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OsmOOD0O000O0ON*-@B-00000000)-Ne-Ne-O0D0D00-2-(1-000000)-4
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,6-0 00000000 (36mgd 0.1mmol) DIPEA(S52mgd 0.4mmol)0 00 0 1-(0 000 O

-000D00000(0mgd0.13mmoNI 00010000160 00000000000

0O00000NaHCO5(50mL)0 0 0000 ODOCHSCIL,OODOOOODODO (3% 50mL)0

0000000 (2x 100mL)0Nay,So,0 0 00 0000000000000 0000
O0EtOAc(I03)0 000000000000 000000000000000Q
0 (32mgd 700 )O

000

006-000-N*-@-0000000)-2,4-0000000000
O00DO0O0@Em)OO4,6-0000-2-00000000(1.64g0 0.01mol)T p-0 0 O O
0 (1.07¢g00.01moDI 00000000 D0DODO3001400 0000000000 Nao
HGOMLO 2O 0 00D 000 0OCHLCL,O0 DD OO0 000 @Gx s0m) 00000000000
(2x 100mL)0Na,S0,0 000 0000000000000 0D000D0D00O00DOOEt
OAc(103)0 0 0000000000000 D0O0D0O0D0DO0ONO0NO0DNO0O0DODOad (290
780 )0
oooooo
O0O0O0ON-(@-00000000)-N8,N-DD000-2-[4-(2-000000000)-1-
oooooo]-4,6-0000000000
ODMFGGML)O 0 2-0 000000000 (A5mgd 0.12mmol)0 DIPEA(129mg] 1.00mmol)0 O
00-(7-00000000000-1-00)N,N,N",N"-0000000000000000
000000 @4mgd 0.12nmo)0 0000000300 0000000000 0O0N*-@G-00

0)-
0o
0o
0o
0o
0o
0o
0

OO0 O0OOgOooOod w

000O00O0)-Ne,N-0000-2-(1-000000)-4,6-000000000 (36mgd 0.1
ommol)D 0000000160 00000000000 0NaHCO5(50mL)0 0000 000Et
OACOD0DODOD (3 50m)00000000000(2x 100mL)0 Na,S0,0 0 0000
0000000000000 O00O00O0000O000EAC(I03)0 000000000
00000000000000000000000 (25mgd 570 )0

oooooon
000002-(4-0000-1-000000)-N-(3-00000000)-N6,N-00 00 -4,
6-0 000000000

00o0oo0Oo@Gm)DDOOD@O.5m)0000ON*-@B-00000000)-N8,N6-00DO
-2-(1-000000)-4,6-000000000(36mgd0.10mmol)0 000000000
(1imgD 0.1mmoN)I 0D 000D O0OO0DO0ODODOODOODOODODOODODOODOO
O (sodium cyanoborohydride)(7mgd O.1mmoD)O0 OO0 OO DO OO1600 000000
00 0 NaHCO,(50mL)0 D0 O DO DOEtOACO 0D 00000 (3x 50m) 0000000
00 (2x 50mL)0NayS0,0 0000000000000 0000000000000
OEtOAc(103)0 0 0000000000000 00D0000D0O00DO0onoooan
(8mgO 400 )O

ooogo

OD0D02-[4-(4-0000000)-1-0000007]-N*-(@-0000 0000 )-N®,NC-
00-4,6-0000000000N*(B-00000000)-N8,N6-0000-2-(1-0
0000)-4,6-000000000(36mgd0.1mmoN)01-000-4-00000000¢
Omgd 0.13mmol)0 00001000 000000000 O0O0ONOCHLCI,(0.5m)00 0000
OEtOAC0 050 0 0000000000000 00000000000OO0D0 (20mgd 40
0 )0

oooooo
000002-[4-(2-00000000)-1-0000007-N*N*-0000-Ne-(4-000
0oo0oDo0)-4,6-0000000000

O0ODMF(AML)O ON*N*-OD 0D 00-N6-(4-0000D000)-2-(A-000000)-4,6-00
0000000 (30mgd0.086mmol)0 1-(0 0000 0)2-00000000 (17mgd 0.1mmo
DODO0DDO0OODO0O0D0O0O0 (00mgd2mmo)0 00000000 DO0DO?2000 012000
00000000 0ONaHCO(50mL)0 00000 0EOACO D0 DD O DO (3% 50mL)0 00

Ooo0ooogoQgQg

O
g
u
O
g
a
O
g
g
u
O
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00000000 (2x 100m)0Nay,S0,0 0 00 0000000000000000000
DO0O0D0O0O0D0EtOAc(I03) 0 0000000000000 0NONON0NoDOoNonDoooon
000000 (10mgd 270 )0

000000
D0O00O0O0ON*-(B-00000000)-N8,N-0000-2-[4-(2-000000000)-1
-00O0000]14,6-00000000000

O CH,ClL,(5mL)O ON*-GB-00000000)-Ne,N-0000-2-(1-000000)-4,6-
O00D0000D00(@3mgd0.dmmol)02-0 000000000000 (20mgd 0.14mmol)
000000000000 @Oomgd0.4mmo)0 0000000160 0000000000
000000000 ONaHCO,(GOML)0 00000 00CH,ClLOOOODODODO (3 50mL)
00000000000 (2x 100mL)0Na,S0,0 00 000000000000 00000
O00D0O0DO0DO0ODO0O0EtOAC(A03)0 0 0000000000000 D0O0D0DOOnoon
000000000000 0000O0 (35mgd 800 )0

oooooo
O0DDO0OOON*N-ODO0OD-N-(4-0000000)-2,4,6-00000000000

ODMF(2mL)O 0 6-0 00 -N*-(4-0000000)-2,4-000000000 (1.590 6.4mmo
DOODOONN-O00D00DOO0DODO0OD(.56g07mmo)0 00000000 OO (1.490 14m
mDOODO0001700 01600 0000000000000 00000000NaHCO5(50mL
Y OODOODODEOACO O DO D ODDO(@x50m) 00000000000 (2x 100mL)O N
a,s0,0 00 0000000000000 000000000D0O0D0O00OEt0Ac(A0 3)00
0000000000000 00000000000000000a0J(0.6g0400)0
0oooooo
O0O0DO0ON-(4-00000D00)-2-[4-(1-0000-2-00000)-1-0000007-
6-(1-000000)-4-000000000

OCH,Cl,(2mL)O O3-0 000000 00 (450mgd 2.6mmol)0 O O O 300 H,0,(0.1mL)0 O
OO0OCHCLLOON-(4-0000000)-6-(1-000000)-2-[4-(2-000 00 )-1-0
00000]1-4-00000000@50mgdo0.300mmol)0 00000000000 DODOO
0000000000000 00024000000000000NaHCo,(50mL)00 000
OODDEOAC 0D 0 D000 @ 50m)00 0000000000000 (2x 50m)0 Na,
S0,0 0000000000000 000000000000D0O00EtOAc(I03)0 000
0000000000000 0000000000000

0000000000000 0000000000000000d(Ennis and Ghazalld 199
2)00O00DO0o0o0oon

0000000000000 D000000000000000000000000000
O (modificationN)D O OO0 OO OO0OO

0oooooo
O00ON-0000D000-N2-000-N-(@-0000000)-6-(A-000000)-2,4-
0000000000000 @O00000000o0O0oOooooo)0oooooan
0 0 0 *H NMR(300MHzO CDCl3)8 7.22(d0 2HO JO 7.8)0 7.12(d0 2HO JO 7.8)0 5.29(s0 1
H)O 4.43(br sO 1H)O 3.55-3.44(m0 5H)0 3.01(s0 3H)O 2.33(sO 3H)O 2.00-1.05(m0 16H
)0

oooooo
O00ON2-0000000-N2-2-0000000)-N*-@-0000000)-6-(1-00
0000)-2,4-000000000:00000@300)00000@O0)000000
H NMR(300MHz[ CDCI,)8 7.25(d0 2HO JO 8.1)0 7.10(d0 2HO JO 8.1)0 6.17(br sO 1H)
0 5.31(s0 1H)O 4.58-4.43(m0 1H)O 3.61-3.57(m0 4H)O 3.52-3.48(m0 4H)0 3.39(sO 3H)
0 2.31(s0 3H)O 1.83-1.75(m0 4H)O 1.70-1.50(mO0 7H)0 1.43-1.37(mO0 4H)O 1.19-1.05(m
0 1H)O ESI-MS m/z 424(MH")O

0oooooo
O0DO0ON*-@-0000000)N-00D00-6-(1-000000)-2,4-00000000
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0000000 @OUD000O00oooOoo)0oooo@ooDlnNOdOoNonOooOooooan
00)000000 Y NMR(300MHzO CDCI3)8 7.58(d0 2HO JO 8.7)0 7.26(t0 2HO JO 7.8)
0 7.19(d0 2HO JO 8.7)0 7.15(d0 2HO JO 7.8)0 6.95(t0 1HO JO 7.8)0 6.82(br s 1H)
0 6.48(br s 1H)O 5.49(s0 1H)O 3.56-3.46(m0 4H)O 2.34(s0 3H)0 1.67-1.52(m0 6H)O
ESI-MS m/z 360(MH*)O
oooooo
O0ODOON2N*-0@-0000000)-6-00000-2,4-00000000000000
000 @oo0012000000000CO000C400p-00000000000)IO0O
O O O *H NMR(300MHzO CDCl3)3 7.47(d0 2HO JO 8.3)0 7.20(d0 2HO JO 7.8)0 7.15(d0 2
HO JO 8.3)0 7.10(d0 2HO JO 8.3)0 6.79(br s 1H)O 6.46(br s 1H)O 5.52(s0 1H)O 3.
51(t0 4HO JO 4.6)0 2.36(s0 3H)O 2.31(s0 3H)O 1.69-1.53(m0 6H)O ESI-MS m/z 374(MH
0
oooooo
O0O0ON?-(4-0000000)-N-@-0000000)-6-(A-000000)-2,4-00
0000000000000 @-000000000000000)I0000(3.500)
000000 NMR(300MHzO CDCI5)8 8.79(br s 1H)O 7.72(br sO 1H)O 7.54(d0 2HO J
0 8.3)0 7.28-7.17(m0 6H)0 5.36(s0 1H)O 3.61-3.46(m0 4H)O 2.36(s0 3H)O 1.76-1.53(
mO 6H)O ESI-MS m/z 393(MH* with 3°C1)0 395(MH* with 37CI)0O
oooooo
OO0O0ON2-000-N*-(4-0000000)-N2-0000-6-(1000000)-2,4-000
000000000000 @4000900000000000000)I0000(3.50
0)0000O0O0*H NMR(300MHzO CDCI3)8 7.42-7.33(m0 4H)O 7.18-7.14(0 0 t at 7.16
& d at 7.150 3H)O 7.07(d0 2HO JO 7.8)0 6.25(br sO 1H)O 5.41(s0 1H)O 3.54(sO 3H)
0 3.50-3.42(m0 4H)0 2.33(s0 3H)O 1.68-1.50(m0 6H)O ESI-MS m/z 374(MHY)O
0oooooo
O0O0OON2-000-N2,N*-0@@-0000000)-6-Q000000)-2,4-000000
000000000 @8O010000N-00D0-p-0000000000000O0)DO0DN0
0 (1400 )0 0 0 0 0O O *H NMR(300MHzO CDCI5)8 7.27-7.04(m0 8H)O 6.19(br sO 1H)O 5.
38(s0 1H)O 3.52(sO 3H)O 3.48-3.41(m0 4H)O 2.38(sO 3H)O 2.31(s0 3H)O 1.67-1.49(m
0 6H)O ESI-MS m/z 388(MH")O
0oooooo
O0O0ON2-[2-(5-000-1H-3-00000)000]-N*-@-0000000)-6-(A-00
0000)-2,4-00000000000000000000@60001200)00000
O *H NMR(300MHz[ CDCl3)3 8.05(br s 1H)O 7.43(s0 1H)O 7.23(d0 1HO JO 8.4)0 7.15(
d0 2HO JO 8.4)0 7.10(d0 2HO JO 8.4)0 7.00(d0 1HO JO 8.4)0 6.98(s0 1H)O 6.43(br s
0 1H)O 5.37(sO 1H)O 4.86(br tO 1HO JO 7.1)0 3.70(q0 2HO JO 7.1)0 3.52-3.43(m0 4H
)0 3.02(t0 2HO JO 7.1)0 2.46(s0 3H)O 2.32(s0 3H)O 1.67-1.49(m0 6H) ESI-MS m/z 4
41(MHY)O
oooooo
OO0O0OON2-[2-(5-0000-1H-3-00000)000]-N*-@-0000000)-6-(1-0
00000)-2,4-000000000000000@e0003600)000000000
O O *H NMR(300MHzO CDCI3)3 8.00(br s 1H)O 7.15(d0 2HO JO 8.4)0 7.12(d0 2HO JO 8
.4)0 7.08-7.04(m0 3H)O 6.85(dd0 1HO JO 8.80 2.6)0 6.48(br s 1H)O 5.36(s0 1H)O 4
.96(br s 1H)O 3.85(s0 3)0 3.72-3.67(m0 2H)0 3.553.45(m0 4H)0 3.02(t0 2HO JO 6.9
)0 2.32(s0 3H)O 1.68-1.49(m0 6H) ESI-MS m/z 457 (MH*)O
oooooo
00100 N2-[2-(AH-3-00000)000]-N*-@-0000000)-6-(A-000000)-
2,4-00 0000000000000 (000)00000(1500)0000 00 1H-NMR(300
MHzO CDCI3)3 8.34(br sO 1H)J 7.63(d0 1HO JO 7.8)0 7.31(d0 1HO JO 7.8)0 7.23-7.09
(mO 6H)0 6.94(s0 1H)O 6.60(br sO 1H)O 5.36(s0 1H)O 4.95(t0 1HO JO 6.3)0 3.68(dt
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0 2HO JO 6.30 6.9)0 3 48-3.44(m0 4H)0 3.01(t0 2HO JO 6.9)0 2.31(sO 3H)O 1.65-1.4
8(m0 6H)O ESI-MS m/z 427 (MH*)O

0oooooo

00110 N?-[2-(AH-3-0 0 000)000]-Nz-0 00 -N*-4-0 00000 0)-6-(1-00
0000)-2,4-000000000000000@6000000)I0000@200)0
00000 *H NMR(300MHzO CDCI5)8 8.02(br sO 1H)O 7.71(d0 1HO JO 7.8)0 7.36(d0 1H
0 J0 7.8)0 7.22(d0 2HO JO 7.8)0 7.20(t0 1HO JO 7.8)0 7.17-7.09(m0 3H)O 7.03(s0 1
H)O 6.40(br sO 1H)O 5.35(s0 1H)O 3.91(t0 2HO JO 7.8)0 3.56-3.46(m0 4H)O 3.16(sO
3H)O 3.09(t0 2HO JO 7.8)0 2.33(sO 3H)O 1.70-1.52(m0 6H)O ESI-MS m/z 441(MH")O
oooooo
00120N°-[2-(AH-00000-3-00)000]-N°-000-N*-00000-6-A-000
000)-2,4-0000000000000@60001200)0 0000000000 NM
R(300MHz0 CDCI5)8 8.00(br sO 1H)O 7.71(d0 1HO JO 7.8)0 7.34(t0 2HO JO 7.8)0 7.24
-7.15(m0 5H)O 7.08(t0 1HO JO 7.8)0 6.98(sO 1H)O 4.95(s0O 1H)O 4.39(br sO 1H)O 3.8
8(t0 2HO JO 7.8)0 3.57-3.48(m0 6H)0 3.12(s0 3H)O 3.05(t0 2HO JO 7.8)0 2.89(t0 2H
0 JO 7.8)0 1.681.53(m0 6H)O ESI-MS m/z 455(MH™)O

oooooo

00130 N2-[2-(AH-0 0 000-3-00)0007]-N2-000-N*-(2-0000)-6-(A-0 0
0000)-2,4-000000000000000@600012000N-000000000
00000000)I000E@6E0DN 1200 )000000*H NMR(300MHzO CDCI3)8 7.95
(br sO 1H)O 7.92(s0 1H)O 7.78-7.75(m0 3H)O 7.72(d0 1HO JO 8.1)0 7.46-7.41(m0 2H)
0 7.37(d0 2HO JO 8.4)0 7.20(t0 1HO €0 7.8)0 7.11(t0 1HO JO 7.8)0 7.01(sO 1H)O 6.
42(br sO 1H)O 5.45(s0 1H)O 3.95(t0 2HO JO 7.8)0 3.56-3.49(m0 4H)O 3.19(s0 3H)O 3
.11(t0 2HO J0 7.8)0 1.62-1.59(m0 6H)O ESI-MS m/z 477(MHY)O

oooooo

O0140N*-B-00000000)-N2-[2-(AH-0 0000 -3-00)0007]-N2-00 0 -6-
(Q-000000)-2,4-000000000000000@600012000N-00000
000000000000)I000000000O0M NMR(300MHzO CDCI3)8 7.97(br s
0 1H)O 7.71(d0 1HO JO 7.8)0 7.41(dt0 1HO JO 9.50 1.0)0 7.34(d0 1HO JO 7.8)0 7.22
-7.06(m0 4H)O 7.02-7.00(s at 7.02 & d at 7.01 O O O 2H)O 7.01(s0 1H)O 6.33(br s
0 1H)O 5.34(sO 1H)O 3.90(t0 2HO JO 7.8)0 3.58-3.50(m0 4H)0 3.16(sO 3H)O 3.08(t0
2HO JO 7.8)0 1.70-1.54(m0 6H)O ESI-MS m/z 445(MH*)O

0oooooo

O0150N*-(3,4-0 0000000 0)-N°-[2-(AH-0 0000 -3-00)000]-N2-00
0-6-(1-000000)-2,4-000000000000000600012000N-000
000000000000 D00)I000000000OM NMR(300MHzO CDCI3)8 7.99(b
r sO 1H)0O 7.68(d0 1HO JO 7.8)0 7.51(ddd0 1HO JO 9.50 7.80 2.3)0 7.35(d0 1HO JO 7
.8)0 7.19(t0 1HO JO 7.8)0 7.11(t0 1HO JO 7.8)0 7.07-6.90(mO 3H)O 7.01(sO 1H)O 6.
22(br sO 1H)O 5.23(s0 1H)O 3.89(t0 2HO JO 7.8)0 3.57-3.49(m0 4H)O 3.15(s0 3H)O 3
.07(t0 2HO JO 7.8)0 1.68-1.53(m0 6H) ESI-MS m/z 463(MH™)D

oooooo

00160 N*-(3-0 00 -4-0000000)-N2-[2-(1H-0 0 00 0 3-00 )00 0]-N3-0
00-6-(1-000000)-2,4-000000000000000 160001200 0N-00
0000000000000 00)00000000000H NMR(300MHzO CDCI5)8 7.96
(br sO 1H)O 7.69(d0 1HO JO 7.5)0 7.51(s0 1H)O 7.36(d0 1HO JO 7.8)0 7.19(t0 1HO J
0 7.8)0 7.14-7.06(m0 3H)O 7.01(s0 1H)O 6.18(br sO 1H)O 5.29(sO 1H)O 3.89(t0 2HO
JO 7.8)0 3.53-3.48(m0 4H)O 3.13(s0 3H)D 3.07(t0 2HO JO 7.8)0 2.31(s0 3H)O 1.70-1
.55(m0 6H)O ESI-MS m/z 475(MH*)O

