mmol)Od ELO
H@AO MDO D000 DO0O0DO0ODO0ODONOO0DNONDOON3.500000000000RTOO
O00000000000D0000EtOH x 10 mID)O O (2 x 10 mI)O O O O EtOH( x 1

omDIODODOODOODODODOOODOODOODOODOD 5-(2,4-00@O0O0DO0O0O
0)-5-0000000)I0000000-3-000000000000000000000
00 (3.97 g, 80%)0

1H NMR (200 MHz CDCl3),3 [0 1.40 (t, J = 7.2 Hz, 3H), 4.41 (q, J = 7.2 Hz, 2H), 5
.14 (s, 4H), 6.61 (s, 1H), 7.01 (s, 1H), 7.38 (s, 10H), 8.0 (s, 1H). [M+H]* 464.

4/465.9

oooooo

O0Ovd 5-(2,4-00-0000000-5-000-0000)-00000000-3-00
0ooo0oooooo

00000000 MeOHO O (2 M, 80 mmol, 40 MDO O OO0 5-(2,4-00(@ 00000
0)-5-0000000)I0000000-3-00000000(9-51 mmol)OEtOH (50 ml

Y 0oOooOooOoOoOooDoOooOoooooooosooooi180 000000000 o0an
000000000 O0ORTODOODOO040000000000000000000O00O00
OOD0DOEOHO0 D0 0000000000000 00000000

1H NMR (200 MHz CDCl3),5 0 1.25 (t, J = 7.2 Hz, 3H), 3.41-3.57 (m, 2H), 5.10 (s,
2H),5.16 (s, 2H), 6.59 (s, 1H), 6.80 (br, 1H), 7.09 (s, 10H), 7.35-7.40 (m, 1OH

), 7.97 (s, 1H). [M+H]" 463.4/464.8

oooooo

O00vid 5-(2,4-00-0000000-5-000-0000)-4-000-0000000
0-3-00000000000
05-(2,4-00-0000000-5-000-0000)-00000000-3-000000
Oo0o000@g, 2.2mmol)JAc,0 Qo mD)OODODOODDODODOODDODOOODODOOO

0050 00000000HN05(0.26 ml, 43 mmol)0 000000000 OOD0OOODODO
00000000501000070000000000000000DCM (3 x 40 m)O OO
0000000000000 0000000000000000000EL,0000000
0000000000000 05-R,4-00-0000000-5-000-0000)-N-00
0-4-000-00000000-3-00000000000

TH NMR (200 MHz CDCl3),5 0 1.26 (t, J = 7.4 Hz, 3H), 3.46-3.55 (m, 2H), 5.0 (s,
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2H), 5.10 (s, 2H), 6.57 m 2H, 7.23-7.29 (m, 2H), 7.32-7.37 (m, 8H), 7.66 (s, 1H)

oooooo

O00dviild 4-000-5-2,4-00-0000000-5-000-0000)-000000
00-3-00000000000
05-(2,4-00-0000000-5-000-0000)-4-000-00000000-3-00
000000000 (g, 1.97mmol)0 THF(7Z ml)0 O O O NH,CI (2.7 g, 50 mmol)O O (15
mDODOO0O0D0O00OO0D0D0O000O0C@@gg, 61mmo00O0O0O0D0ODOI50000
000000000000 0o0D0O300000000000000N00N0O0DnOOan
OMeOHO 00D 000D O0D0ODO0OODO0ODOOO0ODOOODODOOS-[2,4-00@0O0000D0
)-5-0000000]-4-000-N-00000000000-3-00000000 (820 mg,
82%)J 0 O O

1H NMR (200 MHz CDCl3),5 O 1.24 (t, J = 7.2 Hz, 3H), 3.38-3.53 (m, 2H), 5.02 (s,
2H), 5.15 (s, 2H), 6.64 (s, 1H), 6.79 (br, 1H), 7.35-7.42 (m, 10H), 7.64 (s, 1H

). [M+H]* 478.3/479.4

oooooo

O00viiid 4-0000000-5-(2,4-00-0000000-5-000-0000)-00
000000-3-00000000000

0000000 @.45 mmol)ODCMO 0 0 O5-[2,4-00 (0 O000000)-5-000000
0]-4-000-N-00000000000-3-00000000 (2.45 mmol, 700 mg)d O
OTEA (1.74 mmol, 0.24mDHDO0DO0ODO0O0DO0OODO0OOOODODOS000000DCMO
OODOOINHIIDOOOODODOOOOODOODO0O0O0O0D000000000000000
0000000000000 000000000000000000000

1H NMR (200 MHz CDCl3),5 0 1.28 (t, J = 7.4 Hz, 3H), 1.81 (s, 3H), 3.43-3.52 (m,
2H), 4.99 (s, 2H), 5.14 (s, 2H), 6.61 (s, 1H), 6.86 (br, 1H), 7.27-7.45 (m, 10H

), 7.66 (s, 1H), 7.75 (s, 1H), 8.40 (s, 1H).

oooogo

ODix0 4-0000000-5-(5-000-2,4-000000-0000)-000000
0-3-00000000000

4-0000000-5-(,4-00-0000000-5-000-0000)-0000000
-3-00000000000 .35 mo)ODCM@O MO DO DODOO0DO0ODOO00O0
0 O 0O DCMO O BClz(IM, 1.05 mmol, 1.05 MDO O OO0 O0OO0OO0OO0OOOOOOOOOO
godO0O0d2000000000000000000000D0O0O0S0000000000
O0000000O0000NaHCO,O0 OO om0 OODDOOO0O0O0DDD0OOOO0O0OO
000000000 O0DMIDODOOO @O mMDOODDOODODODOODOODOELOAC(20

mDOODODOODODO0ODO0O0O0O0D00000@ x30mDOOONaCIOO O (G0 m)d OO
0000000000000 00D00000000D00O0D00D000DO0O0D0D0ODOaO
000000000000 D00O00O0

1H NMR (400 MHz CD50D),3 0 1.21 (t, J = 6.8 Hz, 3H), 2.07 (s, 3H), 3.39 (q, J

6.8 Hz, 2H), 6.55 (s, 1H), 7.40 (s, 1H).

13C NMR (100 MHz CD,0D),5 0O 14.7, 22.6, 35.3, 104.9, 108.2, 113.2, 114.2, 130.9,
156.3, 156.5, 157.6, 161.5, 162.7, 172.4. [M+H]" 340.0/341.9

oooooo

000020140 00001000viiiD0O0ix00ODOO0OD0OO0ODO0OO0ODOO0OD0ODO0OO00OO0OO
000000 0viiid0OO0D0D0O0000000000000000000000
oooooo

0000020
05-(5-000-2,4-000000-0000)-4-4-0000-00000000)-000
O0000-3-00000000000 SSTO081AAL

OO0O0viiid 5-(,4-00-0000000-5-000-0000)-4-(4-0000-000

OooocooooQoooogoogog
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00000)-00000000-3-00000000000

H NMR (200 MHz CDCl3),5 0 1.28 (t, J = 7.2 Hz, 3H), 3.45-3.54 (m, 2H), 3.84 (s,
3H), 4.85 (s, 2H), 5.11 (s, 2H), 6.57 (s, 1H), 6.83 (d, J = 9.0 Hz, 2H), 6.95 (
br, 1H), 7.08-7.13 (m, 2H), 7.21-7.29 (m, 2H), 7.35-7.43 (m, 6H), 7.55 (d, J = 9
.0 Hz, 2H), 7.75 (s, 1H), 9.47 (s, 1H). [M+H]" 612.1/613.3

0oooooo

O00ixd0 5-(5-000-2,4-000000-0000)-4-(@-0000-00000000

)-00000000-3-00000000000

1H NMR (400 MHz DMS0),d 0 1.06 (t, J = 6.8 Hz, 3H), 3.19-3.24 (m, 3H), 3.82 (s,
3H), 6.64 (s, 1H), 7.04 (d, J = 8.8 Hz, 2H), 7.43 (s, 1H), 7.87 (d, J = 8.8 Hz,
2H), 8.71 (t, J = 5.6 Hz, 1H), 9.62 (s, 1H), 10.48 (br, 1H), 10.68 (s, 1H).