0oooooo

00170 N°-[2-(AH-0 0 00D0-3-00)000]-N-BUO00D0O0DO0O)-N2-000-6-(1
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-000D000)-2,4-000000000000000C@600012000N-000000
00000000000)I000000000O0 M NMR(300MHzO CDCI3)3 8.02(br sO 1
H)O 7.71(d0 1HO JO 7.8)0 7.34(d0 1HO JO 8.3)0 7.25-7.04(m0 4H)O 7.01(sO 1H)O 6.8
9(dU 1HO JO 7.8)0 6.57(dd0 1HO JO 8.30 2.4)0 6.30(br sO 1H)O 5.42(s0 1H)O 3.91(t
0 2HO JO 7.7)0 3.76(s0 3H)O 3.57-3.49(m0 4H)O 3.16(s0 3H)O 3.08(t0 2HO JO 7.7)0
1.70-1.53(m0 6H)O ESI-MS m/z 457 (MH*)O

oooooo

00180 N2-0 0 0 -N2-[2-(AH-0 000 0-3-00)000]-N*-@-0000000)-6-(1
-000000)-2,4-000000000000000@e00012000N-000000
00000000000)I0000000000MH NMR(300MHzO CDCI5)3 7.97(br sO 1
H)O 7.71(d0 1HO JO 7.8)0 7.35(d0 1HO JO 7.8)0 7.25-7.16(0 0 O d at 7.23& t at 7.
220 3H)O 7.14(t0 1HO JO 7.8)0 7.08(d0 2HO JO 7.8)0 7.02(s0 1H)O 6.19(br sO 1H)O
5.34(s0 1H)O 3.82(t0 2HO JO 7.9)0 3.61(q0 2HO JO 7.1)0 3.55-3.45(m0 4H)O 3.08(t
0 2HO JO 7.9)0 2.30(s0 6H)O 1.68-1.50(m0 6H)0 1.18(t0 3HO JO 7.1)0 ESI-MS m/z 45
5(MH")O

0oooooo

00190 N°-[2-(AH-0 0 00D0-3-00)000]-N2-RU0O00D000)-N*-@-0000
000)-6-(1-000000)-2,4-000000000000000 6000120 00 N-
0000000000000 D00000000)I0000000000Y NMR(300MHzO
CDCI3)3 7.96(br sO 1H)O 7.72(d0 1HO JO 7.5)0 7.35(d0 1HO JO 7.8)0 7.27-7.07(m0 6
H)O 7.02(s0 1H)O 6.19(br sO 1H)O 5.35(s0 1H)O 3.88(ddd 2HO JO 9.90 5.4)0 3.74(t
0 2HO JO 6.0)0 3.60(dd0 2HO JO 10.50 4.8)0 3.57-3.46(m0 4H)O 3.34(s0 3H)O 3.12-3
.07(m0 2H)O 2.32(s0 6H)O 1.70-1.58(m0 6H)O ESI-MS m/z 485(MH*)O

oooooo

00200 N2-[2-(AH-3-00000)-1-000000]-N*-@-0000000)-6-(A-00
0000)-2,4-00000000000000000000000OH NMR(300MHzO CDC
15,)3 8.10(br sO 1H)O 7.70(d0 1HO JO 7.8)0 7.36(d0 1HO JO 8.1)0 7.19-6.98(m0 7H)
0 6.60(br sO 1H)O 5.35(s0 1H)O 4.89(br sO 1H)O 4.44-4.36(m0 1H)O 3.55-3.45(m0 4H
)0 3.14(dd 1HO JO 14.10 5.1)0 2.84(dd0 1HO JO 14.10 7.5)0 2.33(s0 3H)O 1.62-1.50
(mO 6H)O 1.18(d0 3HO JO 6.6)0 ESI-MS m/z 441(MHY)O

oooooo
O00210N-[2-(AH-00000-3-00)-1-000000]-N2-000-N*-(4-000000
0)-6-(1-000000)-2,4-000000000000000 (160001200 ON,a -0
0000000000000 00000000000000000* NMR(300MHzO CDCI3)
d 7.92(br sO 1H)7.73(d0 1HO JO 7.8)0 7.34(d0 1HO JO 7.8)0 7.19-7.09(md 6H) 7.03
(s 1H)O 6.17(br sO 1H)O 5.34(sO 1H)O 3.51-3.44(m0 5H)0 3.11-3.05(m0 1H)O 3.02(s
0 2H)O 2.90(dd0 1HO JO 14.70 7.5)0 2.32(s0 3H)O 1.65-1.49(m0 6H)0 1.18(d0 3HO J
0 6.6)0 ESI-MS m/z 455(MH™)O

0oooooo
00220N2-000-N*-@-0000000)-N2-00000-6-(1-000000)-2,4-0
000000000000 D00@e0d012000000000C2200000000000
Y OODOODOODOOOESI-MS m/z 402(MHY)O

0oooooo
002302-(4-0000-1-000000)-N-(4-0000000)-6-(A-000000)-4-
0000000000000 D0@4000000N-00000D00D00D0O00DO0D0O0)
00000(@OO0)I00000*H NMR(300MHzO CDCI5)8 7.38-7.26(m0 5H)7.18(d0 1H
0 J0 7.8)0 7.12(d0 1HO JO 7.8)0 6.18(br sO 1H)O 5.34(sO 1H)O 3.93-3.87(m0 4H)O 3
.77(t0 4HO J0 5.0)0 3.55(s0 2H) O 3.48-3.42(m0 4H)0 2.49(t0 4HO JO 5.0)0 2.31(sO
3H)O 1.66-1.49(m0 6H)O ESI-MS m/z 443(MH™)O

0oooooo
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00240N-(4-0000000)-2-(4-0000-1000000)-6-(1-000000)-4-
00000000000000@e0O004-00000000000000000)0000
00(@OO0)000000 NMR(300MHzO CDCI)S 7.34-7.24(m0 5H)O 7.19(d0 2HO JO
7.8)0 7.12(d0 2HO JO 7.8)0 6.22(br sO 1H)O 5.36(s0 1H)D 4.89(d O O O (Fine)O O
000000 2HD JO 13.0)0 3.52-3.42(m0 4H)O 2.86(dtd 2HO JO 1.00 13.0)0 2.73(tt
0 1HO JO 11.60 1.5)0 2.32(s03H)01.89(d 00000000 00 O 2HO JO 12.0)0 1.7
4(ddd0 2HO JO 13.00 12.00 O .5)0 1.67-1.52(m0 6H)O ESI-MS m/z 428(MH*)O
Do0o0o00
00250N-(4-0000000)-2-@-0000000000)-6-(A1-000000)-4-0
0000000000000 00000(@80002.5000N-0000000000000
00000)I0000@400000)000000* NMR(300MHzO CDClZ)8 7.28(t0 2H
0 J0 7.8)0 7.19(d0 2HO JO 7.8)0 7.13(d0 2HO JO 7.8)0 6.99(d0 2HO JO 7.8)0 6.89(t
0 1HO JO 7.8)0 6.23(br sO 1H)O 5.38(sO 1H)O 3.91(t0 2HO JO 4.6)0 3.54-3.44(m0 4H
)0 3.23(t0 2HO JO 4.6)0 2.34(sO 3H)O 1.71-1.51(md 6H)O ESI-MS m/z 429(MH*)O
Do0o00o00

00260 2-[4-(2-0000000)-1-000000]-N-@-0000000)-6-(1-000
000)4-00000000000000(200)I0000000000 H NMR(300MHz
0 CDCl5)3 7.28(d0 1HO JO 7.8)0 7.24-7.08(mO 7H)O 6.37(br sO 1H)O 5.41(sO 1H)O 3.
98-3.90(mO 4H)O 3.53-3.47(m0 4H)O 2.99-2.92(mO 4H)O 2.80(q0 2HO JO 8.3)0 2.35(s
0 3H)O 1.69-1.54(m0 6H)O 1.31(t0 3HO JO 8.3)0 ESI-MS m/z 457 (MH*)O

000000

00270 2-[4-(2,6-00000000)-1-000000]-N-4-0000000)-6-(1-0
00000)4-00000000000000(200)00000000000 Y NMR(30
OMHzO CDCl5)3 7.22(d0 2HO JO 7.8)0 7.15(d0 2HO JO 7.8)0 7.05-7.95(m0 3H)O 6.30(b
r sO 1H)O 5.39(s0O 1H)O 3.88(t0 4HO JO 4.6)0 3.53-3.47(m0 4H)O 3.15(t0 4HO JO 4.6
)0 2.37(s0 6H)O 2.34(sO 3H)O 1.68-1.53(m0 6H)O ESI-MS m/z 457(MH*)O

Do0o0o00
00280N-2-[4-(2,4-000000000)I00O000]-6-(1-000000)-4-000
DO003N-(@-0000000)I00000000@50001600)00000@O0)
000000 NMR(300MHzO CDCI5)d 7.18(d0 2HO JO 8.1)0 7.12(d0 2HO JO 8.1)0 6.8
8(d0 1HO JO 9.0)0 6.50(d0 1HO JO 2.4)0 6.43(dd0 1HO JO 8.70 2.4)0 6.23(br sO 1H)
0 5.36(s0 1H)O 3.94(td 4HO JO 7.5)0 3.87(s0 3H)O 3.79(sO 3H)O 3.52-3.44(m0 4H)O
3.03(t0 4HO JO 7.5)0 2.33(sO 3H)O 1.65-1.52(m0 6H)0 ESI-MS m/z 488(MH*)O
Do0o0o00
00200N-(4-0000000)-6-(1-000000)-2-{4-[3-(000000000)I0
00]-1-0000003}4-00000000000000(@20001600)0000000
00000 Y NMR(300MHzO CDCIZ)8 7.36(t0 1HO JO 7.8)0 7.20-7.09(md 7H)0 6.25(br
sO 1H)O 5.37(s0 1H)O 4.93(t0 4HO JO 4.6)0 3.52-3.45(m0 4H)O 3.26(t0 4HO JO 4.6)
0 2.34(sO 3H)O 1.66-1.52(md 6H)0 ESI-MS m/z 497 (MH*)O

Do0o0o00
00300N-(4-0000000)-6-(1-000000)-2-[4-(2-0000)-1-000000
]-4-0 0000000000000 (@200012000N-000-2-0000000000
00000)I0000(1400)000 00 0 H NMR(300MHzO CDCI5)S 8.22(dd0 1HO JO 4
.40 1.5)0 7.50(dd0 1HO JO 7.80 1.5)0 7.20(d0 2HO JO 8.1)0 7.13(d0 2HO JO 8.1)0 6
.69(d0 1HO JO 7.8)0 6.63(t0 1HO JO 7.8)0 6.26(br sO 1H)O 5.38(sO 1H)O 3.89(t0 4H
0 JO 4.8)0 3.62(t0 4HO JO 4.8)0 3.55-3.45(m0 4H)O 2.33(sO 3H)O 1.70-1.52(md 6H)
0 ESI-MS m/z 430(MH*)O

000000
00310N-(4-0000000)-2-[4-(3-000-2-00000)-1-0000007]-6-(1-
000000)4-000000000000000000002-(4-0000-1-0000
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O00)-N-(4-0000000)6-(1-000000)4-00000000000007 NMR
(300MHzO CDCI3)3 8.19(dd0 1HO JO 4.40 2.2)0 7.42(dd0 1HO JO 7.80 2.2)0 7.19(d0 2
HO JO0 8.1)0 7.12(d0 2HO JO 8.1)0 6.85(ddd 1HO JO 7.80 4.4)0 6.20(br sO 1H)O 5.38
(sO 1H)O 3.93-3.87(m0 4H)O 3.53-3.48(m0 4H)O 3.24-3.18(m0 4H)O 2.33(s0 3H)O 1.67
-1.53(mO0 6H)O ESI-MS m/z 444(MH*)O

oooooao
00320N-(4-0000000)-6-(1-000000)-2-{4-[4-(00O0000000)-2-
00000]-1-00000034-00000000000000@@600)I000000
000 OESI-MS m/z 498(MHY)O

0ooooo
0033WN-(4-0000000)-6-(1-000000)-2-{4-[6-(000000000)-2-
00000]-1-00000034-0000000000000000@@600)I0000
000000000 ' NMR(300MHzO CDCl5)8 7.56(d0 1HO JO 8.1)0 7.19(d0 2HO JO 8.4

YO 7.14(d0 2HO JO 8.4)0 6.94(d0 1HO JO 7.2)0 6.80(d0 1HO JO 8.7)0 6.23(br sO 1H)
0 5.37(s0 1H)O 3.90-3.87(m0 4H)0 3.69-3.66(m0 4H)0 3.50-4.46(m0 4H)O 2.34(s0 3H)
0 1.67-1.53(m0 6H)0 ESI-MS m/z 498(MH*)O

oooooad
00340N-(4-0000000)-6-(1-000000)-2-{4-[3(000000000)-2-0
ooodo]-1-0000b00y4-00000000000DO00O00O0Q@eOOHYDOODODODOODOO
ooog?tH NMR(300MHzO CDCI3)d 8.43(ddO 1HO JO 4.40 2.2)0 7.87(dd0 1HO JO 7.80 2.2
YO 7.19(d0 2HO JO0 8.1)0 7.13(d0 2HO JO 8.1)0 6.99(dd0 1HO JO 7.8 4.4)0 6.23(br s
0 1H)O 5.37(sO 1H)O 3.89(t0 4HO JO 4.8)0 3.53-3.48(m0 4H)0 3.36(t0 4HO JO 4.8)0
.33(s0 3H)0 1.67-1.53(m0 6H)0 ESI-MS m/z 498(MH*)O

ooooao
030N-0000000-6-(1-000000)-2-{4-[3-(UO00000000)-2-00
0o0]-1-000000fdy4-000000000D0000O0Q@200000000000
00)IO00D0O0(@OO0)IO00000 Y NMR(300MHzO CDCl4)8 8.43(d0 1HO JO 5.6)
7.84(d0O 1HO JO 7.4)0 6.95(dd0 1HO JO 7.40 5.6)0 4.95(s0O 1H)O 4.34(br sO 1H)O 3
.84(t0 4HO JO 5.1)0 3.55-3.38(m0 5H)0 3.34(t0 4HO JO 5.1)0 2.02(dd0 2HO JO 12.0
0 1.4)0 1.791.71(m0 2H)D 1.69-1.52(m0 6H)T 1.44-1.10(m0 6H)O ESI-MS m/z 490(MH™)
0

ogooooad

00360N-0000([2.2.1]1000-2-00-6-(1-0 00000 )-2-{4-[3-(C 00000
0oo00)-2-00000]-1-000000y4-00000D0000O0DO0OO0ODOO@20000003
000D00000D00)I0000(@O0)000000H NMR(300MHzO CDClL)8 8.42(d
0 1HO JO 5.6)0 7.86(d0O 1HO JO 7.4)0 6.95(ddO 1HO JO 7.40 5.6)0 4.95(s0O 1H)O 4.37
(br sO 1H)O 3.84(t0 4HO JO 5.1)0 3.57-3.47(m0 4H)0 3.40-3.31(md 5H)0 2.25(br sO
2H)0 1.78(ddd0 2HO JO 13.00 4.60 1.4)0 1.67-1.42(m0 9H)O 1.25-1.12(m0 4H)O ESI-M
S m/z 502(MHY)O

oooooao
0O0370N-(4-0000000)-6-(1-000000)-2-[4-(2-000000)-1-0000
00]4-00000000D00000D0@20012000N-0000-2-0000000
0DO00O0O00O)DO0O0OO@so0D200)000D0000 1H NMR(300MHz CDCI3)d 8.3
3(dO 2HO JO 4.9)0 7.19(d00 2HO JO 7.8)0 7.13(d0O 2HO JO 7.8)0 6.50(t0 1HO JO 7.8)
0 6.23(br sO 1H)O 5.37(s0 1H)O 3.97-3.82(m0 8H)O 3.56-3.44(m0 4H)0 2.34(sO 3H)O
1.70-1.53(m0 6H)0 ESIMS m/z 431(MH*)O

oooooao
0038IN-(4-0000000)6-(1-000000)-2-(A-000000)-4-00000
0000000 ooD@ooO0b00o0o0o0oooDooDo0bOOooooO))ybooono 40001
200)H)000000 1y NMR(300MHzO CDCl3)d 7.20(d0O 2HO JO 7.8)0 7.11(d0 2HO JO 7.8

oOooogogooN
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)0 6.39(br s 1H)O 5.34(s0 1H)O 3.56(t0 4HO JO 5.6)0 3.53-3.44(m0 4H)O 2.33(s0 3
H)O 1.91(quintetd 4HO JO 5.6)0 1.67-1.50(m0 6H)O ESI-MS m/z 338(MH")O
oooooo

00390 N-[2-(2,3-0000-1H-00000-1-00)-6-(A-000000)-4-00000
O0]-N-@-0000000)0000000@e00)00000000000 *H NMR(300MH
z[0 CDCI3)3 8.31(d0 1HO JO 7.8)0 7.28-7.15(m0 6H)0 6.86(t0 1HO JO 7.8)0 6.31(br s
0 1H)O 5.49(s0 1H)O 4.22(t0 4HO JO 8.3)0 3.59-3.53(m0 4H)[0 3.13(t0 4HO JO 8.3)0
2.35(s0 3H)O 1.70-1.55(m0 6H)O ESI-MS m/z 386(MH*)O

oooooo
O0400N-(4-0000000)-N-[6-(A-000000)-2-(0203,4-000000-1-
00000)4-000000]00000000000000@800000O010203,4
-000000000000000000)I0000@40001200)000000TH NM
R(300MHz[ CDCl3)d 7.87(d0 1HO JO 7.8)0 7.19(d0 2HO JO 7.8)0 7.15-7.07(m0 4H)O 6.
93(t0 1HO JO 7.8)0 6.33(br sO 1H)O 5.49(s0 1H)O 4.04(t0 2HO JO 6.0)0 3.54-3.44(m
0 4H)O 2.79(t0 2HO JO 6.0)0 2.34(s0 3H)O 1.98(pentetd 2HO JO 6.0)0 1.69-1.52(m0
6H)O ESI-MS m/z 400(MH*)O

0oooooo
O0410N-(4-0000000)-N-[6-(A-000000)-2-A0203,4-000000-2-1
so0O000O0)4-000000]10000000000O0O00O0 @8I D0O0O0DO1,2,3,4
-00000000000000000000)I0000@40001200)0000001
H NMR(300MHz[ CDC13)8 7.56(d0 1HO JO 7.8)0 7.20 6-7.06(m0 7H)0 6.37(br sO 1H)O 5
.35(s0 1H)O 4.89(sO 2H)O 4.00(t0 2HO JO 6.0)0 3.58-3.44(m0 4H)O 2.91(t0 2HO JO 6
.0)0 2.32(s0 3H)O 1.68-1.47(m0 6H)O ESI-MS m/z 400(MH*)DO

0oooooo
O0420N-[2-(607-00000-3,4-0000-2AH)-0000000)-6-(A-00000
0)-4-000000]-N-(@-0000000)000000000@60001200)000
OO0@ODO)IOO0000MH NMR(300MHzO CDCL5)8 7.19(d0 2HO JO 7.8)0 7.13(d0 2HO
JO 7.8)0 6.70(s0 1H)O 6.64(s0 1H)O 6.25(br sO 1H)O 5.36(s0 1H)O 4.82(s0 2H)0 4.0
1(t0 2HO JO 5.9)0 3.89(sO 3H)O 3.87(s0 3H)O 3.58-3.44(m0 4H)O 2.84(t0 2HO JO 5.9
)0 2.33(s0 3H)O 1.68-1.52(m0 6H)O ESI-MS m/z 460(MH*)O

0oooooo
00430N-[2-(2,3-0000-1H-000[DEJ00O0D0O0D0-2-00)-6-(A-000000)-
4-000000]-N-@-0000000)I00000000@e0001200)00000
000000ESI-MS m/z 436(MH*)O

0oooooo
004404-0000-1-[4-(A-000000)-6-(4-00000)-2-0000007-4-00
00000000000 @IDOD)0000000000 NMR(300MHzO CDCI5)8 7.51
(d0 2HO JO 7.5)0 7.36(t0 2HO JO 7.8)0 7.26(t0 1H O CHCI30 JO 7.8)0 7.19(d0 2HO
JO 8.4)0 7.12(d0 2HO JO 8.4)0 6.20(br sO 1H)O 5.36(s0 1H)O 4.67(br dO 2HO JO 13.
5)0 3.50-3.45(m0 4H)0 4.67(br tO 2HO JO 13.1)0 2.33(s0 3H)O 2.10(dtd 2HO JO 4.2
0 12.6)0 1.78(br dO 2HO JO 13.5)0 1.65-1.53(m0 6H)0 ESI-MS m/z 444(MH")O
0oooooo
OO0450N2,N2-00(-0000000)-N*-@-0000000)-6-(A-000000)-2,
4-000000000000000140000000bis(O0DO0D0O0DO)DO0O0DOO0OOO
000000000 40001.500)00 0000 *H NMR(300MHz CDCl3)3 7.20(d0 2H
0 J0 7.8)0 7.10(d0 2HO JO 7.8)0 6.20(br sO 1H)O 5.33(s0 1H)O 3.77(t0 4HO JO 6.2)
0 3.59(t0 4HO JO 6.3)0 3.47-3.40(m0 4H)0 3.36(s0 6H)O 1.64-1.49(m0 6H)O ESI-MS m
/z 400(MHY)O

oooooo
O0460N-(4-0000000)-2-RB-0000-4-000000)-6-(A-000000)-4-
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0D00000000000D00@OO0)0000(@OD0)IDO0OnO*H NMR(300MHzZ
0 CDCl3)d 7.51(d0 2HO JO 7.8)0 7.31(t0 2HO JO 7.8)0 7.23(t0 1HO JO 7.8)0 7.15(d
0 2HO JO 7.8)0 7.10(d0 2HO JO 7.8)0 6.22(br sO 1H)O 5.84(d0 1HO JO 1.0)0 5.36(s
0 1H)O 4.51-4.42(m0 2H)0 3.94(m0 2H)O 3.66(dt0 1HO JO 1.00 11.5)0 3.49-3.43(m0 4
H)O 3.24(dt0 1HO JO 1.50 11.5)0 2.32(s0 3H)O 1.64-1.47(m0 6H)O ESI-MS m/z 430(MH
0

oooooo
O0470N-(4-0000000)-2-R2-0000-4-000000)-6-(A-000000)-4-
0000000000000 D0@O000)D00000000000)0 M NMR(300MHzO C
DCI3)™H NMR(300MHzO CDCl3)d 7.46(d0 2HO JO 7.8)0 7.38(t0 2HO JO 7.8)0 7.34(t0 1H
0 JO 7.8)0 7.18(d0 2HO JO 8.7)0 7.13(d0 2HO JO 8.4)0 6.19(br sO 1H)O 5.38(s0 1H)
0 4.70(br dO 1HO JO 12.6)0 4.58-4.51(m0 1H)O 4.11(dd0 1HO JO 10.20 2.4)0 3.80(dt
0 1HO JO 2.70 11.7)0 3.50-3.43(m0 4H)O 3.10(dt0 1HO JO 2.10 12.8)0 2.89(dd0 1HO
JO 13.20 10.2)0 2.33(s0 3H)O 1.66-1.50(md 6H)O ES1-MS m/z 430(MH")O

oooooo

OD0480N-(4-000D0000)-2-[(2SO3R)-3-0 00 -2-00000000007-6-(1-
000000)4-00000000000000@20)00000@O00)30000
O *H NMR(300MHz[ CDCI3)8 7.42(d0 2HO JO 7.8)0 7.39(t0 2HO JO 7.8)0 7.27(t0 1HO J
0 7.8)0 7.20(d0 2HO JO 7.8)0 7.14(d0 2HO JO 7.8)0 6.25(br sO 1H)O 5.39(s0 1H)O 4
.99-4.90(m0 1H)O 4.77(d0 1HO JO 1.5)0 4.39(dd0 1HO JO 13.00 1.5)0 4.15(dd0 1HO J
0 8.30 1.5)0 3.80(dt0 1HO JO 3.70 11.6)0 3.53-3.45(m0 4H)O 3.26(dt0 1HO JO 3.70
13.0)0 2.33(s0 3H)O 1.68-1.52(m0 6H)O 0.90(d0 3HO JO 8.3)0 ESI-MS m/z 444(MH)O
0oooooo

00490 2-[(2R,3R)-3-(0 000000 )-2-0000000000]-N-(4-000000D0
0)-6-(1-000000)4-0000000000000000D000C@OO)IO000
O O *H NMR(300MHzO CDCl3)d 7.56(d0 2HO JO 7.8)0 7.31(t0 2HO JO 7.8)0 7.27-7.20(m
0 3H)O 7.13(d0 2HO JO 7.8)0 6.31(br sO 1H)O 5.84(d0 1HO JO 1.0)0 5.35(dd0 1HO J
09. 302.7)05.11(s0 1H)0 4.28(d 0 00 0O 0 0O O O 1HD JO 13.0)0 4.01(t0 1HO JO 9
.0)0 3.58-3.46(m0 6H)0 3.40(s0 3H)O 3.27-3.15(m0 1H)O 2.31(s0 3H)O 1.69-1.50(m0]
6H)O ESI-MS m/z 473(MH™)O

oooooo
OO0500N*N*-0D00DO0-N2,N6-00000-2,4,6-00000000000000000
0000 @400000)000000 *H NMR(300MHzO CDCI5)8 7.68(d0 2HO JO 7.8)0 7.3
8-7.27(m0 6H)O 7.11-7.04(m0 1H)O 6.95(t0 1HO JO 7.8)0 6.75(br sO 1H)O 6.38(br s
0 1H)O 5.45(s0 1H)O 3.06(s0 6H)O ESI-MS m/z 306 (MH*)O

0oooooo
OO0BION*N*-ODO0D0-Ne-(2-0000000)-N>-0000-2,4,6-00000000
000000000000 @400000)000 000 NMR(300MHzO CDCI3)8 7.63(d0
2HO JO 7.5)0 7.43(d0 1HO JO 7.5)0 7.31-7.24(m0 3H)O 7.21(d0 1HO JO 7.8)0 7.11(t
0 1HO JO 7.4)0 6.96(t0 1HO JO 7.7)0 6.73(br sO 1H)O 6.12(br sO 1H)O 5.16(s0 1H)
0 3.01(sO 6H)O 2.29(s0 3H)O ESI-MS m/z 320(MH*)O

oooooo
OO0520N*,N*-0000-N-(B3-0000000)-N2-0000-2,4,6-00000000
000000000000 @400000)00 0000 NMR(300MHzO CDCI3)8 7.63(d0
2HO JO 7.8)0 7.29(t0 2HO JO 7.8)0 7.21(d0 1HO JO 8.1)0 7.16-7.11(m0 2H)O 6.97(d
0 1HO JO 8.1)0 6.91(d0 1HO JO 7.5)0 6.78(br sO 1H)O 6.38(br sO 1H)O 5.44(s0 1H)
0 3.05(s0 6H)O 2.35(s0 3H)O ESI MS m/z 320(MH™)O

oooooo
OO0530N*N*-0D000-N-(B3-0000000)-N2-(4-0000000)-2,4,6-000
000000000000 00000@O)I00000%H NMR(300MHzO CDCI3)8 7.50(
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dD 2HO JO 7.8)0 7.25-7.08(m0 5H)O 6.90(d0 1HO JO 7.5)0 6.86(br sO 1H)O 6.54(br s
0 1H)O 5.44(sO 1H)O 3.05(s0 6H)0 2.34(s0 3H)D 2.31(s0 3H)O ESIMS m/z 334(MH")O
0oooooo
OO0540N*N*-D000-N,-(4-0000D000)-N2-0000-2,4,6-00000000
000000000000 @400000)000 000 NMR(300MHzO CDCI3)8 7.63(d0
2HO JO0 7.8)0 7.28(t0 2HO JO 7.5)0 7.21(d0 2HO JO 7.8)0 7.15(d0 2HO JO 8.1)0 6.96
(td 1HO J0O 7.5)0 6.71(br sO 1H)O 6.29(br sO 1H)O 5.39(s0 1H)O 3.04(sO 6H)O 2.34(
sO 3H)O ESI-MS m/z 320(MHY)O

0oooooo
O05B50N°-(3,4-00000000)-N*N-DD0D00O-N,-4-0000000)-2,4,6-0
0000000000000 000000@8000000)IO0D0OO0OYH NMR(300MHZzO
CDCI3)8 8.04(d0 1HO JO 2.1)0 7.27(d0 1HO JO 7.8)0 7.24(dd0 1HO JO 7.80 2.1)0 7.1
9(d0 2HO JO 8.7)0 7.15(d0 2HO JO 8.7)0 7.01(br sO 1H)O 6.59(br sO 1H)O 5.39(sO 1
H)O 3.04(s0 6H)O 2.35(s0O 3H)O ESI-MS m/z 388(MH* with 35CI0 35C1)0 390(MH* with
35c10 37c)0 392(MHT with 37C10 37cH)O

0oooooo
00560N*N*-0000-N?,N®-bis(4-0000000)-2,4,6-00000000000
000000000 @80 0000)I 00000 NMR(300MHzO CDCL,)8 7.49(d0 2HO
JO 8.7)0 7.19(d0 2HO JO 8.4)0 7.14(d0 2HO JO 8.4)0 7.08(d0 2HO JO 8.4)0 6.73(br
sO 1H)O 6.39(br sO 1H)O 5.37(s0 1H)O 3.02(sO 6H)O ESI-MS m/z 334(MH")O
ooooao
O570N*-B-00000000)-N6N6-OD0D0DO-N2-0000-2,4,6-0000000
000000000000 @400000)000000 *H NMR(300MHzO CDCI5)8 7.62(d
2HO JO 7.8)0 7.34-7.23(m0 5H)0 7.01(t0 1HO JO 7.4)0 6.77(br s 1H)O 6.38(br s
1H)O 5.43(s0 1H)O 3.07(s0 6H)O ESI-MS m/z 324(MH")O

ooooao
0580N°-(4-0000000)-N6,N6-DO00D0-N°-0000-2,4,6-00000000
00000000000 @500000)000000*H NMR(300MHzO CDCI3)8 7.60(d0
2HO JO 7.5)0 7.32-7.26(m0 6H)O 6.96(t0 1HO JO 7.5)0 6.77(br sO 1H)O 6.34(br sO 1
H)O 5.34(s0 1H)O 3.04(s0 6H)O ESI-MS m/z 340(MH* with 35CI1)0 342(MH* with 37CI)
0

oooooo
OO0590N*-4-0000000)-N6N6-O00D0DO-N2-0000-2,4,6-00000000
000000000000 @500000)100000% NMR(300MHzO CDCI3)8 7.59(d0
2HO JO 8.5)0 7.42(d0 2HO JO 8.5)0 7.31-7.22(m0 4H)O 6.98(t0 1HO JO 7.2)0 6.92(br
sO 1H)0 6.48(br sO 1H)O 5.35(s0 1H)O 3.05(s0 6H)O ESI-MS m/z 384(MH* with “°Br)
0 386(MH* with 31Br)0O

oooooo
OO0600N*-(3,4-00000000)-N®,N-DD000-N2-0000-2,4,6-000000
0000000000000 D(@.5M 0000000000000 ODO0OOo1500000)
000000 ™ NMR(300MHzO CDCI,)8 7.61(0 000000 0 OO 3HO JO 7.8)0 7.34(d
0 2HO JO 7.8)0 7.29(d0 1HO JO 8.7)0 7.17(dd0 1HO JO 8.70 2.6)0 6.98(t0 1HO JO 7.
8)0 6.80(br s 1H)O 6.33(br sO 1H)O 5.33(s0 1H)O 3.07(s0 6H)O ESI-MS m/z 373(MH*
O

oooooo
O061O0N*-(4-000-3-0000000)-N6,N®-0000-N2-0000-2,4,6-0000
000000000000 000D0@s00000)000000 *H NMR(300MHzO CDCI3)
d 7.61(dd0 2HO JO 7.40 0.9)0 7.30-7.25(m0 3H)O 7.19(d0 1HO JO 2.4)0 7.12(dd0d 1H
0 JO 8.50 2.4)0 6.97(t0 1HO JO 7.4)0 6.88(br sO 1H)O 6.44(br sO 1H)O 5.35(s0 1H)
0 3.05(s0 6H)0 2.35(s0 3H)O ESI-MS m/z 454(MH* with 35C1)0 456(MH* with 37Cl)O
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oooooo
O0620N*-(3-000-4-0000000)-N8,N®-0000-N2-0000-2,4,6-0000
000000000000 000D0@o000000)I 00000 *H NMR(300MHzO CDCI3)
d 7.63(d0 2HO JO 7.8)0 7.41(d0 1HO JO 1.8)0 7.30(t0 2HO JO 7.8)0 7.18(d0 1HO JO
7.8)0 7.09(dd0 1HO JO 7.80 1.8)0 6.98(t0 1HO JO 7.8)0 6.67(br sO 2H)O 5.35(s0 1H
)0 3.07(s0 6H)O 2.37(s0 3H)O ESI-MS m/z 454(MH* with 35CI)0 456(MH* with 37CI)O
oooooo

O0630N*-(4-tert-0 0000 O00)-NSN6-ODDDO-N?-0D000-2,4,6-000000
000000000000 D00@@5000000)100000 Y NMR(300MHzO CDCIL)8 7.
62(d0 2HO JO 7.5)0 7.36(d0 2HO JO 8.7)0 7.29(d0 2HO JO 7.5)0 7.25(t0 2HO JO 8.7)
0 6.95(t0 1HO JO 7.4)0 6.69(br sO 1H)O 6.30(br sO 1H)O 5.44(s0 1H)O 3.05(s0 6H)
0 1.33(s0 9H)O ESI-MS m/z 362(MH)O

0oooooo
OO0640N*N*-D000-N,-(4-0000D00000O)-N-0000O-2,4,6-000000
0000000000000 0@500000)000000*H NMR(300MHzO CDCI3)8 7.
61(d0 2HO JO 7.8)0 7.35(t0 2HO JO 7.8)0 7.31-7.24(m0 3H)D 7.12(t0 2HO JO 7.8)0 7
.08-7.04(m0 3H)O 6.98(t0 1HO JO 8.1)0 6.74(br sO 1H)O 6.71(dd0 1HO JO 7.80 2.0)
0 6.43(br s 1H)O 5.41(s0 1H)O 3.03(sO 6H)O ESIMS m/z 398(MH*) O

0oooooo
OO0650N*N*-0000-N6-(2-0000)-N2-0000-2,4,6-00000000000
000000000 @500000)000000 M NMR(300MHzO CDCl3)8 7.81(s0 1H)
0 7.80(d0 1HO JO 7.5)0 7.75(d0 2HO JO 7.8)0 7.65(d0 2HO JO 7.5)0 7.49-7.37(m0 3H
)0 7.29(t0 2HO JO 7.5)0 6.98(t0 1HO JO 8.1)0 6.85(br sO 1H)O 6.59(br sO 1H)O 5.5
1(sO 1H)O 3.06(s0 6H)O ESI-MS m/z 356(MHY)O

oooooo
O06ON*-0000D00DO-N6,N-O0D0DO00-N2-D00D0-2,4,6-0000000000
0000000000 @400000)000000TH NMR(300MHzO CDCL5)8 7.62(d0 2HO
JO 8.1)0 7.26(t0 2HO JO 8.1)0 6.92(t0 1HO JO 8.1)0 6.64(br s 1H)O 4.96(s0 1H)O
4.39(br dO 1HO JO 8.1)0 3.53-3.44(m0 1H)O 3.05(s0 6H)0 2.09-1.99(mO 2H) 1.80-1.
55(m0 4H)O 1.44-1.11(mO0 4H)O ESI-MS m/z 312(MH")O

0oooooo
OO0670N* N*-D0D0O-NS-(4-0000000000)-N2-0000-2,4,6-00000
0000000000000 00@500000)100000ESI-MS m/z 326(MHY)O
0oooooo

O0680N*-(4-tert-0 0000000 DODO)NS,N-OO0DODO-N2-0000O-2,4,6-000
O0000000000000000 @500000)J000000% NMR(300MHzO CDCI3)
d 7.62(d0 2HO JO 8.4)0 7.26(t0 2HO JO 7.7)0 6.92(t0 1HO JO 7.1)0 6.61(br sO 1H)
0 4.96(s0 1H)O 4.32(br dO 1HO JO 8.4)0 3.46-3.37(m0 1H)O 3.06(s0 6H)O 1.881.80(m

0 2H)O 1.29-1.20(m0 1H)O 1.19-00 97(m0 4H)O 0.87(sO 9H)O ESI-MS m/z 368(MH™)O
0oo0oooo

O0690N*-0 D000 [2.2.1]000-2-00-N°,N®-0000-N?-0000-2,4,6-000
0000000000000 0000 (1400)00 000 0 *H NMR(300MHzO CDCIL)8 7.62
(dO 2HO J0O 7.8)0 7.26(t0 2HO JO 8.0)0 6.92(t0 1HO JO 7.2)0 6.62(br sO 1H)O 4.94(
sO 1H)O 4.42(br dO 1HO JO 5.4)0 3.45-3.37(m0 1H)O 3.06(sO 6H)O 2.33-2.27(m0 1H)
0 1.82(dd0 1HO JO 12.30 6.0)0 1.56-1.42(m0 2H)0 1.30-1.14(m0 5H)0 0.91-0.85(m0 1
H)O ESI-MS m/z 324(MHY)DO