13C NMR (100 MHz DMSO),5 O 14.4, 33.5, 55.3, 103.8, 106.2, 110.4, 113.6, 125.7,
129.4, 155.3, 155.5, 155.7, 158.5, 161.3, 162.0, 164.9. [M+H]" 432.1/434.1
oooooo

0000030
05-(5-000-2,4-000000-0000)-4-(3,4-0000000000000)-00
000000-3-00000000000 SSTOI00AAL

O00viiid 5-(2,4-00-0000000-5-000-0000)-4-(3,4-00000 0O
000000D0)-00000000-3-00000000000

TH NMR (200 MHz CDCl3),5 O 1.27 (t, J = 7.2 Hz, 3H), 3.46-3.54 (m, 2H), 3.84 (s,
3H), 3.92 (s, 3H), 4.85 (s, 2H), 5.10 (s, 2H), 6.57 (s, 1H), 6.74 (d, J = 8.6 H

z, 1H), 6.94 (br, 1H), 7.05-7.12 (m, 2H), 7.22-7.25 (m, 2H), 7.32-7.40 (m, 8H),

7.75

(s, 1H), 9.56 (s 1H).

oooooo

O00ix0 5-(5-000-2,4-000000-0000)-4-@,4-00000000000
00)-00000000-3-00000000000

TH NMR (400 MHz, DMS0),d 0 1.06 (t, J = 6.8 Hz, 3H), 3.18-3.22 (m, 3H), 3.79 (s,
3H), 3.81 (s, 3H), 6.63 (s, 1H), 7.05 (d, J = 8.8 Hz, 1H), 7.41 (s, 1H), 7.43 (

d, J =1.6 Hz, 1H), 7.52 (dd, J = 8.8, J = 1.6 Hz, 1H), 8.69 (t, J = 6.0 Hz, 1H)
, 9.59

(s, 1H), 10.44 (br, 1H), 10.66 (s, 1H).

13C NMR (100 MHz, DMSO),5 O 14.4, 33.5, 55.5, 55.6, 103.8, 106.2, 110.7, 110.9,

113.6, 120.9, 125.7, 129.5, 148.2, 151.7, 155.6, 155.7, 158.5, 161.4, 165.0. [M+

H]+ 462.4/463.5.

0oooooo

0000040

05-(5-000-2,4-000000-0000)-4-(3,4,5-00000000000000)-

00000000-3-00000000000 SSTOI0IAAL

O00viiid 5-(2,4-00-0000000-5-000-0000)-4-(3,4,5-000000

00000000)-00000000-3-00000000000

H NMR (200 MHz CDCl3),5 0 1.28 (t, J = 7.2 Hz, 3H), 3.45-3.56 (m, 2H), 3.79 (s,
6H), 3.87 (s, 3H), 4.90 (s, 2H), 5.12 (s, 2H), 6.60 (s, 1H), 6.89 (s, 2H), 6.96
(br, 1H), 7.08-7.14 (m, 2H), 7.22-7.26 (m, 4H), 7.35-7.41 (m, 4H), 7.76 (s, 1H)
, 9.60 (s 1H).

0oooooo

O00ix0 5-(5-000-2,4-000000-0000)-4-(3,4,5-0 000000000

0000)-00000000-3-00000000000

1H NMR (400 MHz, DMS0),5 0 1.08 (t, J = 6.8 Hz, 3H), 3.19-3.23 (m, 2H), 3.71 (s,
3H), 3.83 (s, 6H), 6.64 (s, 1H), 7.23 (s, 2H), 7.43 (s, 1H), 8.72 (t, J = 5.6 H
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z 1H), 9.70 (br, 1H), 10.45 (s, 1H), 10.70 (s, 1H). *3C NMR (100 MHz DMS0),5 O 1

4.4, 33.4, 33.5, 55.9, 60.0, 103.8, 105.1, 106.1, 113.4, 128.7, 129.4, 140.3, 15

2.6, 155.6, 155.8, 158.3, 161.5, 165.0. [M+H]" 492.4/494.4.

oooooo

0O0000s50

05-(5-000-2,4-000000-0000)-4-(2,2-0000-000000000)-0

0000000-3-00000000000 SSTO091AAL

000viiid 5-(2,4-00-0000000-5-000-0000)-4-(2,2-0000-00
000O0000)-00000000-3-00000000000

0 H NMR (400 MHz CDCl;),5 0 1.82 (s, 9H), 1.29 (t, J = 6.8 Hz, 3H), 3.49-3.53 (
m, 2H), 4.98 (s, 2H), 5.13 (s, 2H), 6.59 (s, 1H), 6.91 (br, 1H), 7.24-7.26 (m, 2
H), 7.31-7.43 (m, 8H), 7.62 (s, 1H), 9.01 (s, 1H). [M+H]" 562.5/563.7.
oooooo

O00ix0 5-(5-000-2,4-000000-0000)-4-(2,2-0000-0000000
00)-00000000-3-00000000000

14 NMR (400 MHz DMS0),5 0 1.06 (t, J = 7.2 Hz, 3H), 1.14 (s, 9H), 3.19-3.24 (m,
2H), 6.66 (s, 1H), 7.34 (s, 1H), 8.58 (t, J = 5.6 Hz, 1H), 8.83 (s, 1H), 10.50 (
br, 1H), 10.70 (s, 1H).

13c NMR (100 MHz DMSO),5 O 14.5, 27.1, 33.6, 38.3, 103.9, 106.2, 110.5, 113.5, 1
29.4, 155.2, 155.6, 155.7, 158.5,161.2, 177.9. [M+H]* 382.2/384.2.

oooooo

0000060
04-[(000000-1-00000)-0007-5-(5-000-2,4-000000-0000)-
00000O000-3-00000000000 SSTO093AAL

OO00viiid 4-[(00000-1-00000)-0007]-5-2,4-00-0000000 -5
-000-0000)-00000000-3-00000000000

14 NMR (200 MHz CDCl5),5 0 1.30 (t, J = 7.2 Hz, 3H), 1.58-1.70 (m, 12H), 1.94 (s
, 3H), 3.46-3.60 (m, 2H), 4.98 (s, 2H), 5.16 (s, 2H), 6.61 (s, 1H), 6.92 (br, 1H

), 7.30-7.44 (m, 10H), 7.64 (s, 1H), 8.99 (s, 1H). [M+H]* 640.4/641.4.
oooooo

O00ixO 4-[(CO00000-1-00000)-00071-5-G-000-2,4-000000 -
0000)-00000000-3-00000000000

14 NMR (400 MHz DMS0),5 0 1.09 (t, J = 7.2 Hz, 3H), 1.65-1.69 (m, 6H), 1.81- 1.8

2 (m, 6H), 1.99 (s, 3H), 3.18-3.24 (m, 2H), 6.67 (s, 1H), 7.34 (s, 1H), 8.74 (t,
J = 5.6 Hz, 1H), 10.55 (br, 2H).

13c NMR (100 MHz DMSO),5 O 14.5, 33.3, 104.0, 107.8, 110.9, 124.4, 128.0, 148.9,
150.7, 153.4, 154.6, 160.3. [M+H]* 298.0/300.0.

DoooooQ

0oooo70
04-000000000-5-(5-000-2,4-000000-0000)-00000000 -3

00000000000 SSTO098AAL

ODO00OviiiD 4-000000000-5-(2,4-00-0000000-5-000-0000)-
000DO0000D0-3-00000000000

14 NMR (200 MHz CDClg),d 0 1.27 (t, J = 7.0 Hz, 3H), 3.41-3.55 (m, 2H), 4.94 (s,
2H), 5.11 (s, 2H), 5.60 (dd, J = 10.0, J = 1.4 Hz, 1H), 5.94 (dd, J = 16.8, J =
10.0 Hz, 1H), 6.15 (dd, J = 16.8, J = 1.4 Hz, 1H), 6.58 (s, 1H), 6.90 (br, 1H),
7.31-7.41 (m, 10H), 7.69 (s, 1H), 8.76 (s, 1H). [M+H]" 532.4/533.5.

Dooooo

OD0Dix0 4-000000000-5-(-000-2,4-000000-0000)-0000

000O0-3-00000000000
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TH NMR (400 MHz CD40D),d 0 1.22 (t, J = 7.6 Hz, 3H), 3.23-3.41 (m, 2H), 5.76 (dd
,J=10.4, J=1.6, 1H), 6.26 (dd, J = 16.8, J = 1.6, 1H), 6.39 (dd, J = 16.8,

J = 10.4, 1H), 6.56 (s, 1H), 7.42 (s, 1H).