0oo0oooo
OO0700N*N*-0000-N°-0000-N°-(1,7,7-000000000[2.2.1]000 -2-
00)-2,4,6-00000000000000000000C@O)000000H NMR(300
MHzO CDC15)3 7.62(d0 2HO JO 7.8)0 7.26(t0 2HO JO 7.8)0 6.93(t0 1HO JO 7.7)0 6.87
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(br sO 1H)O 4.95(s0 1H)O 4.80(br dO 1HO JO 6.9)0 3.94-3.84(m0 1H)O 3.06(sO 6H)O
2.45-2.34(m0 1H)O 1.821.62(m0 3H)O 1.46-1.32(m0 1H)O 1.29-1.16(m0 2H)O 0.99(sO 3
H)O 0.90(sO 3H)D 0.89(s0 3H)O ESI-MS m/z 366(MH")O

oooooo

O0710N*N*-0000-N?-0000-N8-[(2R,35)-3,6,6-0 00000000 [3.1.1]0
00-2-007]-2,4,6-0000000000000000000O0@OO)o0oooo?
H NMR(300MHz[ CDCl3)8 7.64(d0 2HO JO 8.1)0 7.26(t0 2HO JO 8.1)0 6.92(t0 1HO JO 7
.4)0 6.72(br s 1H)O 4.99(s0 1H)O 4.47(br dO 1HO JO 8.4)0 4.05-3.91(m0 1H)O 3.06
(s 6H)O 2.72-2.62(m0 1H)O 2.46-2.36(m0 1H)O 2.00-1.45(m0 5H)0 1.25(s0 3H)O 1.16
(d0 3HO JO 7.8)0 1.10(sO 3H)O ESI-MS m/z 366(MH*)O

oooooo
OO720N2,N*N-D0000-N2N®-O00@-0000000)-2,4,6-00000000
00000000 @50001600)00000(MO0)I000O00M NMR(300MHzO CDCI
2)d 7.26(d0 2HO JO 8.1)0 7.15(br dO 4HO J-8)0 7.04(d0 2HO JO 8.1)0 6.19(br sO 1H
)0 5.29(s0 1H)O 3.50(s0 3H)O 2.94(s0 6H)0 2.36(s0 3H)O 2.29(s0 3H)D ESI-MS m/z 3
48(MHY)DO

oooooo
OO0730N2-0000000-N2,N*,N-0DD0000-NS-(4-0000D000)-2,4,6-000
0000000000000 @50001200)00000(@O00)000000M NMR(30
OMHzO CDCl3)8 7.25(d0 2HO JO 8.4)0 7.10(d0 2HO JO 8.1)0 6.26(br sO 1H)O 5.22(s0O
1H)O 4.66-4.52(m0 1H)O 3.01(sO 3H)O 2.99(s0 6H)O 2.32(sO 3H)O 1.871.64(m0 5H)O 1
.52-1.35(m0 4H)0 1.22-1.06(m0 1H)O ESI-MS m/z 340(MH™)O

0oooooo
O0740N°-0000000-N°-2-0000000)-N*N*-0000-N-(4-00 000
00)-2,4,6-000000000000000JO0)d000o@oo))yooooo?
H NMR(300MHz[ CDCl3)8 7.28(d0 2HO JO 8.1)0 7.11(d0 2HO JO 8.1)0 6.19(br sO 1H)O
5.22(s0 1H)O 4.60-4.50(m0 1H)O 3.64-3.55(m0 4H)O 3.39(s0 3H)D 2.99(s0 6H)O 2.31(
sO 3H)O 1.83-1.75(m0 4H)O 1.73-1.63(m0 1H)O 1. 52-1.38(m0 4H)O 1.19-1.05(m0 1H)
0 ESI-MS m/z 384(MH*)O

0oooooo
007502-(2,3-0000-1H-00000-1-00)-N*N*-0000-N-(4-000 000
0)-4,6-00 0000000000000 @50001600)10000@O0O0)I000
0 O *H NMR(300MHzO CDCl3)8 8.37(d0 1HO JO 7.8)0 7.26(d0 2HO JO 7.8)0 7.20-7.11(m
0 4H)O 6.86(t0 1HO JO 7.8)0 6.31(br sO 1H)O 5.39(s0 1H)O 4.24(t0 4HO JO 8.3)0 3.
13(t0 4HO JO 8.3)0 3.07(s 6H)O 2.35(s0 3H)O ESIMS m/z 346(MH")O

0oooooo

00760N°-[2-(AH-3-0 0 000)000]-N*N*-0D00D0-N@-0000000)-2,4,6
-000000000000000000000000000*H NMR(300MHzO CDCI3)3 8.
19(br sO 1H)O 7.65(d0 1HO JO 7.8)0 7.36(d0 1HO JO 7.8)0 7.21-7.09(m0 6H)O 7.04(s
0 1H)O 6.52(br sO 1H)O 5.28(s0 1H)O 4.95(br dO 1HO JO 7.2)0 3.72(q0 2HO JO 7.2)
0 3.06(t0 2HO JO 7.8)0 2.99(sO 6H)O 2.32(s0O 3H)O ESI-MS m/z 387(MH")DO
oooooo

O0770N2-[2-(AH-00000-3-00)000]-N2,N*,N*-0 0000 -N-(4-000 0D
00)-2,4,6-00000000000000000000000000D00000?HNMR
(300MHz[ CDCI3)8 8.14(br sO 1H)O 7.70(d0 1HO JO 7.8)0 7.32(d0 1HO JO 7.8)0 7.22(
dO 2HO JO 7.8)0 7.17(t0 1HO JO 7.2)0 7.12(t0 1HO JO 7.2)0 7.08(d0 2HO JO 7.8)0 6
.98(s0 1H)O 6.36(br sO 1H)O 5.25(s0 1H)O 3.90(t0 2HO JO 7.8)0 3.14(sO 3H)O 3.07(
t0 2HO JO 7.8)0 2.99(s0 6H)D 2.30(s0 3H)O ESI-MS m/z 401(MH™)O

0oooooo

O00780N*(3,4-00000000)-N2-[2-(AH-3-0 0 000 )0 00O ]-N3,N6,N6-0 0O
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00-2,4,6-00000000000000000000000O000H NMR(300MHzO CD
Cl3)d 8.00(br sO 1H)O 7.75(s0 1H)O 7.68(d 1HO JO 7.8)0 7.35(d0 1HO JO 7.8)0 7.24
-7.15(m0 3H)O 7.10(t0 1HO JO 7.2)0 7.00(s0O 1H)6.23(br sO 1H)O 5.15(sO 1H)O 3.90(
t0 2HO JO 7.8)0 3.14(s0 3H)D 3.08(t0 2HO JO 7.8)0 3.03(s 6H)I ESI-MS m/z 455(MH
* with 35CI)0 457(MH* with 37CI)O

0oooooo

00790 N°-[2-(AH-0000D0-3-00)000]-N2N*N*-00D000--0000)-6-(
1-000000)-2,4,6-0000000000000000@60002800)d0000
000000 NMR(300MHzO CDCI5)8 8.18(br s 1H)O 7.92(s0 1H)O 7.90-7.03(m0 10H
)0 6.95(s0 1H)6.84(br s 1H)O 5.34(s0 1H)O 3.90(t0 2HO JO 7.8)0 3.17(s0 3H)O 3.0
7(t0 2HO JO 7.8)0 2.96(s0 6H)O ESI-MS m/z 437 (MH)O

0oooooo

008D 1-[4-(000D0000)6-(4-00000)2-000000]-4-0000-4-00
00000000000 @s0001000)00000C@O0)000000YH NMR(300MHzZ
0 CDCl3)d 7.43(d0 2HO JO 7.8)0 7.35(t0 2HO JO 7.8)0 7.27-7.21(m0 3H)O 7.14(d0 2H
0 JO0 7.8)0 6.24(br sO 1H)O 6.18(br sO 1H)O 5.28(s0 1H)O 4.43-4.37(m0 2H)O 4.03(t
0 2HO JO 5.6)0 3.06-2.97(m with s at 3.030 8H)O 2.66-2.58(m0 2H)O 2.34(s0 3H)DO
oooooo
OO081ION*N*-0000-NS-(4-0000000)-2-40000-1-000000)-4,6-0
0000000000000 D0@50001600)10000@O0)I00000H NMR(
300MHz[ CDCl3)8 7.34-7.18(m0 7H)0 7.13(d0 2HO JO 7.8)0 6.25(br s 1H)O 5.28(s0 1
HY04.94(d D0 0DO0DO00O0DOODO2H0 JO 13.0)0 3.01(s0 6H)0 2.87(dt0 2HO JO 1.0
0 13.0)0 2.74(tt0 1HO JO 11.60 1.5)0 2.32(s03H)01.90(d D0 DO D OO0 DOODO?2
HO JO 12.0)0 1.72(dddd 2HO JO 13.00 12.00 1.5)0 ESI-MS m/z 388(MH*)O
oooooo
OO08O0N*N*-0O000-NS-(4-0000D000)-2-(B-0000-4-000000)-4,6-
0000000000000 00@5000200)d0000@O00)d00000NM
R(300MHz[ CDCl3)d 7.51(d0 2HO JO 7.8)0 7.32(t0 2HO JO 7.8)0 7.23(t0 1HO JO 7.8)
0 7.17(d0 2HO JO 7.8)0 7.09(d0 2HO JO 7.8)0 6.25(br s 1H)O 5.88(d0 1HO JO 1.0)
0 5.27(s0 1H)O 4.49(t0 2HO JO 13.2)0 3.94(m0 2H)O 3.66(dt0 1HO JO 1.00 11.5)0 3.
24(dt0 1HO JO 1.50 11.5)0 2.97(s0 6H)O 2.32(s0 3H)O ESI-MS m/z 390(MH*)O
oooooo
OO083ON*N*-DO0O0DO-NS-(4-0000D000)-2-(2-0000-4-000000)-4,6-
0000000000000 00@50002000)d0000@00)02YH NMR(300MHzO
CDCI3)8 7.47(d0 2HO JO 7.8)0 7.38(t0 2HO JO 7.8)0 7.33(t0 1HO JO 7.8)0 7.19(d0 2
HO JO 7.8)0 7.11(d0 2HO JO 7.8)0 6.22(br sO 1H)O 5.29(s0 1H)O 4.74(dd0 1HO JO 13
. 20 1.0)0 4.59-4.51(m0 2H)0 4.164.08(m0 1H)O 3.80(dtd 1HO JO 1.00 11.9)0 3.11(d
t0 1HO JO 1.50 12.4)0 2.98(s0 6H)O 2.90(dd0 1HO JO 10.60 11.9)0 2.33(s0 3H)O ESI
-MS m/z 390(MH"O

0oooooo
OO084ON*N*-ODO0D-N-(4-0000000)2-{4-[4-0000000)Y)00000]
-1-000000}4,6-000000000000000@S00000)00000 (@O
0)00 0000 %H NMR(300MHzO CDCl5 5 7.65(d0 2HO JO 8.3)0 7.31(d0 2HO JO 8.3)0
7.15(d0 2HO JO 8.4)0 7.11(d0 2HO JO 7.2)0 6.20(br sO 1H)O 5.22(sO 1H)O 3.87(t0 4
HO JO 4.2)0 3.02(t0 4HO JO 4.2)0 2.95(s0 6H)0 2.43(s0 3H)O 2.33(s0 3H)O ESI-MS m
/z 467(MHY)O

0oooooo
OO08ON*N*-ODOO0ODO-N,-(4-0000D000)-2-[4-R-0000000)-1-0000
00]-4,6-0 000000000000 @60001200)00000 @200)00000
0 *H NMR(300MHzO CDC13)8 7.23-7.10(m0 6H)O 7.02-6.96(m0 2H)O 6.28(br sO 1H)O 5.2
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8(s 1H)O 3.95-3.86(m0 4H)O 2.99(sO 6H)O 2.96-2.92(m0 4H)O 2.36(s0 3H)O 2.32(sO
3H)O ESI-MS m/z 403(MH™)O

0oooooo
OO08ON*N*-ODO0O0DO0-N-(4-0000000)-2-4-(3-0000000)-1-00000
0]1-4,6-0 000000000000 @60001200)00000@00)0000007°
H NMR(300MHz[ CDCl3)8 7.19(d0 2HO JO 7.8)0 7.17(t0 1HO JO 7.8)0 7.11(d0 2HO JO 7
.8)0 6.91(s0 1H)O 6.89(d0 1HO JO 7.8)0 6.69(d0 1HO JO 7.8)0 6.33(br sO 1H)O 5.29
(s 1H)O 3.93(t0 4HO JO 5.1)0 3.22(t0 4HO JO 5.1)0 3.01(s0 6H)O 2.33(s0 6H)0 ESI
-MS m/z 403(MH)O

oooooo
OO087ON*N*-D00D0-N6-(4-000D0D000)-2-[4-A4-0000000)-1-0000
00]-4,6-0 000000000000 @6e0003600)00000(@GIOYYI0DOO0DN
TH NMR(300MHz CDCI5)8 7.19(d0 2HO JO 9.0)0 7.16(d0 2HO JO 8.7)0 7.10(d0 2HO JO
9.0)0 6.90(d0 2HO JO 8.4)0 6.24(br sO 1H)O 5.27(sO 1H)O 3.93(t0 4HO JO 4.8)0 3.1
8(t0 4HO JO 5.1)0 3.00(s0 6H)O 2.33(s0 3H)O 2.28(s0 3H)O ESI-MS m/z 403(MH")O
0oooooo
OO088ON*N*-DODOO-N-(A-0000000)-2-{4-[3-(00O000DO0DO00O0)-2-00
000]-1-00000034,6-000000000000000@600)0000000
0000 * NMR(300MHzO CDCl3)3 8.57(dd0 1HO JO 4.40 2.2)0 7.87(dd0 1HO JO 7.80 2
.2)0 7.20(d0 2HO JO 8.1)0 7.13(d0 2HO JO 8.1)0 6.98(dd0 1HD JO 7.80 4.4)0 6.24(b
r sO 1H)O 5.28(s0 1H)O 3.90(t0 4HO JO 4.8)0 3.36(t0 4HO JO 4.8)0 3.00(sO 6H)O 2.
32(sO 3H)O ESI-MS m/z 458(MH")O

0oooooo
008ON-(A-000D0000)-2-(-000000)-6-{4-[3-(0O0O0D0O000DODO)-2-
00O000]-1-00000034-00000000000000Q@2000000000
0000)0O0O00000000O0 T NMR(300MHzO CDCI5)8 8.43(dd0 1HO JO 4.40 2.2)
0 7.87(dd0 1HO JO 7.80 2.2)0 7.19(d0 2HO JO 8.1)0 7.12(d0 2HO JO 8.1)0 6.99(ddO
1HO JO 7.80 4.4)0 6.28(br sO 1H)O 5.35(s0 1H)O 3.77-3.72(m0 4H)O 3.62(t0 4HO JO
4.8)0 3.33(t0 4HO JO 4.8)0 2.33(s0 3H)O 1.69-1.52(m0 6H) ESI-MS m/z 498 (MH*)O
0oooooo
oo9o06-[2-(0000000)1-0000007]-N-(@-0000000)-2-4-[3-(00
0000000)-2-0000071-1-00000034-00000000000000(9
0000)O0000@OD0)IO00000 M NMR(300MHzO CDCI,)3 8.44(dd0 1HO JO 4.
40 2.2)0 7.88(dd0 1HO JO 7.80 2.2)0 7.20(d0 2HO JO 8.1)0 7.12(d0 2HO JO 8.1)0 6.
99(dd0 1HO JO 7.80 4.4)0 6.23(br sO 1H)O 5.38(s0 1H)O 4.68-4.54(m0 1H)O 4.15-4.0
3(mO 1H)O 3.90(t0 4HO JO 4.8)0 3.57(t0 1HO JO 9. 7)0 3.44-3.35(m0 5H)0 3.34(sO 3
H)O 2.81(t0 1HO JO 12.0)0 2.33(sO 3H)O 1.93-1.86(m0 1H)O 1.72-1.41(m0 3H)O 1.29-
1.25(m0 1H)O 0.91-0.86(mO 1H)O ESI-MS m/z 542(MH")O

0oooooo

001150N-4-[3-(0 00000 0)0000]-N-6-,N-6-00 00 -2-[4-2-00000)-
1-0000007-4,6-0000000000000 (CH,CI,O EtgNO Me,NHHCIO 3.50 0O O
78000 000000000000000D00)I0000000000O0YH NMR(400M
HzO CDCI5)8 8.23-8.19(m0 1H)O 7.52(dt0 1HO JO 1.90 7.2)0 7.43-7.20(m0 7H)0 6.96(
sO 1H)O 6.88(d0 1HO JO 8.0)0 6.80(d0 1HO JO 8.1)0 6.696.63(m0 2H)O 5.34(s0 1H)O
5.03(s0 2H)O 4.03-3.97(m0 4H)O 3.66(t0 4HO JO 5.2)0 3.02(sO 6H)O ESI-MS m/z 482(
MH*)O

0oooooo

001160 4-{4-4-(00D0D0O00DO0)-6-(4-00000)-2-0000007]-1-00000
0} O0DDOO0OOO0DO (CHCI,O0 EtgNO Me,NHHCIO 3.50 00780 0000000000
000000000)0000000000O000M NMR(400MHzO CDCI5)3 10.04(sO 1H)
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0 7.19-7.14(m0 4H)O 6.85-6.79(m0 4H)0 5.31(s0 1H)O 5.22(s0 1H)O 3.96(t0 4HO JO 5
.1)0 3.05(t0 4HO JO 5.0)0 3.03(s0 6H)O 2.34(s0 3H)O FIAMS m/z 405(MHY)O
0oooooo

O01170N4-[4-(0000000D)0D0O0O0]-N8,N6-O0 D000 -2-[4-(2-00 000 )-1-0
00000]1-4,6-0000000000000 (CHCI,O EtgNO Me,NHHCIO 3.50 O O 780
0000000000000 D000000)I0O0000000O00O0OYH NMR(400MHzO
CDCI3)8 8.21(dd0 1HO JO 1.90 5.6)00 7.55-7.27(m0 7H)0 7.24-7.16(m0 2H)[ 7.04-6.91
(mO 2H)O 6.69-6.64(m0 2H)O 5.06(s0 2H)O 5.05(s0 1H)O 4.08-3.97(m0 4H)O 3.69(t0 4
HO JO 5.1)0 3.03(s0 6H)O ESI-MS m/z 482(MH)O

oooooo

001180N*-(1,3-0 0 0000000-5-00)-N6,N6-0 000 -2-[4-(2-00000)-1
-000000]7-4,6-0000000000000 (CHyCI,O EtgNO Me,NHHCIO 3.50 0 0 7
S0 00D00D0D0D0DODDO0DONONDOD)I0DO0DO0ODODOODTH NMR(400MH
z[0 CDCI3)3 8.24-8.18(m0 1H)O 7.48(dt0 1HO JO 1.90 8.1)0 6.92(d0 1HO JO 1.9)0 6.7
5(d0 1HO JO 8.2)0 6.74-6.54(m0 3H)O 6.41(br sO 1H)O 5.95(s0 2H)O 5.16(s0 1H)O 3.
89(tD 4HO JO 5.1)0 3.60(t0 4HO JO 5.3)0 2.99(sO 6H)O ESI-MS m/z 420(MH*)O
oooooo