13C NMR (100 MHz CD50D),d O 14.7, 35.3, 104.9, 108.3, 111.6, 113.2, 128.2,
130.8, 131.5, 156.2, 157.6, 161.5, 162.6, 166.7. [M+H]* 352.1/353.6.

oooooo

0000080
05-(5-000-2,4-000000-0000)-4-[(3-000-00000-2-00000)-
000]-00000000-3-00000000000 SSTO092AA1

O00viiid 5-(2,4-00-0000000-5-000-0000)-4-[(3-000-0000
0-2-00000)-000]1-00000000-3-00000000000

TH NMR (200 MHz CDCl),d 0 1.27 (t, J = 7.0 Hz, 3H), 2.35 (s, 3H), 3.42-3.58 (m,
2H), 4.90 (s, 2H), 5.10 (s, 2H), 6.56 (s, 1H), 6.84 (d, J = 4.8 Hz, 1H), 6.90 (

br, 1H), 7.02-7.10 (m, 2H), 7.21-7.42 (m, 9H), 7.75 (s, 1H), 9.28 (s, 1H). [M+H]

* 602.3/603.4.

oooooo

O00ix0 5-(5-000-2,4-000000-0000)4-[(3-000-00000 -2-00
000)-000]-00000000-3-00000000000

14 NMR (400 MHz DMS0),5 O 1.09 (t, J = 6.8 Hz, 3H), 2.43 (s, 3H), 3.20-3.25 (m,

2H), 6.65 (s, 1H), 7.01 (d, J = 5.2 Hz, 1H), 7.44 (s, 1H), 7.66 (d, J = 5.2 Hz,

1H), 8.58 (t, J = 5.6 Hz, 1H), 9.29 (br, 1H), 10.70 (s, 2H).

13c NMR (100 MHz DMSO0),5 O 14.5, 15.3, 33.6, 103.9, 106.4, 113.4, 128.4, 129.3,

131.8, 141.2, 154.9, 155.9, 158.7, 160.6, 160.9. [M+H]* 422.1/424.1.

oooooo

0000090

05-(5-000-2,4-000000-0000)-4-(3-00000-4-00-00000000

0)-00000000-3-00000000000 SSTO099AAL

000viiid 5-(2,4-00-0000000-5-000-0000 )-4-(3-00 000 -4-0

0-000000000)-00000000-3-00000000000

OEtOH (6 mDOOOODOO7000viii0O0O0O00O00O0004-000000000-5-(

2,4-00-0000000-5-000-0000)-00000000-3-000000000

000O00(@70mg, 0.32 mmo)D DD 0O0DOD0OO@mDID10000000000

0 'H NMR (200 MHz CDCl3),d 0 1.25 (t, J = 7.4 Hz, 3H), 2.24-2.34 (m, 4H), 2.41-2
.45 (m, 2H), 3.38-3.50 (m, 2H), 3.64-3.72 (m, 4H), 4.97 (s, 2H), 5.12 (s, 2H), 6
.58 (s, 1H), 6.86 (br, 1H), 7.28-7.42 (m, 10H), 7.62 (s, 1H), 9.95 (m, 1H). [M+H

1" 619.6/621.5.

oooooQ

O000ix0 5-(5-000-2,4-000000-0000)-4-(B3-00000-4-00-000

000O000)-00000000-3-00000000000

14 NMR (400 MHz DMS0),5 0 1.09 (t, J = 7.4 Hz, 3H), 2.36-2.40 (m, 4H), 2.51- 2.5

5 (m, 4H), 3.19-3.25 (m, 2H), 3.33-3.39 (m, 2H), 3.49-3-54 (m, 2H), 6.73 (s, 1H)
, 7.29 (s, 1H), 8.65 (br, 1H), 10.09 (br, 1H), 10.81 (br, 1H).

13c NMR (100 MHz DMSO),5 O 14.4, 32.5, 33.5, 52.8, 53.8, 65.9, 104.0, 106.2, 113
.1, 129.3, 155.5, 158.5, 161.1, 170.5. [M+H]* 439.4/440.5.

DoooooQ

00000100

04-(4-000-00000000)-5-(-000-2,4-000000-0000)-0000

0000-3-00000000000 SSTO 102AA1

0O00viiid 5-(2,4-00-0000000-5-000-0000)-4-(4-000-0000

0000)-00000000-3-00000000000
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H NMR (200 MHz CDCl3),8 0 1.29 (t, J = 7.4 Hz, 3H), 3.47-3.52 (m, 2H), 4.85 (s,
2H), 5.15 (s, 2H), 6.60 (s, 1H), 6.88-7.00 (m, 1H), 7.08-7.11 (m, 2H), 7.24-7.2

9 (s, 2H), 7.34-7.44 (m, 10H), 7.78 (s, 1H), 9.52 (m, 1H).

oooooao

OO00ixO 4-@-000-0000O0DDOO)-5-G-000-2,4-000000-0000)-

OO000DDO0O0-3-00000000000 SST0102AA1

1H NMR (200 MHz CD50D),5 O 1.22 (t, J = 7.4 Hz, 3H), 3.33-3.41 (m, 2H), 6.54 (s,
1H), 7.49 (s, 1H), 7.67 (d, J = 8.8 Hz, 2H), 7.80 (d, J = 8.8 Hz, 2H), 10.81 (b

r, 1H).

13C NMR (50 MHz CD50D),5 O 14.7, 35.4, 104.9, 108.4, 113.4, 114.3, 127.7, 130.4,
130.7, 132.8, 134.1, 156.1, 156.2, 157.6, 161.7, 162.4, 167.3. [M+H]" 480.1/482
.2/483.5.

ocooooao

000011 0000010000000 00viDix0O0ODODOoOOoOoooDoodbs-(2,4-00

-Jdooooo-5-000-0000)-000D0DD0000-3-0000000ODOO0O0

oooos-.4-00-000000O0-5-000000-0000)-0D000000O0-3-

0000000000000 o0o0o0Ooo0ooDDoODOoOO00OoO0OOgoOviIiiiOOODODOOoOoOGOg

ooooDDoDoODOooooooooooaon

oooooao

OoO0O00i110

05-2,4-0000D00-5-000000-0D0D00)-4-@G-0000-00000D0OO)-

O000DDDODO0O0-3-00000000000 SSTO107AAL

ooovibh 5-2,4-00-00000CO0DO-5-000000-0000)4-000-0000

0o0oo-3-000oooooooo

H NMR (200 MHz CDCl3),8 O 1.22-1.26 (m, 9H), 3.24-3.38 (m, 1H), 3.43-3.57 (m, 2

H), 5.02 (s, 4H), 6.54 (s, 1H), 6.59 (br, 1H), 7.30-7.39 (m, 10H), 7.46 (s, 1H).
[M+H]" 516.5.

oooooao

ooovii 4-000-5-,4-00-0000000-5-000000-0000)-000
ooooD-3-000000000O0O

H NMR (200 MHz CDCl3),5 O 1.21-1.28 (m, 9H), 3.28-3.38 (m, 1H), 3.39-3.53 (m, 2

H), 4.38 (br, 2H), 5.05 (s, 2H), 5.08 (s, 2H), 6.61 (s, 1H), 6.83 (br, 1H), 7.33

-7.42 (m, 10H), 7.45 (s, 1H). [M+H]™* 486.6.

ocooooao

O0O0oviiio 5-2,4-00-00000D00O0-5-000000-0000)-4-@4-0000-
ooooooOoO0o)-oooooooDoD-3-00000oooooao

TH NMR (200 MHz CDCl3),5 O 1.21-1.29 (m, 9H), 3.30-3.37 (m, 1H), 3.41-3.51 (m, 2

H), 3.82 (s, 3H), 4.91 (s, 2H), 5.04 (s, 2H), 6.55 (s, 1H), 6.78 (d, J = 8.8 Hz,
2H), 6.94-7.0 (m, 1H), 7.16-7.19 (m, 2H), 7.25-7.30 (m, 3H), 7.-34-7.40 (m, 5H),
7.49 (d, J = 8.8 Hz, 2H), 7.58 (s, 1H), 9.19 (s, 1H).

13Cc NMR (50 MHz cDCl3),d O 14.6, 27.0, 34.4, 55.5, 70.1, 71.0, 97.5, 110.9, 113.