001190 N4-(2,3-0000-1,4-00000000-6-00)-N6,N-000 0 -2-[4-(2-0
0000)-1-0000007-4,6-0000000000000(CH,CI,O EtsNO Me,NHHCI
035000780 0000000000000000D00D0)IO00DO0OO0OODODOODO
1H NMR(400MHz[ CDC13)8 8.24-8.18(m0 1H)O 7.49(dt0 1HO JO 2.10 7.1)0 6.89(d0 1HO
JO 2.2)0 6.81(d0 1HO JO 8.6)0 6.76(d0 1HO JO 2.4)0 6.68(d0 1HO JO 8.5)0 6.62(dd
0 1HO JO 4.60 7.0)0 6.18(br sO 1H)O 5.21(s0 1H)O 4.33-4.15(m0 4H)O 3.89(t0 4HO J
0 5.1)0 3.61(t0 4HO JO 5.1)0 3.00(sO 6H)O ESI-MS m/z 434(MH*)DO

oooooo

O01200N*-4-0000000)-N6,N6-OD0 000 -2-[4-(2-00000)-1-000000
1-4,6-0 000000000000 (CHyCI,O EtsNO Me,NHHCIO 3.50 0 0 780 0 0 0 O O
0000000000000 0)I00000000000)I000000000000
1H NMR(400MHz[ CDCI3)8 8.93(d0 1HO JO 1.5)0 8.31(d0 1HO JO 2.6)0 8.27-8.19(m0 1H
)0 8.01(d0 1HO JO 8.2)0 7.70(d0 1HO JO 7.8)0 7.59-7.52(m0 1H)O 7.51-7.45(m0 2H)
0 6.78(br sO 1H)O 6.68(d0 1HO JO 8.6)0 6.63(dd0 1HO JO 5.00 7.1)0 5.29(s0 1H)O 3
.94(t0 4HO JO 5.0)0 3.63(t0 4HO JO 5.3)0 3.01(sO 6H)O ESI-MS m/z 427 (MHY)O
0oooooo

001210N-@-00000000000)-N8,N®-0 000 -2-[4-(2-00000)-1-00
0000]-4,6-0000000000000 (CHyCI,O EtgNO Me,NHHCIO 3.50 0 O 780 O
0000000000000 D00000)000000000000*H NMR(400MHZO CD
Cl3)d 8.25-8.19(m0 1H)O 7.49(dt0 1HO JO 2.00 6.9)0 7.22(d0 2HO JO 6.4)0 7.16(d0
2HO JO 8.2)0 6.68(d0 1HO JO 8.6)0 6.66-6.60(m0 1H)O 6.21(br sO 1H)O 5.30(s0 1H)
0 3.99-3.91(m0 4H)O 3.63(t0 4HO JO 5.2)0 3.02(s0 6H)0 2.53-2.42(m0 1H)O 1.92-1.7
9(m 4H)O 1.48-1.32(m0 4H)O 1.31-1.19(m0 2H)O ESI-MS m/z 458(MH")O

oooooo

001220 N4, N*-0 000 -2-[4-(2-00000)-1-0000007]-N%-(5,6,7,8-0000
00-1-000000)-4,6-0000000000000 (CH,CI,O EtsNO Me,NHHCIO 3.5
000780 0000000000000000000)I0O0O0O0O0O0O00O00O00NM
R(400MHz[ CDCl3)d 8.20(dd0 1HO JO 1.30 4.9)0 7.50(dt0 1HO JO 2.20 6.8)0 7.17(d0
1HO JO 7.5)0 7.09(t0 1HO JO 7.6)0 6.94(d0 1HO JO 7.7)0 6.73-6.62(m0 2H)O 5.06(s
0 1H)O 4.08-3.93(m0 4H)D 3.66(t0 4HO JO 5.3)0 3.00(s0 6H)O 2.79(t0 2HO JO 6.0)0
2.72(t0 2HO JO 5.9)0 1.88-1.67(m0 4H)O NH(IHO O O O O O )0 ESI-MS m/z 430(MH*)O
0oooooo

001230N*-(2,3-0 000 -1H-000 0 -5-00)-N6,N6-0 000 -2-[4-2-00000)
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-1-0000007-4,6-0000000000000 (CHyCL,O EtgNO Me,NHHCIO 3.50 [
07800 0000000000000 0O00D00)I0OO00O00O000O00O0MH NMR(40
OMHzO CDCI3)8 8.20(d0 1HO JO 4.8)0 7.51(dt0 1HO JO 1.80 6.9)0 7.19(d0 1HO JO 7.6
)0 7.14(s0 1H)O 7.04(dd0 1HO JO 1.70 7.7)0 6.73-6.61(m0 2H)O 5.23(s0 1H)O 4.09-3
.94(m0 4H)O 3.68(t0 4HO JO 5.9)0 3.04(s0 6H)O 2.89(t0 4HO JO 7.8)0 2.16-2.01(mO
2H)O NH(IHO 0O O 00 O )0 ESI-MS m/z 416(MH)DO

oooooo
001240N4-(3,4-00000000)-N6,N6-0D000-2-[4-(2-00000)-1-0000
00]1-4,6-0 000000000000 (CH,Cl,O EtsNO Me,NHHCIO 3.50 0 0 780 0 O O
0000000000000 000)I0000000000000Y NMR(400MHzO CDCI3)
d 8.31-8.20(m0 1H)O 7.797.69(m0 1H)O 7.61-7.44(m0 1H)O 7.42-7.28(m0 1H)O 7.25-7.
11(m0 1H)O 6.79-6.61(m0 2H)O 6.42(br sO 1H)O 5.22(s0 1H)O 3.98-3.82(m0 4H)O 3.65
-3.56(m0 4H)O 3.02(s0 6H)O ESI-MS m/z 444(MH* with 3SCIO 35C1)0 446(MH* with 35C
10 37C1)0 448(MH with 37ca0 37cl)O

oooooo

O01250N,N-0 000 -2-[4-(2-00000)-1-0000007]-N6-[3-(CO00D0000
00)IDOO0O]-4,6-0000000000000 (CH,CI,O EtaNO Me,NHHCID 3.50 0 0 7
80000000000 D0DNO0O0NDN0DOON)I0DO0O00DO0ODO0O0D0OOTH NMR(A00MH
z[ CDCI5)8 8.59(br sO 1H)O 8.24-8.18(m0 1H)O 7.86(s0 1H)O 7.78-7.22(m0 4H)O 6.65
(t0 2HO JO 5.0)0 5.29(s0 1H)O 3.96(t0 4HO JO 5.5)0 3.64(t0 4HO JO 5.2)0 3.03(sO
6H) ESI-MS m/z 444(MH™)DO

0oooooo

001260 2-(4-0000-1-000000)-N*-[3-(000D0000)J0O0O07]-N8,N6-0
000-4,6-0000000000000C@O00009%0016H)O0 (0000001200
YIOOOODDDOOOOD *H NMR(400MHzO CDCI5)8 7.52-7.37(m0 7H)O 7.25(Ct0 1HO JO 2
.0)0 7.14(dd0 1HO JO 1.50 8.2)0 7.05(dd0 1HO JO 2.50 8.2)0 4.36(s0 2H)O 3.98(br
s 4H)0 3.36(s0 4H)0 3.11(s0 6H)O 3.05(s0 6H)O 2.60(s0 1H)O ESI-MS m/z 432(MHY)
0

0oooooo
0012702-(4-0000-1-000000)-N*,N-0000-N6-(2-000-1,3-0000
0000-5-00)-4,6-00000000000 3000130000000 00000O
O *H NMR(400MHz[ CDCI3)8 8.12(s0 1H)O 7.87(d0 1HO JO 8.8)0 7.52-7.38(m0 6H)0 5.5
8(s 1H)O 4.58(s0 1H)O 4.30(s0 2H)O 3.79-3.42(m0 4H)O 3.22-2.91(m0 4H)O 3.09(sC
6H)0 2.98(sO 3H)O ESI-MS m/z 460(MHY)O

001280 2-(4-0000-1-000000)-N*-0000000-N8,N-0000-4,6-00
00000000000 @4000000006H00D00O0O0OO0DOONOYH NMR(400M
Hz[ CDCI3)3 7.20-7.09(m0 5H)O 4.78(s0 1H)O 4.18(br sO 1H)O 3.74(t0 4HO JO 5.2)0
3.52(s0 2H)O 2.99(s0 6H)O 2.46(t0 4HO JO 5.1)0 2.03-1.92(m0 2H)O 1.871.68(m0 11H
)0 ESI-MS m/z 409(MH")O

0oooooo

001290 4-{[2-(4-0000-1-000000)-6-(0000000)-4-00000070
00}2-00000000000000@O000090016H)00 (M O000001200)
00000000000 NMR(400MHzO CDCI5)8 7.88(d0 1HO JO 3.1)0 7.48(d0 1HO J
0 8.5)0 7.42-7.22(m0 6H)0 6.45(s0 1H)O 5.20(s0 1H)O 3.79(t0 4HO JO 5.2)0 3.55(s
0 2H)O 3.02(s0 6H)0 2.51(t0 4HO JO 5.0)0 ESI-MS m/z 448(MH* with 3°C1)0 450(MH*
with 37c)0O

0oooooo
0013002-(4-0000-1-000000)-N*N*-0000-N-(1,3,3-00000000
0[2.2.1]000-2-00)-4,6-0 000000000000 (@O000O0950016H)O0 0 (
0000001200)00000000000% NMR(400MHzO CDCl3)8 7.38-7.21(m0 6H)
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0 4.87(s0 1H)O 3.79-3.69(m0 4H)O 3.53(sO 2H)0 3.46(s0 1H)O 2.98(sO 6H)0 2.46(t0
4HO JO 5.1)0 1.71(s0 1H)O 1.69-1.62(m0 2H)O 1.48-1.35(m0 2H)0 1.20(d0 1HO JO 10.
2)0 1.19-1.02(mO0 1H)O 1.14(sO 3H)O 1.07(s0 3H)DO 0.79(s0 3H)O ESI-MS m/z 449(MH™)
0

0oooooo

001310 2-{4-[3-(0 00 0000)00D00]-1-0000003¥N*N*-0000 -N6-(4-
0000000)4,6-0000000000000(CH,CLL,OTEAD 3040000 78000
00000000000)I00000000000O0M NMR(400MHzO CDCI3)8 7.44(d0
2HO JO 7.1)0 7.36(t0 2HO JO 7.0)0 7.29(d0 1HO JO 7.1)0 7.22-7.04(m0 5H)O 6.58-6.
52(m0 2H)0 6.48(d0 1HO JO 7.2)0 5.29(s0 1H)O 5.21(s0 1H)O 5.03(sO 2H)O 3.89-3.80
(nO 4H)O 3.28-3.15(m0 4H)O 3.00(s0 6H)O 2.30(sO 3H)O ESI-MS m/z 495(MH*)O
0oooooo

O001320N,N*-0 000 -2-[4-(2-00000)-1-0000007]-N6-GB-00000)-4,
6-0 000000000000 (CHCILLOTEADDODODOOODO780000000000000
0)I00D000000O0O0OO0Y NMR(400MHzO CDCI3)8 8.93(d0 1HO JO 2.6)0 8.31(d
0 1HO JO 2.5)0 8.20 6-8.18(m0 1H)O 8.02(d0 1HO JO 8.2)0 7.71(d0 1HO JO 7.7)0 7.5
7(dtd 1HO JO 1.50 5.3)0 7.53-7.46(m0 2H)0 6.68(d0 1HO JO 8.6)0 6.64(ddC 1HO JO 4
.90 7.1)0 5.30(d0 2HO JO 3.7)0 3.94(t0 4HO JO 4.9)0 3.64(t0 4HO JO 5.4)0 3.03(s
0 6H)O ESI-MS m/z 427(MH")DO

0oooooo
001330N-[4-000-3-(000000D000)I000]-N8,N6-0000-2-[4-(2-0
0000)-1-0000007-4,6-0000000000000(CHCILLOTEADODOODOO
07800 00000000000)00000000000O0O*H NMR(400MHzO CDCI)d
8.23-8.19(m0 1H)O 8.17(d0 1HO JO 2.3)0 7.57(d0 1HO JO 8.7)0 7.53-7.47(m0 1H)O 7.
39(d0 1HO JO 5.2)0 6.69(d0 1HO JO 8.7)0 6.64(t0 1HO JO 5.0)0 6.27(s0 1H)O 5.19(s
0 1H)O 3.94-3.87(m0 4H)O 3.65-3.59(m 4H)O 3.04(s0 6H)O ESI-MS m/z 522(MH* with
"9Br)0 524(MH* with 81Br)D

oooooo

O01340N-{3-0 00 -4 [(UO0DDO00O0D0O)IODO0OO0DDDO]OO0O00}Ne,N-ODODO
0-2-[4-(2-00000)-1-0000007-4,6-0000000000000 (CHCL,OTE
AODODO0ODOD780000000000000)I000000000O0O0OTH NMR(400
MHzO CDCI3)8 8.23-8.19(m0 1H)O 7.91(d0 1HO JO 2. 3)0 7.61(d0 1HO JO 8.5)0 7.50(d
t0 1HO JO 2.10 8.5)0 7.30-7.20(m0 1H)O 6.70(d0 1HO JO 9.1)0 6.64(dd0 1HO JO 4.7
0 7.1)0 6.35(br sO 1H)O 5.26(s0 1H)O 3.92(t0 4HO JO 5.6)0 3.64(t0 4HO JO 5.0)0 3
.06(s0 6H)O ESI-MS m/z 510(MH* with 35CI)0 512(MH* with 37CI)O

0oooooo

001350 N-(3-00000000)-N6,N-0 D000 -2-[4-(2-00000)-1-00000
0]1-4,6-0000000000000(CHCILLOTEAD D DD OODO78000000000
0000)I000000000000 M NMR(400MHzO CDCI3)8 8.288.19(m0 1H)O 7.50(
dtd 1HO JO 2.10 6.9)0 7.19(t0 1HO JO 8.1)0 6.96(t0 1HO JO 2.1)0 6.85(d0 1HO JO 8
.2)0 6.68(d0 1HO JO 8.6)0 6.63-6.56(m0 1H)O 6.35(br sO 1H)O 5.36(s0 1H)O 4.09-3.
98(mO 2H)0 3.91(t0 4HO JO 5.3)0 3.61(t0 4HO JO 5.1)0 3.02(s0 6H)O 1.39(t0 3HO J
0 5.7)0 ESI-MS m/z 420(MH*)O

oooooo

001360 N-[2-000-4-(000000000)D0O00]-N8,N6-00 00 -2-[4-(2-0
0000)-1-0000007-4,6-0000000000000(CHCILLOTEADODOODODO
07800 00000000000)00000000000O00O0*H NMR(400MHzO CDCI)d
8.23-8.15(m0 1H)O 8.15(d0 1HO JO 2.1)0 7.50(dtd 1HO JO 2.00 8.8)0 7.42-7.33(m0 2
H)O 6.69(d0 1HO JO 8.6)0 6.64(dd0 1HO JO 4.80 6.3)0 6.28(s0 1H)O 5.18(sO 1H)O 3.
91(t0 4HO JO 5.0)0 3.62(t0 4HO JO 5.1)0 3.04(sO 6H)O ESI-MS m/z 478(MH* with 35C
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)0 480(MH* with 37C)O

0oooooo
001370N-4-(2-000000)-2-(4-0000-1000000)-N-6-N-6-0 000 -4,6-
00000000000 @O00090)I0000000000O0M NMR(400MHzO C
DCI3)d 7.39-7.21(m0 5H)0 4.83(s0 1H)O 4.72(br sO 1H)O 3.74(m0 3H)O 3.52(s0 2H)O
2.98(s0 6H)O 2.46(t0 4HO JO 5.3)0 2.05-1.53(m0 13H)O ESI-MS m/z0 433(MH™)DO
oooooo

001380N-4-(1-0 00 00000)-2-(4-0000-1-000000)-N-6-N-6-0 000
-4,6-00000000000@ODO0D090) 000000000000 TH NMR(400M
Hz[0 CDCl3)3 7.38-7.20(m0 5H)O 4.97(s0 1H)O 4.67(br sO 1H)O 3.74(s0 4H)O 3.52(s0
2H)0 2.99(s0 6H)0 2.46(t0 4HO JO 5.2)0 2.32-1.51(m0 15H)0 ESI-MS m/z0 447 (MH*)O
0oooooo

001390 2-(4-0 000 -1-000000)-N*,N*-00D0 00 -N®-[(4S,2R,3R,55)-2,6,6-0
00000000([3.1.1]000-3-00J4,6-0 000000000000 C@0O0O00015
O0D4)00(@O001300)00000000000 ™ NMR(400MHzO CDCI,)8 7.38-7.2
1(mO 5H)0 4.86(s0 1H)O 4.35(br sO 1H)O 3.75(t0 4HO JO 4.6)0 3.53(s0 2H)O 2.99(s
0 6H)0 2.66-2.56(m0 1H)O 2.47(t0 4HO JO 4.5)0 2.41-2.33(m0 1H)O 1.98-1.92(m0 1H)
0 1.83(t0 1HO JO 5.8)0 1.68-1.60(m0 2H)0 1.23(s0 3H)O 1.14(d0 3HO JO 7.3)0 1.05(
sO 3H)O 0.92(d0 2H)O ESI-MS m/z0 449(MHY)O

0oooooo

001400 2-[4-(5-0 00 -2-00000)-1-000000 N4, N*-00D00-Ne-(4-00 D0
0000)-4,6-000000000:000(MF)I00O0O0O0M NMR(400MHzO CDCI3)5 8
.21(d0 1HO JO 2.6)0 7.53(dd0 1HO JO 2.60 8.8)0 7.19(d0 2HO JO 8.5)0 7.12(d0 2HO
JO 8.5)0 6.21(s0 1H)O 5.28(s0 1H)O 3.88(t0 4HO JO 5.0)0 3.58(t0 4HO JO 5.2)0 3.0
0(s 6H)O 2.33(sO 3H)O ESI-MS m/z0 468(MH* with “°Br)0 470(MH* with 8Br)O
0oooooo
O014106-{4-[4-(0000D000)-6-(4-0000)-2-0000007-1-000000%
0000000000 YW)DDOOOOO ™™ NMR(400MHzO CDCI3)d 8.13(sO 1H)O 7.30-7
.25(m0 4H)O 7.17(d0 2HO JO 8.5)0 7.13(d0 2HO JO 8.6)0 6.18(br s 1H)O 5.28(s0 1H
)0 3.82(t0 2HO JO 5.1)0 3.79(t0 2HO JO 5.3)0 3.60(t0 2HO JO 5.1)0 3.41(t0 2HO J
0 5.3)0 2.99(s0 6H)O 2.33(sO 3H)O ESI-MS m/z0 433(MH")O

oooooo

001420 2-[4-3-0 0 000000)-1-0000007-N*N*0OD0D00O-N6-(4-00 00
000)-4,6-00000000000000DIEAD 0D DO O OO NMR(400MHzO CDCI3)
d 7.22(d0 1HO JO 6.8)0 7.17(d0 2HO JO 8.3)0 7.10(d0 2HO JO 8.2)0 6.93(d0 1HO JO
2.3)0 6.92(d0 1HO JO 2.4)0 6.80(dd0 1HO JO 2.00 7.6)0 6.18(br sO 1H)O 5.25(s0 1H
)0 3.82(s0 3H)O 3.78(t0 4HO JO 5.1)0 3.52(s0 2H)O 2.97(s0 6H)0 2.49(t0 4HO JO 5.
1)0 2.31(s0 3H)O ESI-MS m/z0 433(MH*)O

0oooooo

001430 2-[4-(5-0 00 -2-00000)-1-0000001-N*-(3-00000000)-N°
N-O0DDOODO-4,6-0000000000000000000 Y NMR(400MHzO CDCI3)3 8.
21(d0 1HO JO 2.4)0 7.53(dd0 1HO JO 2.50 9.2)0 7.20(t0 1HO JO 8.1)0 7.00(t0 1HO J
0 2.0)0 6.85(dd0 1HO JO 2.00 8.0)0 6.62-6.54(m0 2H)O 6.29(s0 1H)O 5.36(s0 1H)O 3
.89(t0 4HO JO 5.1)0 3.80(s0 3H)O 3.58(t0 4HO JO 4.9)0 3.02(s0 6H)O ESI-MS m/z0 4
84(MH* with “®Br)0 486(MH* with 81Br)O

0oooooo
O001440N-@B-00000000)-N6N6-O00D0D0-2-[4-2-00000000)-1-00
0000]1-4,6-0000000000000000000*H NMR(400MHzO CDCI5)8 8.618
.54(m0 1H)O 7.66(dt0 1HO JO 1.80 7.8)0 7.45(d0 1HO JO 7.8)0 7.23-7.14(m0 2H)O 7.
00(tD 1HO JO 2.5)0 6.87-6.78(m0 1H)O 6.61-6.54(m0 1H)O 6.26(br sO 1H)O 5.33(s0 1
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H)O 3.82(t0 4HO JO 5.0)0 3.78(s0 3H)O 3.70(s0 2H)O 2.99(s0 6H)O 2.56(t0 4HO JO 5
.0)0 ESI-MS m/z0 420(MH*)O

oooooo

001450 2-[4-(0000000000)-1-000000]-N*-@-00000000)-0N
- 0000-4,6-0000000000000000000% NMR(400MHzD CDCI3)d 7.21
(td 1HO JO 8.2)0 7.00-6.95(m0 1H)O 6.85(d0 1HO JO 8.2)0 6.59(d0 1HO JO 7.7)0 6.3
2(s0 1H)O 5.36(s0 1H)O 3.82-3.71(m0 4H)O 3.79(s0 3H) 3.69-3.62(m0 2H)O 3.58-3.5
o(mO 2H)O 3.01(sO 6H)O 2.54-2.45(m0 1H)O 1.87-1.48(m0 8H)O 1.45-1.29(mO 4H)O ESI
-MS m/z0 425(MH*)O

0oooooo

001460 N*-(3-0 000000 0)-N6,N6-O0D0-2-[4-(B0000000O)1-000
000]1-4,6-0000000000000000000)0000000000YH NMR(40
OMHzO CDCl3)3 7.27(dd0 1HO JO 3.20 5.1)0 7.19(t0 1HO JO 8.0)0 7.16-7.11(m0 1H)O
7.08(dd0 1HO JO 1.30 4.9)0 7.00(t0 1HO JO 2.3)0 6.82(dd0 1HO JO 2.00 8.3)0 6.57(
ddO 1HO JO 2.50 8.2)0 6.25(s0 1H)O 5.33(s0 1H)O 3.79(t0 4HO JO 5.5)0 3.78(sO 3H)
0 3.57(s0 2H)O 2.99(s0 6H)O 2.48(t0 4HO JO 5.2)ESI-MS m/z0 425(MH*)O
0oooooo

O01470N*-@B-00000000)-N6,N-0 000 -2-[4-(400000000)-1-00
0000]-4,6-00000000000C@IPEAD0DDOODOOD)IDOOOOOYH NMR(40
OMHzO CDCl3)3 8.55(dd0 2HO JO 1.50 5.8)0 7.31(d0 2HO JO 6.0)0 7.19(t0 1HO JO 8.3
)0 6.99(t0 1HO JO 2.1)0 6.83(dd0 1HO JO 1.50 7.8)0 6.58(dd0 1HO JO 2.00 7.8)0 6.
28(br sO 1H)O 5.34(s0 1H)O 3.80(t0 4HO JO 5.2)0 3.78(sO 3H)O 3.54(s0 2H)O 3.00(s
0 6H)O 2.49(t0 4HO JO 5.30 ESI-MS m/z0 420(MH*)O

0oooooo

001480 2-[4-(3-00000000)-1-0000007]-N*-@-00000000)-NS,N®
-0000-4,6-000000000000000000O0H NMR(400MHzO CDCI5)3 7.22(
dO 1HO JO 7.9)0 7.17(t0 1HO JO 8.2)0 6.99(t0 1HO JO 2.1)0 6.95-6.84(m0 2H)O 6.86
-6.78(m0 2H)O 6.59-6.55(m0 1H)O 6.29(br s 1H)O 5.32(sO 1H)O 3.82(s0 3H)O 3.79(t
0 4HO JO 5.1)0 3.77(s0 3H)O 3.52(s0 2H)O 2.99(s0 6H)O 2.49(t0 4HO JO 5.1)0 ESI-M
S m/z0 449(MH)O

0oooooo

001490 N>-[2-B-00000000)00O0]-N*N-0D00D0-N-4-0000000)-
2,4,6-00000000000000@O0000tert-0000000000O0120001
6H)O O (0 O O O O TEAD 1200 )0 O (CH,CL,0 A O TEA)D 0O 0O O O O *H NMR(400MHz[ CDC
15)3 7.22(t0 1HO J0 7.9)0 7.18(d0 2HO JO 8.4)0 7.12(d0 2HO JO 8.3)0 6.84(d0 1HO
JO 7.6)0 6.82-6.74(m0 2H)O 6.28(br sO 1H)O 5.28(s0 1H)O 4.77(s0 1H)O 3.80(sO 3H)
0 3.63(q0 2HO JO 6.7)0 2.99(s0 6H)O 2.89(t0 2HO JO 7.4)0 2.32(s0 3H)O ESI-MS m/z
0 378(MHY)O

oooooo

001500 N2-[2-(2-0 00 00000)000]-N*N*-0000-N6-(4-0000000)-
2,4,6-0 0000000000000 @UO0000¢tert-0000000000140001
6H)O O (0 OO0 0)0 0000 (CH20 Cl20 AD TEA)D O 0O O O O *H NMR(400MHzO CDCI3)d
7.23-7.12(m0 4H)0 7.12(d0 2HO JO 8.1)0 6.89(d0 1HO JO 7.8)0 6.86(d0 1HO JO 7.6)
0 6.61(d0 1HO JO 8.0)0 6.50(br sO 1H)O 5.25(s0 1H)O 3.84(sO 3H)O 3.60(q0 2HO JOI
7.1)0 3.00(s0 6H)O 2.93(t0 2HO JO 7.6)0 2.33(s0 3H)O ESI-MS m/z0 378(MH™)O
oooooo

001510 2-(4-0000-1-000000)-N*-@R@,4-00000000)-N6,N6-00 00 -
4,6-0 000000000000 @OD0O00140006H)00(@MO000O0N200)000
00000000 NMR(400MHzO CDCI3)7. 65(d0 1HO JO 2.5)0 7.35-7.30(m0 4H)O 7.2
9-7.22(m0 2H)O 7.13(dd0 1HO JO 1.50 8.5)0 6.19(br sO 1H)O 5.21(sO 1H)O 3.78(t0 4
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HO JO 5.0)0 3.55(s0 2H)O 3.00(s0 6H)O 2.49(t0 4HO JO 5.0)0 ESI-MS m/z0 457(MH* w
ith 35CI10 35Cc1)0 459(MHY with 35CIO 37Cc1)0 461 (MHY with 37CI0 )0

oooooo
O01520N4-[4-(0000000)0000000]-2-(4-0000-1-000000)-NS,
N-OODO0O-4,6-00000000000C@600)0000000000000H NMR(4
OOMHzO CDCl3)3 7.42-7.18(m0 10H)O 4.94(s0 1H)O 4.61(d0 1HO JO 11.8)0 4.51(d0 1H
0 J0 11.8)0 4.39(br s 1H)O 3.75(t0 4HO JO 5.0)0 3.53(s0 2H)0 3.31(dt0 1HO JO 5.
30 8.3)0 2.95(s0 6H)0 2.46(t0 4HO JO 5.0)0 2.19-2.11(m0 1H)O 2.07-1.98(m0 1H)O 1
.79-1.56(m0 3H)O 1.53-1.41(m0 1H)O 1.40-1.21(mO 3H)O ESI-MS m/z0 501 (MH*)O
0oooooo

001530 2-(4-0 00 0-1-000000)-N*,N*-00 00 -N®,N®-[(1R,2R,4R)-1,7,7-0
00000000 ([2.2.1]000-2-007-4,6-0000000000000 (900 O 16H)
O0000000000O0dM NMR(400MHzO CDCl5)3 7.44-7.22(m0 6H)0 4.81(s0 1H)O
4.36(d0 1HO JO 7.0)0 3.74(s0 4H)O 3.53(s0 2H)O 2.98(s0 6H)0 2.46(t0 4HO JO 5.1)
0 1.84(dd0 1HO JO 8.90 12.9)0 1.78-1.52(m0 4H)O 1.29-1.11(m0 2H)O 0.97(s0 3H)D 0
.89(s0 3H)O 0.83(sO 3H)O ESI-MS m/z0 449(MH*)DO

0oooooo

O01540N4N*-0 000 -N-(A-0000000)-2-(4-(000000-2-0000000
)-1-000000]-4,6-000000000000000Q@e6eHD0O00O0O@OODOODN
1200 )0 O 0O O O O *H NMR(400MHzO CDCI3)8 7.17(d0 2HO JO 8.4)0 7.11(d0 2HO JO 8.0
YO 6.22(br s 1H)O 5.29(s0 1H)O 4.12-4.03(m0 1H)O 3.91(q0 1HO JO 6.7)0 3.80(t0 4
HO JO 5.1)0 3.76(q0 1HO JO 7.5)0 2.98(s0 6H)O 2.57(t0 4HO JO 5.0)0 2.56-2.40(m0
2H)0 2.32(sO 3H)O 2.05-1.96(m0 1H)O 1.94-1.80(m0 2H)O 1.571.45(m0 1H)O ESI-MS m/
zO 397(MHM)O

0oooooo

001550 3-{[2-(4-0000-1-000000)-6-(0000000)-4-00000070
0000000000 @oOO001200040H) 00 O0O00001200)000000
00000 NMR(400MHzO CDCI3)8 7.38-7.29(m0 4H)O 7.28-7.26(m0 1H)O 7.13(t0 1H
0 JO 8.0)0 6.84(t0 1HO JO 2.8)0 6.80(ddd0 1HO JO 0.70 2.00 7.9)0 6.48(dddC 1HO J
0 0.70 2.10 8.0)0 6.32(br sO 1H)O 5.32(sO 1H)O 3.79(t0 4HO JO 5.0)0 3.55(s0 2H)
0 3.49(s0 1H)O 2.99(s0 6H)O 2.50(t0 4HO JO 5.0)0 ESI-MS m/z0 405(MH*) O
oooooo

001560 2-(4-0 00 0-1-000000)-N*-@00000000)-0-0000-4,6-0
00000000000 0@O0000tert-0000000000O00O01200 0 16H)0 O (O
000001200)00000000000H NMR(400MHzO CDCI3)8 7.37-7.30(m0 4H)O 7
.29-7.21(m0 3H)O 6.99(t0 2HO -J0O 8.6)0 6.14(br sO 1H)O 5.13(sO 1H)O 3.77(t0 4HO
J0 4.9)0 3.54(s0 2H)0 2.97(s0 6H)O 2.48(t0 4HO IO 4.9)0 ESI-MS m/z0 407 (MHM)O
0oooooo

001570 2-(4-0000-1-000000)-N*,N*-0000-N-(4-000000000D0
)-4,6-0 000000000000 Cert-000000000000000O001200 0 16H
I O(@OODODOO1200)0 0000000000 NMR(400MHzO CDCI5)8 7.35-7.10(m
0 6H)O 4.82(d0 1HO JO 4.9)0 3.81-3.61(m0 5H)0 3.53(s0 2H)O 2.99(s0 6H)0 2.46(t0
4HO JO 4.5)0 1.79-1.46(m0 7H)0 1.29-0.98(m0 2H)O 0.90(d0 3HO JO 6.6)0 ESI-MS m/z
0 409(MH*)O

0oooooo

001580 2-(4-0000-1-000000)-1V4-[4-(UO000D000)D000]-N8,N6-O
000-4,6-0 000000000000 (Cert-00000000000000O0001200
016H)O O (M O0001300)0 0000000000 *H NMR(400MHzD CDCl3)8 7.39-7.22(
mO 5H)O 7.14(d0 2HO JO 8.4)0 6.71(d0 2HO JO 8.8)0 6.04(br sO 1H)O 5.08(s0 1H)O 3
.85-3.74(m0 4H)O 3.54(sO 2H)O 2.94(s0 6H)O 2.93(sO 6H)O 2.48(t0 4HO JO 5.1)0 ESI
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-MS m/z0 432(MHY)O

0oooooo

OO01590 N N*-O 00 0-N6-(4-0000000)-2-[4-(R-0000000)-1-0000
00]-4,6-0 000000000000 C@O00001200)000000H NMR(400MHzO C
DCl3)d 7.34-7.20(m0 5H)O 7.18(d0 2HO JO 8.5)0 7.12(d0 2HO JO 8.5)0 6.21(br sO 1H
)0 5.26(s0 1H)O 3.88-3.79(m0 4H)O 2.99(s0 6H)O 2.90-2.83(m0 2H)O 2.68-2.63(m0 2H
)0 2.60(t0 4HO JO 4.4)0 2.32(s0 3H)O ESI-MS m/z0 417(MHY)O

oooooo

001600 2-(4-0000-1-000000)-N*-@BOODD0O000O0)-N6,N-O0 D000 -4,6-
00000000000 @O000tert-0000000000O00O1200 040400 (DO
00001200)0 0000000000 NMR(400MHzO CDCl3)8 7.48(t0 1HO JO 1.9)0
7.38-7.23(m0 5H)0 7.20-7.11(mO0 2H)O 6.95(dddd 1HO JO 1.20 1.90 7.6)0 6.28(br sO
1H)O 5.24(s0 1H)O 3.79(t0 4HO JO 5.0)0 3.54(s0 2H)D 3.00(s0 6H)O 2.49(t0 4HO JO
5.0)0 ESI-MS m/z0 423(MH* with 3°C1)0 425(MH* with 37Cl)

001610 N2,N*,N*-0 0000 -Ne-(4-0000000)-N2-[2-(2-00000)0007-2
,4,6-0 0000000000000 @O00000tert-000000000O014000 16
H)O O OO OODO (CHyCI,O0 A OTEA)D OO O O O *H NMR(400MHzO CDCl3)3 8.54(dddO 1H
0J0 1.20 2.10 5.3)0 7.57(dtd 1HO JO 1.70 7.6)0 7.23(d0 2HO JO 8.6)0 7.18(d0 1H
0J0 7.7)0 7.14-7.09(m0 1H)O 7.10(d0 2HO JO 7.7)0 6.29(br sO 1H)O 5.24(s0O 1H)O 3
.93(dd0 2HO JO 5.90 7.8)0 3.11(dd0 2HO JO 6.00 7.7)0 3.08(s0 3H)O 3.00(sO 6H)O 2
.32(s0 3H)O ESI-MS m/z00 363(MH")O

0oooooo

O01620N*N*-0 000 -N6-(4-0000000)-N2-(@3-00000000)-2,4,6-00
0000000000000 00000000000O00Y NMR(400MHzO CDCI3)8 7.25(d
0 2HO JO 7.7)0 7.22-7.14(m0 5H)0 7.11(d0 2HO JO 8.1)0 6.41(br s 1H)O 5.27(s0 1H
YO 4.76(t0 1HO JO 5.7)0 3.41(dd0 2HO JO 7.00 12.9)0 2.96(s0 6H)D 2.70(t0 2HO JO
7.7)0 2.31(s0 3H)O 1.91(t0 2HO JO 7.5)0 ESI-MS m/z0 362(MHM)O

oooooo

001630 2-(4-0000000-1-000000)-N*-@I0000000)-N8,N6-O0D0DO
0-4,6-000000000:000@6HH0O0(@OO0DDO0I1200)I 000000000
O *H NMR(400MHz[ CDCI5)8 7.11(t0 1HO JO 8.3)0 6.92(t0 1HO JO 2.4)0 6.78-6.73(m0
1H)O 6.53-6.48(m0 1H)O 6.39(br sO 1H)O 5.27(s0 1H)O 3.72(t0 4HO JO 5.0)0 3.71(s
0 3H)O 2.92(sO 6H)O 2.55(t0 4HO JO 5.1)0 2.28-2.18(m0 1H)O 1.87-1.79(m0 2H)O 1.7
7-1.68(m0 2H)O 1.56(d0 1HO JO 12.4)0 1.24-1.08(m0 4H)O 1.080.97(m0 1H)O ESI-MS m
/z0 411(MHY)O

0oooooo

001640 2-(4-0 00 0-1-000000)-N*-@DO0D0O00DO0DO)-N6,N-0000O-4,6
-00000000000@40004H)00(@MODO01300)00000000000TH NM
R(400MHzO CDCl3)8 7.37-7.31(m0 5H)O 7.28-7.17(m0 2H)O 6.98(ddd0 1HO JO 0.70 2.0
0 8.1)0 6.67(ddt0 1HD JO 0.90 2.00 8.3)0 6.30(br s 1H)O 5.27(s0 1H)O 3.79(t0 4H
0 JO 5.1)0 3.55(s0 2H)0 3.00(s0 6H)O 2.50(t0 4HO JO 5.0)0 ESI-MS m/z0 407 (MHY)O
oooooo

O01650N*-@B-00000000)-N6,N6-0 000 -2-[4-R0O0O00DO0DO0O)-1-000
000]1-4,6-00000000000000000O00O00Y NMR(400MHzO CDCI3)d 7.24(dd
0 1HO JO 1.20 5.2)0 7.19(t0 1HO JO 8.1)0 6.99(t0 1HO JO 2.0)0 6.96-6.91(m0 2H)O
6.83(dddC 1HO JO 0.80 1.70 7.9)0 6.57(dd0 1HO JO 2.00 8.2)0 6.25(br sO 1H)O 5.33
(s 1H)O 3.81(t0 4HO JO 5.2)0 3.78(s0 3H)O 3.76(s0 2H)O 2.99(sO 6H)O 2.53(t0 4H
0 JO 5.1)0 ESI-MS m/z0 425(MH*) 0