7, 114.2, 115.7, 126.5, 127.3, 128.0, 128.6, 128.7, 129.3, 129.9, 136.5, 136.8,

151.0, 155.3, 158.7, 159.8, 160.5, 162.4, 164.1. [M+H]" 620.9.

ocooooao

Oo00iix0O 5-.4-000000-5-000000-0000)-4-4-0000-00000

oo0o0)-0O0D0000O0O0-8-000ooDoOOoo0oog

1H NMR (400 MHz DMS0),d O 1.04-1.28 (m, 9H), 3.03-3.08 (m, 1H), 3.19-3.23 (m, 2H

), 3.82 (s, 3H), 6.47 (s, 1H), 7.02 (d, J = 8.8 Hz, 2H), 7.23 (s, 1H), 7.87 (d,

J = 8.8 Hz, 2H), 8.61 (t, J = 5.6 Hz, 1H), 9.56 (br, 1H), 9.82 (s, 1H), 10.08 (b
r, 1H).

10

20

30

40

50



27) JP 5640002 B2 2014.12.10

13c NMR (100 MHz DMSO),d O 14.5, 22.6, 25.6, 33.6, 55.4, 102.7, 104.5, 112.6, 11
3.6, 125.8, 126.1, 126.5, 129.4, 155.9, 157.7, 158.7, 162.0, 163.5, 165.2. [M+H]
* 440.4.

gbooood

ocoo012-2z10 0000110 oviiiD 00 )0 0oooooooDoboO0o0oooooo
ooo4-0D00-5-2,4-00-0000DD0O0O0-5-000000-00D0)-000000
oo0-3-000g0o0ooboooobooooovimi00o0bDOo0ooooooDOooobooOoo
goaoaao

oooooo

ogboobogi1zo

040000000 -5-4-0000C00-5-000000-0000)-0D0DDO0O0O0O0OO

-3-00000000000 SSTO 113AA1
OO0viii0 4-0000000-5-(2,4-00-0000000-5-000000-0000)-
0O00o00O00O0-3-00000000000

TH NMR (200 MHz CDCl3),d O 1.22-1.29 (m, 9H), 1.77 (s, 3H), 3.28-3.36 (m, 1H), 3
.40-3.50 (m, 2H), 5.03 (s, 2H), 5.08 (m, 2H), 6.58 (s, 1H), 6.83 (br, 1H), 7.31-

7.42 (m, 10H), 7.49 (s, 1H), 8.07 (s, 1H). [M+H]* 528.7.

DoooooQ

ODO0Dix0 4-0000000-5-(2,4-000000-5-000000-0000)-000
000DO00-3-00000000000

14 NMR (400 MHz DMS0),5 O 1.07-1.12 (m, 9H), 3.06-3.13 (m, 1H), 3.21-3.26 (m, 2H

), 6.49 (s, 1H), 7.11 (s, 1H), 8.55 (t, J = 6.0 Hz, 1H), 9.15 (br, 1H), 9.81 (s,
1H), 9.90 (br, 1H). 13C NMR (100 MHz DMSO),5 O 14.4, 22.4, 22.5, 33.4,102.6, 10

4.2, 112.3, 125.9, 126.4, 154.1, 155.8, 157.6, 158.6, 163.3, 169.1. [M+H]" 348.5

0ooooo

00000130

05-(2,4-000000-5-000000-0000)-4-(2,2-0000-00000000

0)-00000000-3-00000000000 SSTOl 14AA1

0O00viiid 5-(2,4-00-0000000-5-000000-0000)-4-(2,2-0000

-000000000)-00000000-3-00000000000

TH NMR (200 MHz CDCl3),d 0 1.05 (s, 9H), 1.21-1.26 (m, 9H), 3.26-3.35 (m, 1H), 3
.44-3.53 (m, 2H), 5.00 (s, 2H), 5.06 (m, 2H), 6.57 (s, 1H), 6.88 (br, 1H), 7.25-
7.41 (m, 10H), 7.45 (s, 1H), 8.71 (s, 1H).

Dooooo

OD0O00ix0 5-(2,4-000000-5-000000-0000)-4-(2,2-0000-0000
0O00O00)-00000000-3-00000000000

TH NMR (400 MHz CD40D),d O 1.18-1.24 (m, 18H), 3.17-3.24 (m, 1H), 3.48 (q, J = 6
.8 Hz, 2H), 6.47 (s, 1H), 7.27 (s, 1H).

13C NMR (100 MHz CD50D),d O 14.8, 23.2, 27.8, 35.6, 40.2, 103.7, 106.2, 111.8, 1

13.4, 127.7, 129.2, 154.7, 156.7, 159.8, 162.2, 163.6, 179.9. [M+H]" 390.5.
Dooooo

00000140
05-(2,4-000000-5-000000-0000)-4-[(3-000-00000-2-000
00)-000]-00000000-3-00000000000 SSTol 15AA1

0O00viiid 5-(2,4-00-0000000-5-000000-0000)-4-[(3-000 -0
0000-2-00000)-000]-00000000-3-00000000000

TH NMR (200 MHz CDClg), 50 1.22-1.28 (m, 9H), 2.33 (s, 3H), 3.23-3.38 (m, 1H), 3
.41-3.54 (m, 2H), 4.95 (s, 2H), 5.01 (m, 2H), 6.52 (s, 1H), 6.80 (d, J = 5.2 Hz,
1H), 6.89 (br, 1H), 7.09-7.14 (m, 2H), 7.21-7.25 (m, 4H), 7.35-7.39 (m, 5H), 7.
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55 (s, 1H), 9.0 (s, 1H).

oooooo

0O00ix0 5-(2,4-000000-5-000000-0000)-4-[(3-000-00000 -

2-00000)-000]1-00000000-3-00000000000

14 NMR (400 MHz DMS0),5 O 1.07-1.11 (m, 9H), 2.44 (s, 3H), 3.05-3.11 (m, 1H), 3.

19-3.25 (m, 2H), 6.52 (s, 1H), 7.01 (d, J = 5.2 Hz, 1H), 7.22 (s, 1H), 7.66 (d,

J =5.2 Hz, 1H), 8.66 (t, J = 5.6 Hz, 1H),9.12 (s, 1H), 9.89 (s, 1H), 10.22 (br,
1H) .

13c NMR (100 MHz DMSO),5 O 14.4, 15.2, 22.4, 25.7, 33.3, 33.5, 102.5, 104.4, 112
.2, 126.2, 128.2, 130.4, 131.7, 141.1, 153.6, 155.3, 157.6, 157.8, 158.6, 161.1,
162.4. [M+H]* 430.6/431.6

Dooooo

00000150

05-(2,4-000000-5-000000-0000)-4-3-00000 -4-00-0000
000O00)-00000000-3-00000000000 SSTO116AAL

0O00viiid 5-(2,4-00-0000000-5-000000-0000)-4-(3-00000

4-00-000000000)-00000000-3-00000000000¢0

TH NMR (200 MHz CDCl3),d O 1.18-1.25 (m, 9H), 2.22-2.27 (m, 2H), 2.36-2.44 (m, 2

H), 2.88-2.86 (m, 4H), 3.20-3.48 (m, 3H), 3.62-3.66 (m, 4H), 4.97 (s, 2H), 5.02
(m, 2H), 6.52 (s, 1H), 6.88 (br, 1H), 7.24-7.37 (m, 10H), 7.42 (s, 1H), 10.66 (s
, 1H).

oooooo

0D0O00ix0 5-(2,4-000000-5-000000-0000)-4-(3-00000-4-00 -
00000O00O00)-00000000-3-00000000000

14 NMR (400 MHz CD50D),5 O 1.19-1.24 (m, 9H), 2.51-2.54 (m, 6H), 2.71 (t, J = 6.

8 Hz, 1H), 3.17-3.23 (m, 1H), 3.38 (d, J = 7.2 Hz, 2H), 3.61-3.63 (m, 4H), 6.43
(s, 1H), 7.23 (s, 1H).

13C NMR (100 MHz CD50D),d O 14.9, 23.3, 27.8, 33.5, 35.5, 54.4, 55.2, 67.8, 103.