0oooooo

0oi1660 2-[4-(2-0 0 000000)-1-000000]-N-@BUODOO0OO0DO)-000
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0-4,6-0000000000000C@O0000)J00000M NMR(400MHzO CDCI3)3
7.40(dd0 1HO JO 1.60 7.6)0 7.23(dd0 1HO JO 1.20 7.6)0 7.19(t0 1HO JO 8.3)0 7.01(
t0 1HO JO 1.9)0 6.95(dt0 1HO JO 1.00 7.3)0 6.87(dd0 1HO JO 1.10 8.3)0 6.82(dddO
1HO JO 1.00 2.00 8.2)0 6.57(dddd 1HO JO 0.70 2.50 8.2)0 6.26(br s 1H)O 5.32(sO
1H)O 3.82(s0 3H)O 3.81(t0 4HO JO 5.1)0 3.78(s0 3H)O 3.62(s0 2H)O 2.99(sO 6H)O 2.
55(t0 4HO JO 5.0)0 ESI-MS m/z0 449(MHY)O

oooooo

001670 2-(4-0 000 -1-000000)-N*,N*-00 00 -N°-[(AR,25)-1,7,7-0 00 O
00000([2.2.1]000-2-007-4,6-0000000000000(@O0O0O00OA12000
16H)D O (M 0001300 )0 0000000000 NMR(400MHzO CDCl3)8 7.37-7.22(m
0 5H)0 4.82(s0 1H)O 4.51(br sO 1H)O 3. 74(m0 4H)O 3.53(s0 2H)O 2.97(s0 6H)O 2.47
(t0 4HO JO 4.7)0 2.39-2.30(m0 1H)O 1.76-1.68(m0 4H)O 1.66(t0 1HO JO 4.7)0 1.41-1
.31(m0 2H)O 0.96(s0 3H)D 0.88(s0 3H)O 0.86(s0 3H)O ESI-MS m/z0 449(MH™)DO
oooooo

001680 N*-(2-0 00 000)-2-(4-0000-1-000000)-N,N-0000-4,6-0
0000000000000 O00D0D)I00D00D0DO0O0O0O0DYH NMR(400MHZ
0 CDCl3)d 7.39-7.21(m0 5H)O 4.83(s0 1H)O 4.72(br sO 1H)O 3.74(m0 5H)O 3.52(s0 2H
)0 2.98(s0 6H)O 2.46(t0 4HO JO 5.3)0 2.05-1.53(m0 14H)0 ESI-MS m/z0 447 (MH*)O
0oooooo

001690 2-(4-0000-1-000000)-N*-@-tert-0 00000000 0O)-N8,N®-0O
000-4,6-00000000000@O00016H)0D0MODOO01300)0 00000
00000 *H NMR(400MHzO CDCI5)8 7.36-7.22(m0 5H)O 4.82(s0 1H)O 3.74(t0 4HO JO 4
.7)0 3.53(s0 2H)O 3. 33(s0O 1H)O 2.98(s0 6H)O 2.46(t0 4HO JO 4.7)0 1.15-0.91(m0 9
H)O 0.86(s0 9H)O ESI-MS m/z0 451(MH*)O

oooooo

001700 2-(4-0 000 -1-000000)-N*-0000000-N8,N6-00 00 -4,6-00
00000000000 @eHDODO0DO0O000000000H NMR(400MHzO CDCl5)7.39-7
.21(m0 5H)0 4.79(s0 1H)O 4.34(s0 1H)O 3.74(t0 4HO JO 4.7)0 3.53(s0 2H)O 2.99(sO
6H)O 2.40(t0 4HO JO 4.6)0 1.93-1.49(mO0 15H)0 ESI-MS m/z0 423(MHY)O

0oooooo

001710 2-(4-0000-1-000000)-N*-@000D0000)-N8,N-0D0 00 -4,6-
00000000000 @400)00(@O0D01300)00000000000TH NMR(400
MHzO CDC13)3 7.38-7.22(m0 9H)O 6.31(br sO 1H)O 5.21(s0 1H)O 3.78(t0 4HO JO 5.1 H
z)0 3.55(s0 2H)O 2.99(s0 6H)O 2.49(t0 4HO JO 5.1)0 ESI-MS m/z0 423(MH* with 35CI
YO 425(MH* with 37Cl)O

0oooooo

001720 2-(4-0 00 0-1-000000)-N-RB-000-4-0000000)-N,N-O00D
0-4,6-00000000000@O00001200016H)00 (@M O O001300)0 0000
000000 M NMR(400MHzO CDCI,)8 7.43(d0 1HO JO 2.1)0 7.38-7.09(m0 5H)O 7.07(d
0 1HO JO 2.1)0 7.05(d0 1HO JO 2.6)0 6.02(s0 1H)O 5.21(s0 1H)O 3.78(t0 4HO JO 5.6
)0 3.54(s0 2H)O 2.99(s0 6H)O 2.49(t0 4HO JO 5.0)0 2.31(sO 3H)O ESI-MS m/z0 437 (M
H* with 3°C1)0 439(MH* with 37CI)O

0oooooo

001730 2-(4-0 000 -1-000000)-N*N*-0D0 00 -N(1,2,3,4-000000-2-
000000)-4,6-0000000000000@6HIDO0DO000O0O00O00MNM
R(400MHz CDCI3)8 7.41-7.04(m0 9H)D 4.99(s0 1H)O 4.91(sO 1H)D 3.74(m0 4H)O 3.53(
sO 2H)O 3.47(m0 1H)O 2.99(s0 6H)D 2.90-2.69(m0 2H)O 2.49(m0 4H)D 2.09-1.71(mO 4H
)0 ESI-MS m/z0 443(MHY)O

0oooooo

O01740N* N*-0 00 0-N6-(4-0000000)-2-[(4-(UOOOO00DO)-1-0000
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00]1-4,6-0000000000000(NaBH(0AC);0 CH,ClLL,LO OO D)0 00000 N
MR(400MHzO CDC13)8 7.17(d0 2HO JO 8.3)0 7.15-7.09(m0 2H)O 7.03-6.94(m0 3H)O 5.22
(br sO 1H)O 4.85(s0 1H)O 3.86-3.79(m0 4H)O 3.77(s0 2H)O 2.98(sO 6H)O 2.62-2.53(m
0 4H)O 2.32(sO 3H)O ESI-MS m/z0 409(MH*)DO

0oooooo

001750 2-[4-(2-0 0 000000)-1-000000]-N*N*-0000-N-(4-000 D0
000)-4,6-00000000000000000O00O00%Y NMR(400MHzO CDCI3)d 7.40(dd
0 1HO JO 1.60 7.5)0 7.23(dt0 1HO JO 1.40 7.6)0 7.17(d0 2HO JO 8.4)0 7.10(d0 2HO
JO 8.3)0 6.94(t0 1HO JO 7.5)0 6.87(d0 1HO JO 7.6)0 6.17(br sO 1H)O 5.24(sO 1H)O
3.82(sO 3H)O 3.79(t0 4HO JO 5.0)0 3.62(s0 2H)O 2.97(s0 6H)0 2.55(t0 4HO JO 5.0)
0 2.31(sO 3H)O ESI-MS m/zO 433(MH*)O

0oooooo

001760 N2-2-0000000)-N*N*-0000-N-(4-0000000)-2,4,6-000
0000000000000 (@OOO0D1000) 00000 (ert-0 0000000001
100 0 16 h)J 0 0O O O O *H NMR(400MHz[J CDCl3)3 7.19-7.10(m0 6H)0 6.67(dt0 1HO JOI
0.80 7.3)0 6.59(dd0 2HO JO 0.80 8.4)0 6.31(br sO 1H)O 5.28(sO 1H)O 4.99(sO 1H)O
3.66(q0 2HO JO 6.0)0 3.49(sO 1H)O 3.37(t0 2HO JO 6.0)0 3.00(s0 6H)O 2.33(sO 3H)
0 ESI-MS m/z0 363(MH™)O

0oooooo
O001770N-@-00000000)-N2,N6,N®-00000-N2-[2-(2-00000)000]
-2,4,6-0 0000000000000 C@0O00001400 0 15H)0 0O (CH,CIL,O0 A O TEA)
0O000D0@OO0OO0D0TEADA 0400 0)00 0000 *H NMR(400MHzO CDCI3)8 8.55(d0
1HO JO 4.7)0 7.58(t0 1HO JO 7.4)0 7.25-7.16(m0 2H)O 7.15-7.06(m0 2H)O 6.89(d0 1H
0 JO 8.1)0 6.57(d0 1HO JO 6.7)0 6.30(br sO 1H)O 5.31(s0 1H)O 3.95(t0 2HO JO 6.4)
0 3.78(s0 3H)O 3.18-3.06(m0 5H)0 3.02(s0 6H)O ESI-MS m/z0 379(MH*) O

0oooooo

001780N*-(4-0 00000000 D00)-N6,N,-0D0 00 -2-[4-(2-00000)-1-00
00007-4,6-0000000000000 (CHyCI,O EtgNO Me,NHHCIO O 780 O 3.5 [
000780 00000000000000)I00000000O00O0OYH NMR(400MHzO
CDCI3)3 9.90(br sO 1H)O 8.19-8.16(m0 1H)O 8.09-8.06(m0 1H)O 7.89-7.85(m0 1H)O 7.
20-7.18(m0 4H)O 5.28(sO 1H)O 3.99(t0 4HO JO 5.3)0 3.73(t0 4HO JO 5.3)0 3.04(s0 6
H)O 2.53-2.44(m0 1H)O 1.91-1.71(m0 4H)0 1.46-1.71(m0 6H)O ESI-MS m/z0 459(MH*)O
0oooooo

001790 N*-[3-(0 00 O00D00)0D0O00O]-Ne,N-DO0D00O-2-[4-(2-00000)-1-0
0000071-4,6-0000000000000 (CH,CI,O EtgNO Me,NHHCIO O 780 O 3.50
000780 00000000000000) 000000000000 NMR(400MHzO
CDCI3)8 9.82(br sO 1H)O 8.17-8.15(m0 1H)O 8.09-8.06(m0 1H)O 7.89(d0 1HO JO 2.8)
0 7.45-7.29(m0 9H)O 5.32(s0 1H)O 5.05(s0 2H)O 4.03(t0 4HO JO 5.6)0 3.74(t0 4HO J
0 5.0)0 3.05(s0 6H)O ESI-MS m/z0 483(MH*)O

0oooooo

001800 N*-(2,3-0 000 -1H-0000-5-00)-N6,N6-0 000 -2-[4-2-00000)
-1-000000]7-4,6-0000000000000 (CHyCI,O EtgNO Me,NHHCIO O 780 O
3500007800 0000000000000)I0D00O00D0O0OOONOOYH NMR(400
MHz CDCl3)3 10.01(br sO 1H)O 8.16(s0 1H)O 8.10-8.97(m0 1H)O 7.91-7.87(m0 1H)O 7
.19(d0 1HO JO 6.3)0 7.13(s0U 1H)O 7.04(d0 1HO JO 7.6)0 5.23(s0 1H)O 4.03(t0 4HO J
0 5.2)0 3.74(t0 4HO JO 5.1)0 3.05(s0 6H)O 2.89(t0 2HO JO 6.9)0 2.14-2.04(m0 4H)
0 ESI-MS m/z0 417(MH™)DO

oooooo

O01810N4N*-0 000 -N-(4-0000000)-2-[4-R-00000)-1-000000
1-4,6-0 000000000000 (CH,CI,O EtgNO Me,NHHCIO O 780 O 3.50 0 0O O 780
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0000000000000 0)000000000000 M NMR(400MHzO CDCI3)5 10
.01(sO 1H)O 8.17(sO 1H)O 8.12-8.09(m0 1H)O 7.90(d0 1HO JO 2.6)0 7.18(d0 2HO JO 8
.6)0 7.16(d0 2HO JO 8.1)0 5.19(s0 1H)O 4.184.02(m0 4H)O 3.77(t0 4HO JO 5.1)0 3.2
0(br s 3H)O 2.99(br sO 3H)O 2.35(s0 3H)O ESI-MS m/z0 391(MHY)O
oooooo
001830N*-(3,4-0 0000 000)-N6N6-O0D0DDO-2-[4-(2-00000)-1-0000
00]1-4,6-0000000000000 (CHyCI,O EtaNDO Me,NHHCID O 780 0 3.50 O 0 O
780 00000000000000)I000000000000M NMR(400MHzO CDCI3)
5 8.75(br sO 1H)O 8.16(d0 1HO JO 1.3)0 8.08(dd0 1HO JO 1.50 2.8)0 7.88(d0 1HO J
0 2.5)0 7.10(d0 1HO JO 7.8)0 7.08-7.00(m0 2H)O 5.26(s0 1H)O 4.00(t0 4HO JO 5.1)
0 3.72(t0 4HO JO 5.0)0 3.03(s0 6H)O 2.24(s0 6H)O ESI-MS m/z0 405(MH*) O
oooooo
001840 1-[2-(4-0000-1-000000)-6-(4-00000)-4-0000007-4-0
O000-00000a(CH,Cl,0 0780 04H)ON(4H)O OO OO 0D OO OO NMR(400
MHzO CDCl3)3 7.38-7.30(m0 5H)0 7.19-7.10(m0 4H)0 6.24(s0 1H)O 5.40(s0 1H)O 3.84-
3.75(m0 8H)O 3.56(s0 2H)O 2.54-2.43(m0 8H)O 2.32(s0 3H)O ESI-MS m/z0 457 (MHY)O
0oooooo
00180 N4 N*-0 00 0-N6-(2-00000000)-2-[4-(2-00000)-1-00000
0]1-4,6-0 000000000000 (CHCIL,OTead 00O O0DODO78000000000
0000)00O0000000000O0MH NMR(400MHzO CDCl5)3 8.22-8.18(m0 1H)O 7.56
-7.40(m0 2H)O 7.25-7.07(m0 3H)O 6.75-6.60(m0 2H)O 6.04(s0 1H)O 5.04(s0 1H)O 3.91
(O 4H)0O 3.62(m0 4H)O 2.96(s0 6H)0 2.60(t0 2HO JO 7.5)0 1.62(mO 2H)O 0.96(t0 3H
0 JO 8.8)0 ESI-MS M/z0 418(MHY)O
0oooooo
001860 N*-(2-0000000D0)-N6,N-0000-2-[4-(R2-00000)-1-00000
0]1-4,6-0 000000000000 (CHC L,OTEAD D DD ODODO78000000000
0000)00O0000000000M NMR(400MHzO CDCI5)3 8.20-8.18(MO 1H)O 7.54
-7.45(M0 1H)O 7.34-7.04(m0 9H)O 6.73-6.59(m0 2H)O 5.99(BR SO 1H)O 5.01(s0 1H)O 3
.99(s0 2H)O 3.93-3.83(m0 4H)0 3.66-3.57(m0 4H)O 2.96(s0 6H)O ESI-MS M/Z0 466 (MH*
YO
0oooooo
O01870N*-(4-00000000)-N6,N-0 000 -2-[4-(2-00000)-1-00000
1-4,6-0 000000000000 (HCLOTEAD D OODODODO780 00000000
000) 0000000000000 ESI-MS m/z0 460(MHY)O
ooooo
01880 N*-(4-0 000000 O0)-N8,N6-0 000 -2-[4-(2-00000)-1-00000
1-4,6-0 000000000000 (CHCLOTEAD DO ODODODO780 00000000
000)d0D0O0O000000000 Y NMR(400MHzO CDCI5)8 8.22-8.18(m0 1H)O 7.52
7.45(m0 1H)O 7.32-7.09(m0 9H)O 6.78(d0 1HO JO 9.2)0 6.65-6.59(m0 1H)O 6.24(br s
1H)O 5.29(s0 1H)O 3.96(s0 2H)O 3.91-3.83(m0 4H)0 3.63-3.55(m0 4H)O 3.00(s0 6H)
ESI-MS m/z0 466 (MH*)[
ooooo
01890 N*-(4-0 000000 0)-N8,N6-0 000 -2-[4-(2-00000)-1-00000
0]1-4,6-0 000000000000 (CHCILLOTEAD D DO OODO780000003 00
000)dODO0O0O000000000 M NMR(400MHzO CDCI,)8 8.258.18(m0 1H)O 7.57-7.
44(m0 1H)O 7.38-7.08(m0 4H)O 6.75-6.57(m0 2H)O 6.26(br sO 1H)O 5.29(sO 1H)O 3.95
-3.85(m0 4H)0 3.71-3.56(m0 4H)O 3.00(s0 6H)0 2.57(t0 2HO JO 5.2)0 1.84-1.51(m0 4
H)O 1.40-1.16(m0 6H)0 0.93-0.82(m0 3H)O ESI-MS m/z0 474(MH")O
oooooo
001900 N*-(3,4-0 0 000000)-Ne,N6-O0D0D0O-2-[4-2-00000)-1-0000
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00]1-4,6-0000000000000(CHCILOTEAD DD OOOD7800000000
00000)0000000000O00OM NMR(400MHzO CDCI3)8 8.25-8.19(m0 1H)O 7.
55-7.44(m0 1H)O 7.31-7.23(m0 1H)O 7.14-7.02(m0 2H)O 6.73-6.59(m0 2H)O 6.18(br s
0 1H)O 5.29(s0 1H)O 3.95-3.85(m0 4H)O 3.67-3.55(m0 4H)O 3.00(s0 6H)O 2.24(s0 3H)
0 2.23(s0 3H)O ESI-MS m/z0 404(MH*)O

0oooooo

001910 N*-B-0 000000 000)-Ne,N6-O00D00-2-[4-(2-00000)-1-000
000]1-4,6-0 000000000000 (CHCILOTEADDODODODO780000000
000000)IDO00D0O000D00O00OY NMR(400MHzO CDCl3)8 8.25-8.19(m0 1H)O
7.54-7.45(m0 1H)O 7.31-7.21(m0 2H)0 7.13-7.08(m0 1H)O 6.95-6.88(m0 1H)O 6.746.60
(mO 2H)O 6.29(br sO 1H)O 5.37-5. 34(mO0 1H)O 3.96-3.87(m0 4H)O 3.68-3.57(m0 4H)O
3.00(s0 6H)O 2.952.85(m0 1H)O 1.36-1.19(md 6H)O ESI-MS m/z0 418 (MH*)O
0oooooo

001920 N4 N*-0 000 -N-(4-00000000)-2-[4-(R2-00000)-1-00000
0]1]-4,6-0 000000000000 (HCILOTEADODOODODO780 00000000
0000) 0000000000000 NMR(400MHzO CDCl3)8 8.22(s0 1H)O 7.55-7.44
(md 1H)O 7.37-7.07(m0 4H)O 6.766.59(m0 2H)O 6.28(br sO 1H)O 5.29(s0 1H)O 3.96-3.
86(m0 4H)O 3.69-3.56(m0 4H)0 3.00(s0 6H)0 2.57(t0 2HO JO 5.1)0 1.74-1.51(m0 4H)
0 1.41-1.08(mO 8H)O 0.93-0.82(m0 3H)O ESI-MS m/z0 488(MH*)O

0oooooo

001930N-B-0000000)-N6,N6-0 000 -2-[4-(2-00000)-1-000000
1-4,6-0 000000000000 (CHCILOTEAD DD ODOO780 000000000
000)I0D0000000D0O0O0O0 ™ NMR(400MHzO CDCI5)8 8.29-8.18(m0 1H)O 8.01-7
.93(m0 1H)O 7.56-7.45(m0 1H)O 7.39-7.29(m0 1H)O 7.11-6.95(m0 2H)0 6.78-6.56) (MmO
2H)0 6.42-6.25(m0 1H)O 5.34(s0O 1H)O 3.95-3.85(m0 4H)0 3.65-3.56(m0 4H)O 3.00(sC
6H)O ESI-MS m/z0 502(MH™)O

oooooo

001940 N4-4-0000000)-N6,Ne-D 00 0-2-[4-R-00000)-1-000000
1-4,6-0 000000000000 (CHCILOTEAD DD ODOOO780 000000000
000)I0D00000000O0OO0 ™ NMR(400MHzO CDCI5)8 8.28(sO 1H)O 7.53-7.42(m
0 1H)O 7.35-7.24(m0 2H)O 7.116.95(m0 2H)O 6.76-6.57(m0 2H)O 6.21(s0 1H)O 5.29(s
0 1H)O 3.97-3.86(m0 4H)O 3.67-3.57(m0 4H)O 3. 00(sO 6H)O ESI-MS m/z0 410(MH")O
0oooooo