9, 106.8, 113.5, 128.0, 128.9, 155.4, 156.4, 159.8, 161.9, 164.7, 173.8. [M+H]*

447 .6.

oooooo

00000160
04-(B-(4-00000000-1-00)I000000)-N-000-5-(2,4-000000 -5
-0000000000)-00000000-3-00000000 SSTO203AAL
0O00viiid 5-(2,4-0 0@ 000000)-5-0000000000)-4-(3-(4-000
000O00-1-00)-0000000)N-00000000000-3-00000000 .
14 NMR (400 MHz CD3Cl1),5 O 1.22-1.28 (m, 9H), 2.23 (s, 3H), 2.27 (t, J = 6.4 Hz,
2H), 2.30-2.42 (m, 8H), 2.50 (t, J = 6.4 Hz, 2H), 3.30-3.34 (m, 1H), 3.44-3.49
(m, 2H), 5.02 (s, 2H), 5.04 (s, 2H), 6.55 (s, 1H), 6.84 (br, 1H), 7.30-7.40 (m,
10H), 7.44 (s, 1H), 9.68 (s, 1H).

13c NMR (100 MHz CD3Cl1),8 O 14.7, 22.7, 26.6, 32.7, 34.4, 46.1, 52.6, 53.5, 54.8
, 70.1, 71.3, 98.3, 110.5, 114.6, 127.0, 127.2, 128.1, 128.7, 130.2, 136.7, 136.

8, 152.5, 155.3, 158.6, 159.6, 161.4, 170.3. [M+H]* 640.7

oooooQ

OD00ix0 4-B-@-00000000-1-00)0000000)-N-000-5-(2,4-00
000O0-5-0000000000)-00000000-3-00000000

TH NMR (400 MHz CD50D),5 O 1.19-1.24 (m, 9H), 2.40 (s, 3H), 2.52 (t, J = 6.4 Hz,
2H), 2.55-2.71 (m, 8H), 2.75 (t, J = 6.4 Hz, 2H), 3.14-3.25 (m, 1H), 3.34-3.39
(m, 2H), 6.44 (s, 1H), 7.23 (s, 1H).

13C NMR (100 MHz CD50D),d O 14.7, 23.1, 27.6, 27.6, 33.6, 35.3, 45.2, 52.4, 54.4
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55.3, 103.8, 106.7, 113.3, 127.8, 128.7, 155.3, 156.2, 159.6, 161.7, 164.4, 17

3.5. [M+H]* 460.4.

oooooo

00000170

O1H-00000-6-00000 [5-(2,4-000000-5-000000-0000 )-3-0
00 0000O00-00000000-4-001-000 SST0220AA1

O00ixO H-00OO0OO0-6-00000 [-(R,4-000000-5-000000-000
0)-3-000000000-00000000-4-007-000

1H NMR (300 MHz CD40D),5 O 1.16-1.28 (m, 9H), 3.18 (m, 1H), 3.40 (g, 2H), 6.44 (

s, 1H), 6.53 (d, 1H), 7.35 (s, 1H), 7.42 (d, 1H), 7.53 (d, 1H), 7.63 (d, 1H), 8.

01 (s, 1H). [M+H]™ 449.09.

Dooooo

00000180

05-(2,4-000000-5-000000-0000)-4-(4-00000-4-00-000 -0

000DO00O00)-00000000-3-00000000000000 SST0201CL1

ODO00ix0 5-(2,4-000000-5-000000-0000)-4-(4-00000-4-00 -

000-00000000)-00000000-3-00000000000000

14 NMR (300 MHz, DMSO),5 O 1.03-1.09 (m, 9H), 3-3.27 (m, 7H), 3.72 (m, 2H), 3.93
(m, 2H), 4.41 (s, 2H), 6.50 (s, 1H), 7.22 (s, 1H), 7.69 (d, 2H), 7.97 (d, 2H),

8.67 (t, 1H), 9.78 (s, 1H), 9.86 (s, 1H), 10.1 (s, 1H), 10.80 (s, 1H). [M+H]* 50

9.

oooooo

00000190

040000000000 O00-000)-5-(2,4-000000-5-000000-000

0)-000O00000-3-00000000000 SST0221AAL

OD0Dix0 4(000000000000-000)-5-(2,4-000000-5-00000

0-0000)-00000000-3-00000000000

14 NMR (300 MHz CD50D),5 O 1.18-1.41 (m, 13H), 1.7 (m, 2H), 1.78 (m, 2H), 1.9 (m
, 2H), 2.3 (m, 1H), 3.18 (m, 1H), 3.34 (q, 2H), 6.44 (s, 1H), 7.24 (s, 1H). [M+H

1" 416.3.

oooooo

00000200

05-(2,4-000000-5-000000-0000)-4-[(C000-4-0000-0000

00000000 )-000]1-00000000-3-00000000000 SST0222AA1

OD00ix0 5-(2,4-000000-5-000000-0000)-4-[(CO000-4-0000 -
000000000000 )-000]1-00000000-3-00000000000

14 NMR (300 MHz CD50OD),5 [ 0.87-1.02 (m, 5H), 1.18-1.51 (m, 20H), 1.84 (m, 2H),

1.95 (m, 2H), 2.25 (m, 1H), 3.19 (m, 1H), 3.37 (q, 2H), 6.44 (s, 1H), 7.24 (s, 1

H). [M+H]* 486.3.

0ooooo

00000210

05-(2,4-000000-5-000000-0000)4-[(@-000000000-00000

000O00000)-000]1-00000000-8 -00000000000 SST0223AA1

O00ix0 5-(2,4-000000-5-000000-0000)-4-[(4-000000000

-000000000000)-000]1-00000000-3-00000000000

14 NMR (300 MHz CD40D),5 O 1.18-1.20 (m, 9H), 1.65-1.75 (m, 6H), 2.06-2.20 (m, 3

H), 2.64 (m, 1H), 3.19 (m, 1H), 3.37 (q, 2H), 6.44 (s, 1H), 7.24 (s, 1H). [M+H]*
484.2.

oooooo

0000220000011021(00VviiiD00ix)0O0 00000000000 0viiioO
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Oix0OOO0ODO00ODO0O0OO00O0OvO0OOOOOODO0OO0OO0O0OO00D0DO000000000a0

0oooooo

00000220

ON°-(3-(00D000D0000)-5-(R,4-000000-5-0000000000)-000

00000-4-00)N3-00000000000-3,5-000000000 SSTO211AAL

O00viiiD D00 5-(3-(00000O00D00)-5-(,4-00@O00DO0000O0)-5-00

000000D00)-00000000-4-00000000)-00000000-3-000

ooooao

TH NMR (200 MHz CDCl;),5 O 1.22-1.32 (m, 9H), 3.28-3.42 (m, 1H), 3.44-3.56 (m, 2
H), 4.01 (s, 3H), 4.97, (s, 2H), 5.08 (s, 2H), 6.59 (s, 1H), 6.84 (br, 1H), 7.06
(s, 1H), 7.14-7.19 (m, 2H), 7.26-7.29 (m, 2H), 7.38-7.42 (m, 6H), 7.56 (s, 1H),
9.43 (s, 1H). [M+H]* 639.7.

0oooooo

Oo0O0vd N°-GB-(UOO0000000)-5-(,4-00(@000000)-5-000000
0000)-00000000-4-00)N3-00000000000-3,5-0000000
oo

TH NMR (400 MHz CDCl3),5 O 1.24-1.30 (m, 12H), 3.30-3.38 (m, 1H), 3.47-3.54 (m,

4H), 4.94 (s, 2H), 5.10, (s, 2H), 6.57 (s, 1H), 6.78 (br, 1H), 6.89 (br, 1H), 7.

10 (s, 1H), 7.13-7.15 (m, 2H), 7.24-7.27 (m, 2H), 7.40-7.41 (m, 6H), 7.56 (s, 1H

), 9.50 (s, 1H). [M+H]" 652.6.

oooooo

O00ixd NS-@-(O0O00D00000)-5-(2,4-000000-5-0000000000

)-0OODO0DDODO-4-00)-N%-00000000000-3,5-000000000

1H NMR (400 MHz DMS0),d O 1.05-1.12 (m, 12H), 3.04-3.08 (m, 1H), 3.19-3.28 (m, 4

H), 3.31 (s, 1H), 6.47 (s, 1H), 7.18 (s, 1H), 7.44 (s, 1H), 8.71 (t, J = 5.6 Hz,
1H), 8.95 (t, J = 5.6 Hz, 1H), 9.88 (s, 1H), 10.08(s, 1H).

13C NMR (100 MHz DMS0),5 O 14.3, 14.4, 22.4, 25.6, 33.5, 33.8, 102.6, 104.0, 106
.0, 126.2, 126.5, 154.1, 154.2, 155.2, 157.2, 158.0, 158.3, 159.4, 163.6, 163.7.
[M+H]" 472.3.

0oooooo

000023260 0000120 0viiiD00ixX)DO00DO0O0D00000000O0O0viiiOO

0000000000000 D0000000

0oooooo

00000230

05-(2,4-000000-5-000000-0000)4-[(4-0000-000000000

000)-000]-00000000-3-00000000000 SST0226AA1

1H NMR (300 MHz, DMS0),5 [ 1.04-1.10 (m, 9H), 1.33-1.82 (m, 8H), 2.26 (m, 1H), 3
.06 (m, 1H), 3.16 (s, 3H), 3.21 (g, 2H), 3.35 (m, 1H), 6.47 (s, 1H), 7.09 (s, 1H

), 8.47 (t, 1H), 9.76 (s, 1H). [M+H]" 446.4.

0oooooo

00000240

O4-[(4-tert-0 00 -00000000O00D00)-0007-5-(,4-000000-5-00

0000-0000)-00000000-3-00000000000 SST0227AAL

TH NMR (300 MHz, DMS0),5 0 0.73 (s, 6H), 0.8 (s, 3H), 0.93 (m, 2H), 1.04-1.1 (m,
9H), 1.18-2.07 (m, 8H), 3.06 (m, 1H), 3.19 (q, 2H), 6.46 (s, 1H), 7.10 (s, 1H),
8.48 (t, 1H), 9.76 (s, 1H). [M+H]" 472.2.

0oooooo

00000250

04-[(C00D0-4-000-000000000000)-0001-5-(2,4-000000-5-

000000-0000)-00000000-3-00000000000000 SST0228C
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L1

TH NMR (300 MHz, CD50D),5 O 1.18-1.24 (m, 9H), 1.43-2.12 (m, 7H), 3.14 (m, 2H),
3.19 (m, 1H), 3.40 (q, 2H), 4.4 (s, 1H), 6.44 (s, 1H), 7.23 (s, 1H). [M+H]* 431.
2.

oooooo

00000260
0D4-[(0000-4-000000-000000000000)-0007-5-(2,4-0000
00-5-000000-0000)-00000000-3-00000000000000 S
ST0229CL1

14 NMR (300 MHz, CD50D)d 0 1.17-1.24 (m, 9H), 1.4-2.05 (m, 9H), 2.33 (m, 1H), 2.
79 (d, 2H), 3.20 (m, 1H), 3.37 (q, 2H), 6.43 (s, 1H), 7.23 (s, 1H). [M+H]" 445.2

oooooao
gboboz2yooooobgobobobooooboboboboobooooobobobao
ocoooooOxooooooooooooooo
O
O

Oo0oo0oon
Oo0ood
AE—L2
OMe
Cl Cl cl
BnO HO
NH, : NH, . HO HN
n
/! CONHEt ——™ /; CONHEt ——= =N, -CONHEL
y;
BnO O-p OH O-p CH O-y

it BCly, DCM; il: p- ARF L AL XFILTER, NaCNBH,, 1% AcOH, MeOH

oooooo

00000270

04-(4-00000000000)-5-(5-000-2,4-0000000000)-N-0000

O000000-3-00000000 SST0207AAL

O00i#0 4-000-5-(,-000-2,4-0000000000)-NN-0000000000

0-3-00000000

TH NMR (400 MHz DMS0),3 0 1.11 (t, J = 7.2 Hz, 3H), 3.23-3.30 (m, 2H), 4.70 (br,
2H), 6.67 (s, 1H), 7.35 (s, 1H), 8.73 (t, J = 6.0 Hz, 1H), 10.54 (br, 2H). 13C
NMR (100 MHz DMS0),d 0 14.5, 33.3, 104.0, 107.8, 110.9, 124.4, 128.0, 148.9, 150
.7, 153.4, 154.6, 160.0. PVM-H]" 298.1/300.1.

oooooo

OO00ii0 4-4-00000000000)-5-(-000-2,4-0000000000)-N-
0000000000 0-3-00000000
04-000-5-(5-000-2,4-0000000000)-N-00000000000-3-0
0000000 @98 mg, 1 nimDO00p-000000000000C mmo)OOODOM

eOH/ACOH (1%) (5 mHO 0000000000000 DO0ODOODODODOODOODOGOg @2

5mg, 2mmo)0 0000000000000 OD0OODDO300000000005% NaH

CO3 (IO MNDOODODOACEtD D0 DO0O0D00DDO0DNO0O0DO0ONODODNO0O0DOonGoOag

0000000000000 D0000000000000000 (AcOE/0 000 0O0O)D

ooooooon

O *H NMR (400 MHz CDCl3),5 0 1.25 (t, J = 7.6 Hz, 3H), 3.44-3.48 (m, 2H), 3.76 (

s, 3H), 3.83-3.85 (m, 2H), 4.84 (br, 1H), 5.76 (s, 1H), 6.67 (s, 1H), 6.71 (br,
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1H), 6.78 (d, J = 8.2 Hz, 2H), 7.14 (d, J = 8.2 Hz, 2H), 7.62 (s, 1H), 12.02 (br
, 1H). 3C NMR (100 MHz CDCl3),8 O 14.6, 34.3, 54.9, 55.3, 106.1, 108.1, 111.7,
114.0, 120.2, 127.0, 127.9, 130.8, 152.3, 154.5, 157.2, 159.4, 159.5, 163.0. [M+
H]* 418.3/420.2.

oooogo

00028-3200 00000000 #000000000000000000D00OO0O0 4-
00-5- (5-000-2,4-0000000000)N-000000000D00-3-000
000000000000 0000000000000000000000000
oooogo

0000280
4(3-00000000-2-00)000000)-5-(G-000-2,4-000000000
)-N- 0000000000 0-3-00000000 SSTO206AA1

0 *H NMR (400 MHz CDCl3),d 0 1.24 (t, J = 7.2 Hz, 3H), 2.10 (s, 3H), 3.42-3.46 (
m, 2H), 4.02 (s, 2H), 4.89 (br, 1H), 5.75 (s, 1H), 6.67-6.71 (m, 3H), 7.08-7.09
(m, 1H), 7.64 (s, 1H), 11.68 (br, 1H).

13C NMR (100 MHz cDCl3),d O 13.3, 14.6, 34.2, 46.7, 106.4, 107.9, 111.8, 119.7,
124.5, 127.0, 130.0, 130.8, 136.8, 152.5, 154.6, 156.9, 159.3, 163.0. [M+H]* 408
.2/410.2.

oooooo

00000290
05-(5-000-2,4-0000000000)4-(QO000000D000O0)-N-00000O0
O0000-3-00000000 SSTO208AAL

TH NMR (400 MHz CDCl3),5 O 1.10-1.29 (m, 7H), 1.57-1.82 (m, 6H), 2.61 (br, 1H),
3.45-3.53 (m, 2H), 4.48 (br, 1H), 5.80 (br, 1H), 6.65 (s, 1H), 6.85 (br, 1H), 7.
69 (s, 1H), 12.18 (br, 1H).

13C NMR (100 MHz cDCl3),d O 14.6, 24.8, 25.4, 32.0, 34.3, 59.8, 106.2, 108.2, 11
1.6, 119.2, 127.0, 152.6, 154.5, 157.2, 159.6, 163.3. [M+H]* 380.4/382.3.
0oooooo

00000300
04-(1-00000000-4-00000)-5-(5-000-2,4-0000000000)-N-0
0000000000-3-00000000 SSTO209AA1

1H NMR (400 MHz CD50D),5 0 1.22 (t, J = 7.6 Hz, 3H), 1.62-1.70 (m, 2H), 2.05- 2.
09 (m, 2H), 2.78 (s, 3H), 2.87-2.96 (m, 2H), 3.11-3.17 (m, 1H), 3.38-3.48 (m, 4H
), 6.49 (s, 1H), 7.59 (s, 1H).

13C NMR (100 MHz CD;0D),3 O 14.8, 30.3, 35.1, 43.5, 54.4, 54.6, 106.6, 108.0, 11
3.9, 119.8, 129.5, 157.3, 158.0, 161.3, 163.9. [M+H]* 395.4/397.3.

0oooooo

00000310

0000 5-(@-(@O00000000)-5-(-000-2,4-0000000000)300
00000-4-00000)000)00000000-3-00000000 SSTO210AA1

1H NMR (400 MHz CD50D),5 00 1.22 (t, J = 7.6 Hz, 3H), 3.38 (q, J = 7.6 Hz, 2H), 3
.90 (s, 3H), 4.26 (s, 2H), 6.45 (s, 1H), 6.49 (s, 1H), 7.32 (s, 1H).

13C NMR (100 MHz CD,0D),5 0O 14.7, 35.1, 44.1, 53.2, 104.6, 105.7, 108.2, 113.5,
123.1, 130.3, 153.6, 156.7, 157.1, 157.6, 160.2, 161.3, 161.6, 173.2. [M+H]" 437
.2/438.4/439.2.

oooooo

00000320
04-(3-(00000D00O0)IODOODOOD-5-00)100000)-5-(-000-2,4-
000000000 0)-N-00000000000-3-00000000 SST0212AA1
O00000000000@eq)DO95% EtOHGG MO DO OO 5-(B-(0 000000

OooooogoQgQg
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00)-5-(5-000-2,4-0000000000)I0000000-4-00000)3100)
00000000-3-00000000(0.34mmol, 150 mg)0 000000000000
00000000030 0000000005% HIDOODO0000000000000a0
0000000000000 00H0 (10m)D0OO0D0OACEE (2 x 10m)DOO0O000
0000000000000 0000O000000000000000000000000
0000000000000 O00O0O00O0O00(ACCE/O0OOOO0D0)IOOO0O0O0O0

1H NMR (400 MHz CD50D),3 0 1.22 (t, J = 7.6 Hz, 3H), 3.39 (q, J = 7.6 Hz, 2H), 4
.18 (s, 2H), 4.50 (s, 2H), 6.15 (s, 1H), 6.51 (s, 1H), 7.39 (s, 1H).

13C NMR (100 MHz CD50D),d O 14.8, 35.1, 44.3, 56.6, 103.0, 105.8, 108.3, 113.5,
123.2, 130.3, 153.6, 156.9, 157.6, 160.1, 161.7, 165.4, 171.0. [M+H]* 409.1/411.
1.

ogooooad
0000330000000 ooooooao
oooooad
ooogoao
AF¥—L3
Qﬂceaw @chwﬁ @Yv
BnG O-y BnG O-N -
%«N CF, EnQ 0«
OMe OMe
Cl
HN™ "0 HO HN™ "0
/ 0 / O
BnO 0~ OH O-
" a\CF N u—-—\CF3

i: NaCQH 6N, MeQH; ii: a) SOCI,, FJLI . ; by TEA, DCM, 22 2-R LA BT FILFEL HOI
ili: HNO,, Ac,0; iv: H,O, THF, NH,C1, Zn; v:g:F;‘;:j,{:/.j,f)b,?Da{F, TEA, DCM; vi: BCl,, DCM

Do0o0o00
00000330
04-(4-0000000000)-5-(-000-2,4-0000000000)-N-(2,2,2-00
0000000)-00000000-3-00000000 SST0204AA1

0000 5-[2,4-00(@Q000000)-5-0000000]1-00000000-3-00
000

0000 5-(2,4-00@ 000000)-5-0000000)00000000-3-000
00000 (200 mg, 0.43 mmol)D 000 OO (10 mDO O (6-7 mDO O OO LiOH (16 mg,
0.65 mmol)0 0500600 0 0240 00 0000000000000 O000O000O0O0O
00000000000 00ELO0D0000000000000000000000000
D0O0DO0OO0OO0IMHCIDOOOOODOACOEtD 300 0000000000000 000000
0000000000000 0000000000000000000000000000
0000000000000 O0O0O(@CM 000009/1)00000

14 NMR (200 MHz DMS0),5 O 5.34 (s, 2H), 5.38 (s, 2H), 6.91, (s, 1H), 7.36-7.51 (
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m, HH), 7.90 (s, 1H), 13.95, (br, 1H). [M+H]" 436.2/438.4.

oooooo

OO00ii0 5-[2,4-00@O000000)-5-00000007-N-(2,2,2-0000000
0)ooooOooOoOo-3-00000000

000000 (,26ml, 3,556 mol)003-(2,4-00(Q000000)-5-000000
Y ODODOODODOO-5-00000(@10mg, 0.7mmoD00ODCOOGmDOOODODOONOQ
0000000000011000500000000RTOD0O0D0ODODOODODOOO
OoObDCM(AS MDOODODDO0ODOO02,2,2-000000000000000 (114 mg, 0.8
mmol)J TEA (0.22 ml, 1.6 moDI DO O0DO0OOODOORIOOOODOODOOOO
ODCM (A5 mDO OO OOIHHCI@AS mDO O @S mMDOODODOODO@SmMDOODOO0OO0
000000000000 0000000000000000000000000000
O@OO0, Et,0/0 0000 0)0

1H NMR (400 MHz CDCl3),5 O 4.08-4.12 (m, 2H), 5.12 (s, 2H), 5.16 (s, 2H), 6.61,
(s, 1H), 7.10-7.12 (m, 2H), 7.33-7.40 (m, 10H), 7.98 (s, 1H). [M+H]" 517.5/518.5
/519.3.

oooooo

O00iii0 5-[2,4-00@000000)-5-00000007-N-(2,2,2-000000
000)4-00000000000-3-00000000

0000000000000 00vioOOO0O0D0O000000000a0

TH NMR (400 MHz CDCl3),5 O 4.07-4.15 (m, 2H), 5.01 (s, 2H), 5.10 (s, 2H), 6.59,
(s, 1H), 6.93, (br, 1H), 7.22-7.27 (m, 2H), 7.32-7.40 (m, 8H), 7.68 (s, 1H). [M+
H]* 562.5/563.3/564.4.

oooooo

O0o0ivd 5-2,4-00-(0000000)-5-0000000)-4-000-N-(2,2,2- 0
00000000)I0D0O0DO0OO0ODO0-3-00000000

000000000000 000viid0DO00000000000000

1H NMR (200 MHz CDCl3),3 00 3.97-4.14 (m, 2H), 4.35 (br, 2H), 5.04 (s, 2H), 5.16
(s, 2H), 6.65, (s, 1H), 7.08, (br, 1H), 7.31-7 <">.44 (m, 10H), 7.65 (s, 1H). [M
+H]™ 532.3/533.6/534.3.

oooooo

O0O0vd 5-[2,4-00(@Q000000)-5-000000071-4-¢G-000000000
0)-N-(2,2,2- 000000000)-00000000-3-00000000
000000000000 D000viiiD0O00000000000000

1H NMR (400 MHz CDCl3),5 [0 3.85 (s, 3H), 4.04-4.12 (m, 2H), 4.86 (br, 2H), 5.11
(s, 2H), 5.16 (s, 2H), 6.58 (s, 1H), 6.82 (d, J = 8.8 Hz, 2H), 7.12-7.12 (m, 2H)
, 7.24-7.27 (m, 4H), 7.35-7.43 (m, 6H), 7.51 (d, J = 8.8 Hz, 2H), 7.45 (s, 1H),
9.04 (s, 1H). [M+H]* 532.3/533.6/534.3.

0oooooo

O00vil 4-(4-0000000000)-5-(5-000-2,4-0000000000)-N-C2
,2,2-000000000)-00000000-3-00000000
000000000000 D000iIx000OO00O0OO000O000000a0

TH NMR (400 MHz DMS0),3 [ 3.82 (s, 3H), 3.99-4.04 (m, 2H), 6.62 (s, 1H), 7.02 (d
, J =8.8Hz, 2H), 7.43 (s, 1H), 7.86 (d, J = 8.8 Hz, 2H), 9.36-9.39 (m, 1H),
9.80 (br, 1H), 10.66 (br, 2H).

13C NMR (100 MHz DMS0),8 O 55.3, 59.7 (g, J = 30 Hz), 104.0, 106.0, 113.5, 122.9
, 126.1, 124.3 (q, J = 255 Hz), 139.4, 154.8, 155.9, 159.6, 161.7, 161.9,

164.8. [M+H]* 486.3/487.5/488.1.

0oooooo

0000340000033 000000000000000000005-[2,4-00 (@0
00000)-5-0000000]-00000000-3-0000000000000 ii0

I [ Y Y Y [ |
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0002,2,2-000000000000003,3-00000-000000000000
oo

0oooooo

00000340
04-(4-0000000000)-5-(-000-2,4-0000000000)-000000
00-3-00-(3,3-0000000000- 1yl)-0000 SST0205AA1

oooiid 5-Q,4-00 (0 000000)-5-0000000)10000000-3-00

)@,3-0000000000-1-00)-0000

TH NMR (200 MHz CDCl;),5 O 4.46-4.59 (m, 2H), 4.84-4.97 (m, 2H), 5.11 (s, 2H), 5
.15 (s, 2H), 6.60, (s, 1H), 7.09 (s, 2H), 7.35-7.41 (m, 10H), 7.97 (s, 1H). [M+H

1" 511.4/512.5/513.5.

0oooooo

O00iii0 G-(2,4-00-(00D00000)-5-0000000)4-000000000

00-3-00)@G,3-0000000000-1-00)-0000

H NMR (400 MHz CDCl3),d O 4.52-4.58 (m, 4H), 4.99 (s, 2H), 5.14 (s, 2H), 6.62,
(s, 1H), 7.25-7.27, (m, 2H), 7.35-7.41 (m, 8H), 7.66 (s, 1H). [M+H]" 556.5/557.5

/558.4.

oooooo

Oo00ivd (5-(2,4-00 (0 00000D0)-5-0000000)4-000000000

00-3-00)E,3-0000000000-1-00)-0000

1H NMR (200 MHz CDCl3),5 [ 4.43-4.55 (m, 4H), 4.83-4.95 (m, 2H), 5.03 (s, 2H), 5
.15 (s, 2H), 6.64, (s, 1H), 7.29-7.43 (m, 10H), 7.64 (s, 1H). [M+H]* 526.4/527.5

/528.5.

oooooo

0O0O0vd 5-[2,4-00(@QU0D00000)-5-0000000]-4-¢¢-000000000

0)-00000000-3-00-@,3-0000000000-1-00)-0000

1H NMR (200 MHz CDCl3),5 O 3.83 (s, 3H), 4.46-4.60 (m, 2H), 4.88-5,0 (m, 4H), 5.

11 (s, 2H), 6.59 (s, 1H), 6.80 (d, J = 9.2 Hz, 2H), 7.10-7.14 (m, 2H), 7.27-7.29
(m, 2H), 7.34-7.49 (m, 8H), 7.75 (s, 1H), 9.18 (s, 1H). [M+H]* 660.7/661.6/662.

5.

oooooo

O00vid 4-(4-0000000000)-5-(5-000-2,4-0000000000)-00

000D0DO00-3-00-@3,3-0000000000-1-00)-0000

TH NMR (400 MHz DMS0),d 0O 3.82 (s, 3H), 4.46-4.52 (m, 2H), 4.74-4.80 (m, 2H), 6.

66 (s, 1H), 7.02 (d, J = 8.8 Hz, 2H), 7.47 (s, 1H), 7.86 (d, J = 8.8 Hz, 2H), 9.

88 (br, 1H), 10.72 (br, 1H), 10.66 (br, 2H).

13C NMR (100 MHz DMS0),5 0 55.4, 59.9 (t, J = 28 Hz), 63.2 (t, J = 28 Hz), 104.0
, 105.9, 110.3, 113.5, 113.6, 116.2 (t, J = 270 Hz), 125.4, 126.2, 129.4, 150.2,
153.5, 155.9, 160.2, 161.4, 162.1, 164.7. [M+H]" 480.1/481.5/482.2.
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]1-¢4-000-00000-1-00)-0000

ON-O0DO00D0D0D00@5.4mmol) 00000 5-(2,4-00@QO000000)-5-0000

000)I0DO0DDO00D00-3-00000000 (.12 mmol)JEtOHG mDHOODODOD OO0
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0doooooooooooDooeocnoOoilsdoDooonooooooDooDooonOd@s mbo
OO0OACOEt (30 mDHI 0D 0D 0DO0DO0DODO0O0ODODOODUODOODUODODODODODOODODOoOODOoOOOoOOo
OONa,SO,0 00 0000000000000 DO0ODOO0DO0ODOOUDO0OOO0DOOOoOODO(CHE
I; /7 MeOHO 95/0.5)0 0000000000000 (620 mg, 57%)0

H NMR (200 MHz CDCl3),8 O 2.32 (s, 3H), 2.45-2.50 (m, 4H), 3.77-3.84 (m, 4H), 5
.11 (s, 2H), 5.13 (s, 2H), 6.60 (s, 1H), 6.89 (s, 1H), 7.36-7.41 (m, 10H), 7.97
(s, 1H).

[M+H]" 518.8/519.9

oooooao

oo0odvid [b5-2,4-00-0000000-5-000-0000)-4-000-000000
oo-3-00]-¢-0co0o-oo0ooco-1-00)-0000

H NMR (200 MHz CDCl3),5 0O 2.23 (s, 3H), 2.46-2.64 (m, 4H), 3.24-3.42 (m, 4H), 4
.94 (s, 2H), 5.11 (s, 2H), 6.94 (s, 1H), 7.05-7.16 (m, 10H), 7.70 (s, 1H).
ogooooao

Oodviid [4-000-5-.4-00-0000000-5-000-0000)-0000003
00-3-00]1-(4-000-00000-1-00)-0000 *H NMR (200 MHz CD50D),8 O 2
.23 (s, 3H), 2.40-2.63 (m, 4H), 3.27-3.48 (m, 4H), 4.94 (s, 2H), 5.11 (s, 2H), 6
.76 (s, 1H), 7.05-7.16 (m, 10H), 7.60 (s, 1H).

oooooao

O00viiid N-[5-(2,4-00-0000000-5-000-0000)-3-(¢4-000-000
OO0e-1-00000)-00000000-4-007-4-0000-benzO0 OO *H NMR (200

MHz CDz0D),d O 2.25 (s, 3H), 2.30-2.42 (m, 4H), 3.11-3.35 (m, 4H), 3.82 (s, 3H),
5.01 (s, 2H), 5.25 (s, 2H), 6.60 (s, 1H), 7.20-7.38 (m, 12H), 7.66 (d, J = 8.0
Hz, 2H), 7.72 (s, 1H).

ogooooao

O00ixO N-[65-(G-000-2,4-000000-0000)-3-@-000-00000e-1-
oobooo)-0oooDooDOobO0-4-00]714-0000-000000

H NMR (200 MHz CD50D),5 O 2.28 (s, 3H), 2.50-2.67 (m, 4H), 3.24-3.43 (m, 4H), 3
.80 (s, 3H), 6.47 (s, 1H), 7.59 (s, 1H), 7.65 (d, J = 8.2 Hz, 2H), 7.85 (d, J =
8.2 Hz, 2H). [M+H]™" 487.9/488.9.
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0-5-000-0000)-4-000-00000000-8-00000000000000
ogooooao

H NMR (200 MHz CD,0D),5 [0 1.25 (t, J = 7.2 Hz, 3H), 3.41-3.45 (q, J=7.2 Hz,
2H), 6.57 (s, 1H), 7.53 (s, 1H). 13C NMR (400 MHz, CDC13),5 O 14.77, 33.06, 112.
99, 117.25, 117.87, 122.56, 133.53, 145.18, 150.23, 152.31, 154.05, 162.69.
ogooooao
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04-000-5-(-000-2,4-000000-0000)-00000000-3-00000
000000 SSTO090AAL
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4-000000-0000)-00000000-3-00000000000000000
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0000000100 0xOOoooooooooooDooooDooooDooooooan
ooooao

1H NMR (400 MHz DMS0),d O 1.11 (t, J = 7.6 Hz, 3H), 3.26-3.30 (m, 2H), 6.67 (s,
1H), 7.35 (s, 1H), 8.58 (t, J = 5.6 Hz, 1H), 8.75 (s,IH), 10.15 (s, 1H), 10.70 (
s, 1H).

13C NMR (100 MHz DMS0O),5 O 14.3, 27.4, 33.5, 35.9, 38.3, 38.8, 103.8, 106.1, 113
.4, 129.3, 139.8, 155.0, 155.3, 155.6, 158.4, 176.0. [M+H]" 460.2/461.3.
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