001950 N°-(2-0000000)-N4AN*-OD0D0D0-2-[4--00000)-1-000000
1-4,5-00 00000000000 (HCLO0TEADDODODODODO780 000000000
0000000000000 OO ™ NMR(400MHzO CDCI5)8 8.50-8.10(m0 2H)O 7.55-7
.12(m0 4H)O 7.05-6.90(m0 2H)O 6.61(s0 1H)O 5.31(s0 1H)O 3.95-3.85(m0 4H)O 3.65-3
.54(m0 4H)O 3.00(s0 6H)O ESI-MS m/z0 410(MHY)O

0oooooo

001960 N*-(3,4-0 00 000000)-N6,N6-OD0D00-2-[4-(2-00000)-1-000
000]1-4,6-0 000000000000 (HCLOTEADDOODODDO780000000
000000)I000000000000M NMR(400MHzO CDCI3)8 8.31(sO 1H)O 7.59-
6.95(m0 4H)O 6.68-6.54(m0 2H)O 6.29(s0 1H)O 5.27(s0 1H)O 3.94-3.82(m0 4H)O 3.633
.51(m0 4H)O 3.01(s0 6H)O ESI-MS m/z0 412(MHY)O

oooooo

O01970N*-[3-0 0 00-5-(000000000)0000]-N8,N-000 0 -2-[4-C2-
00000)-1-0000007-4,6-0000000000000(CH,CLOTEAD DO O OO
00780 000000000000)I00000000000O00Y NMR(400MHzO CDCI3)
d 8.26-8.18(m0 1H)O 7.58-7.11(m0 3H)O 6.77-6.38(m0 3H)O 6.34(s0 1H)O 5.25(s0 1H)
0 3.96-3.88(m0 4H)O 3.85(sO 3H)O 3.69-3.55(m0 4H)O 3.00(s0 6H)O ESI-MS m/z0 474(
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MH*) O

oooooo

001980 N N*-O 00 0-2-[4-(2-00000)-1-0000007]-N-(2,3,4-00000
00000)-4,6-0000000000000CHCILOTEAODODODDOOO7800000
00000000)I00000000000OH NMR(400MHzO CDCI3)3 8.26-8.18(m0 1
H)O 7.58-7.11(m0 3H)O 6.77-6.38(m0 2H)0 6.34(s0 1H)O 5.25(s0 1H)O 3.96-3.88(m0 4
H)O 3.85(s0 3H)O 3.69-3.55(m 4H) 3.00(s0 6H)O ESI-MS m/z0 430(MH*) O
0oooooo

001990 N*-(4-000-2-00000000)-N6,N-ODD000-2-[4-(2-00000)-1-
000000]1-4,6-0 000000000000 (CHCILLOTEADDO DO O OO 780000
000000000)000000000000 NMR(400MHzO CDCL3)8 8.27-8.17(m
0 1H)O 7.61-7.01(m0 4H)0 6.75-6.57(m0 2H)O 6.34(br sO 1H)O 5.23(s0 1H)O 3.95-3.8
5(m0 4H)O 3.68-3.59(m0 4H)O 3.00(sC 6H)O ESI-MS m/z0 472(MH*)O

0oooooo
002000N*-(4-0000-3-0000000)-N6,N-0D000-2-[4-2-00000)-1-
000000]1-4,6-0000000000000(CHCILLOTEADODO DO OOO7800 00
000000000)000000000000H NMR(400MHzO CDCI5)8 8.27-8.17(m
0 1H)O 7.56-7.47(m0 1H)O 7.21-6.89(m0 3H)O 6.75-6.58(m0 2H)0 6.24(br sO 1H)O 5.1
8(sU 1H)O 3.95-3.84(m0 4H)0 3.69-3.55(m0 4H)O 3.00(s0 6H)0 2.25(s0 3H)O ESI-MS m
/20 408(MH")O

0oo0oooo
002010N*-(2,5-000000000)-N6,N6-0D000-2-[4-(2-00000)-1-000
000]1-4,6-0 000000000000 (HCLOTEADDOODODDO780000000
000000)I00000000000O00M NMR(400MHzO CDCI3)d 8.27-8.16(m0 1H)O
7.96-7.86(m0 1H)O 7.56-7.43(m0 1H)O 6.93-6.42(m0 5H)0 5.31(s0 1H)O 4.01-3.90(m0
4H)0 3.84(sO 3H)O 3.79(s0 3H)O 3.70-3.54(m0 4H)O 3.04(s0 6H)O ESI-MS m/z0 436(MH
0

0oooooo
002020N*-(3,5-000000000)-N6N-DD000-2-[4-(2-00000)-1-000
000]1-4,6-0 000000000000 (HCLOTEADDOODODDO780000000
000000)I00000000000O00M NMR(400MHzO CDCI3)d 8.20 6-8.17(m0 1H)
0 7.55-7.44(m0 1H)O 6.73-6.58(m0 2H)O 6.59-6.53(m0 2H)0 6.23(br sO 1H)5.37(s0 1H
)0 3.98-3.88(m0 4H)0 3.77(s0 6H)O 3.62-3.58(m0 4H)0 3.01(sO 6H)O ESI-MS m/zO 436
(MHYHDO

0oooooo
O02030N*-[3-(U000000)IO000]-2-[4-GB-0000000)-1-0000007
N6 N6-OD 0 O0D0-4,6-0000000000000CHCLOTEAD DO ODODDO 78000
0000000000 )INTEA)DODOODDOOODD M NMR(400MHzO CDCI5)8 7.55-6
.26(m0 14H)0 5.29(s0 1H)O 5.06(s0 2H)O 3.97-3.82(m0 4H)O 3.21-3.14(m0 4H)O 3.01(
sO 6H)0 ESI-MS m/z0 560(MH*)O

0oooooo

002040 N*-(2-000-4-0000000)-N6,N6-0 000 -2-[4-(2-00000)-1-0
00000]1-4,6-0 000000000000 CHCILOTEADO DO DO OO7800000
00000000)000000000000 ™ NMR(400MHzO CDCI5)8 8.20 6-8.16(m
0 1H)O 7.81(d0 1HO JO 8.8)0 7.52-7.44(m0 1H)O 7.38(d0 1HO JO 8.5)0 7. 08(d0 1HO
JO 8.5)0 6.72(m0 2H)O 6.47(br sO 1H)O 5.24(s0 1H)O 3.90(t0 4HO JO 6. 3)0 3.61(t
0 4HO JO 6. 4)0 3.01(sO 6H)O 2.28(sO 3H)O ESI-MS m/z0 468(MH*)O

0oo0oooo
002050N*-(2,4-00000000)-N6,N6-00D00-2-[4-(2-00000)-1-0000
00]1-4,6-0000000000000(CHCILOTEAD DO OODOD7800000000
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0000)I000000000000 *H NMR(400MHzO CDCI)3 8.25-8.17(m0 1H)O 8.

21(d0 1HO JO 9. 2)0 7.49(t0 1HO JO 9.0)0 7.38-7.16(m0 2H)O 6.71-6.59(m0 2H)O 6.5
7(br sO 1H)O 5.25(s0 1H)O 3.93-3.85(m0 4H)O 3.65-3.55(m0 4H)0 3.03(sO 6H)O ESI-M

S
O
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0
0
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m/z0 444(MHY)O

ooooao

02060 N*-3-00000000)-NN-OD00D0-2-[4-(R2-00000)-1-000000
4,6-0 000000000000 (CHCILOTEAD DD OODODO780000000000
00)I00D0000000000YH NMR(400MHzO CDCI5)8 8.25-6.39(m0 9H)O 5.30(s
1H)O 3.97-3.85(m0 4H)O 3.743.58(m0 4H)O 3.01(sO 6H)O ESI-MS m/z0 394(MHY)O
ooogoao

02070 N4 N*-D 000 -2-[4-(2-00000)-1-000000]-Ne-[3-(CO00D000
00D0)ID0O0]-4,6-0 000000000000 (CHCILLOTEAD DD O DO O 780
0000000000 0)I0D00000000O0DOESIMS m/z0 460(MHT)DO
ooooao

02080 N*-(2,5-00000000)-N8,N-0 D000 -2-[4-(2-00000)-1-0000
0]1-4,6-00000000000000000(HCILOTEADDODODOOO780000
00000000)00D00000000000ESI-MS m/z0 445(MHY)O

ooooao

02090 N4,N*-0 00 0-Ne-(4-0ROOYLO OO O)-2-[4-(2-00000)-1-00000
1-4,6-0 000000000000 (HCILLOTEAD O DO ODOO780 00000000
000)0DO00DO000000000ESI-MS m/z0 418(MHY)O

ooooao

02100 N4, N*-O0 00 O0-N-(4-00000000)-2-[4-(R-00000)-1-00000
1-4,6-0 000000000000 (HCLOTEAD DO ODODODO780 00000000
000)00D00DO00O0000000ESI-MS m/z0 446(MHY)O

ooooao

02110 N*-(4-sec-0 00 DO D O)-N6,N6-O0 D00 -2-[4-(2-00000)-1-0000
0]1-4,6-0 000000000000 (CHCILOTEAODDODODOOOO7800000000
0000)IO0DO00D00000O0DESI-MS m/zO 432(MHY)0

ooooao

02120 N4-2-tert-0 0 0000 DO)-N®,N®-0 000 -2-[4-(2-00000)-1-000
00]1-4,6-00000000000000000(CHCLOTEAD DO DO OO 78000
00000000D0)I00000000000OESI-MS m/zO 432(MH)O

ooooao

02130N*-(2,5-00000000)-N6,N-0 D000 -2-[4-(2-00000)-1-0000
0]1-4,6-0 000000000000 (HCILOTEADDODODOD7800000000
0000)I0DO00D00000OODESI-MS m/z0O 404(MHY)O

ooooao
02140N*-(3,5-00000000)-N6,N®-0000-2-[4-2-00000)-1-0000
0]1-4,6-00 00000000000 (CHCILOTEADDODODOD7800000000
0000)I00DO0000000O00O0ESI-MS m/zO 404(MHY)O

ooogoao

02150 N4-(2,3-00000000)-N6,N6-0 000 -2-[4-R-00000)-1-0000
0]1-4,6-0 000000000000 (CHCILOTEAODDODDOOOO7800000000
0000)IO00DO00D00000O00O0ESI-MS m/z0O 404(MHY)O

ooooao

02160N*-B-00000000)-N6,IV6-0 000 -2-[4-(2-00000)-1-0000
0]1-4,6-0 000000000000 (CHCILOTEADDODODOOO7800000000
0000)IO00DO00D00000O00O0ESI-MS m/z0 466(MHY)O

0ooooao
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002170N*-(4-000-2-0000000)-N6,N-0 000 -2-[4-(2-00 00 0)-1-0
00000]1-4,6-0 000000000000 (CHCLOTEAD DO DODOD7800000
000D000D00)00D0D000D00000OO0ESI-MS m/z0 489(MHY)O
oooooo
002180N*-(2,3-00000000)-N6,N-0DD00D0-2-[4-(2-00000)-1-0000
00]1-4,6-0 000000000000 (CHCILOTEAD DO ODODO7800000000
00000)IDO0000000O00OOESI-MS m/z0 445(MHY)O
oooooo

002190 N N*-0 000 -2-[4-(2-00000)-1-0000007]-N-(2,4,5-00000
00000)-4,6-0000000000000CHCILOTEADODODDOOO7800000
00000000)d000000000000ESIMS m/zO 430(MHY)O
0oooooo

O002200N*-(5-0 0 0-2-00000000)-N6,N-0D000-2-[4-(2-00000)-1-
000000]1-4,6-0000000000000(CHCILLOTEADDO DO OOO780000
000000000)000000000000dESI-MS m/z0 440(MH*)DO
0oooooo

O02210N*N*-0 000 -2-[4-(2-00000)-1-0000007]-N-(3,4,5-00000
00000)-4,6-0000000000000(CHCILOTEADOODDOOO7800000
000000D00)000000000000O0O0ESIMS m/zO 430(MHY)O

0oooooo
00220N*-(2-000-5-00000000)-N6,N6-0D000-2-[4-(2-00000)-1-
000000]-4,6-0000000000000(CHCILOTEADDODODOODO 780000
000000D00D0)I00000000000OESI-MS m/zO 428(MH™)D

oooooo

002230N*-(2-000-4-0000000)-N6,N-0 000 -2-[4-(2-00 00 0)-1-0
00000]1-4,6-0 000000000000 (CHCLOTEAD DO DODOD7800000
00000000) 0000000000000 ESI-MS m/z0 424(MHY)O

oooooo

O02240N*-@B-0000000)-N8,N®-0 000 -2-[4-(R2-00000)-1-000000

1-4,6-0 000000000000 (CH,CLOTEADDODOOOO780 000000000
000)I00O00O00O00O0O0O0OESI-MS m/zO 410(MH*)O

0ooooon
0022502-(4-0000-1-000000)-N*-[3-0000-5-(000000000)00
OO0]1-N6,N-0000-4,6-0000000000000(MO0O00750)d0(@O00
01200)0 00000000 00ESI-MS m/z0 487(MH*)O

oooooao
0022602-(4-0000-1-000000)-N*-[2-0000-5-(000000000)00
OO0]1-N6,N-0000-4,6-000000000000000(CCO0O0001200)000
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yoooo
Do0o0o0a0
000001-(3-0000)-1H-00000-2,3-0000

000000000 (56.9mL0 0.408mol)0 O O CH,CI,(500mL)0 O 1H-0 0 0 O O -2,3-0
0 0 (15.0g0 0.102mol)0 0 O O (11)(46.0g0 0.255mol)0 00 03-00 000 00 O (19.
690 0.153mo)0 00 000000000000 OCOONCOONCOONCOONCOONOONOONOOO
ODOO0ODEtACD DD DO (0 10300m)0 0000000000000 000000000
EtOAc(10 1) 0 0000000000000 00000000000000000000

(1.1g0 500 )O
0oooo

0000 (@E)-3-[(4-0000000)000]1-1-(3-0000)-1,3-0000-2H-00

10 HOAC/MeOH(8mL)O 0 1-(3-0 0 0 0 )-1H-0 0 0 0 0 -2,3-0 0 O (20mgd 0.087mmol)
00O O 10 HOAC/MeOH(8mL)D O p-0 0 0 0 O (19mg0 0.18mmol)D 000 O OO0 O OO
0000001200000 00005000000000000000000000000
EtOAcD0 000 D0Os(30700.10 TEA) D OO DO COODODCOODOOODODOODOOODOOODOD

0000000 (14mgd 500 )0
Do0o0o00

O
O
O
ooo-2-000
O
O
O

00000 @2)-1-0000 -3-{[4-(3-0000)0000]10003}1,3-00002H-00

ugbo-2-000

0@)-3-[(4-0000000)I00]-1-0000-1,3-0000-2H-00000-2-00
(50.0mgd 0.133mmol)0 0 0000 -3-00 00 (26.0mgd 0.199mmol)0 00000 (0 OO
00000000)30000(0)(31.0mgd THE(SML)D 0 0.0268mmol)0 O O O Na,CO50 O

10

20

30

40



(320) JP 4739650 B2 2011.8.3

O(MO100p L)DOODO06700240000000000000000000000CHC
ILLOODODOODDOO@Gx IML)DO00000000O00CHI,001000000000000
000000000000 0O000O000O00 (18ngd 350 )0

000000

00000 @2)-5-000-3-{[3-(000000000)I000]0003}1,3-0000 -
2H-00000-2-000

000000000000 0000005-000-1H-00000-2,3-000 (1.0g0 0.44
2nmol)0 003-0000000000000 (0.993g0 6.2mmol)0 0 O O 0500 O 120 O
00000000000000000000000000O0 (640mgd 400 )0

Do0o0o0Q0

00000 @2)-5-000-1-0000-3-{[3-(000000000)0000]000 31,
3-0000-2H-00000-2-000

0 5mLO CH,Cl,O0 00 (32)-5-0 00 -3-{[3-(0 00000000)I0007]0003-1,3-
0000 -2h-00000-2-00 (100mgC0 0.272mmol)0 O O O (11)(54mg0 0.33mmol)0 O
0000000 (82.8mgd 0.817mmol)J 0000 OO0 O OO O (40mgd 0.325mmol)0 O O
00000120000000000000000000000EtOAC0 O D000 (30701
000000000 )IO000O00O0TLCOO0O0DOODOOODODOODOOO (22mgd 200 )
O
O

0Do0ooao
00000 (@2)-1,5-00000-3-{[3-(000000000)I0007]000303-0
0D000-2H-00000-2-000
O THRE(SML)O O (32)-5-0 00-1-0000-3-{[3-(000000000)0000]000
}-1,3-0000-2H-00000 -2-00 (22mgd 0.05mmo)0 000000000000
000)DO00O0O0(0)(2.0mgd 0.0lmmo)D 0 00O 0O OO (10mgd 0.08mmol)0 O O O

00 ONay,COz0 00 (2M0100p L)O 670 024000 0000000000000000
OOCHCLLOODODOODOODO@ Im)DO0O0OCHI,0D01000000000000
0000000000000 000O000O0 (4mgd 180 )0

0DO0o0o0oo

000 :5-[(2,3-0000-2,3-0000-1H-00000-1-00)00071-2-00000
O

00000 @5M)005-(000000)-2-000000 (148mgd 1.01mmol)D 00 O O
00000 (om0 O NaH(48mgD 1.20mmol)0 0 000000000000 O00O0O0
0000000000000 O00O0O00O0O0000160000000000000000
D000O0C0O0OO0O0O0OO0EOACD 0000 (@D7) 0000000000000 0O00
00000000000 (56mgd 190 )0

0Do0ooao

00005-[(82)-2-0 00 -3-{[3-(000000000)000]0003%2,3-00

0-1H-00000-1-00)000]-2-0000000
5-[(2,3-0000-2,3-0000-1H-00000-1-00)0007]-2-00000 0 (60mg
0.200mmol)0 0 03-0000000000000 (32mgd 0.200mmol)0 O O O O 1400 O
00000000 O00CHCI,(IM)O DO OO OOEt0ACO 0000 (604) 000000
TLCOOOODODOO0OO0OO0O0OO0O0DO0OO0DO (20mgd 230 )0

0Dooo

0D6-0000-1-0000-1H-00000-2,3-0-000
0O@mL)OON-(B-00000000)-N-0000000 (1.14g0 5.72mmol)0 O
0000000000 (728¢05.75mmol)0 00 0000000000000 0O00
0000000000000 O000O000O000000000E@sn)D0000
00000000000000(0.762g05.72mmol)0 DAICI,0 0000000
0000700016000 0000000000000000E0ACOO OO0
000000000000 0O000O000O0000000000O00 (60mgd 500)
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00000 @2)-1-@-0000000)-3-{[3(000000000)I000]00031,
3-0000-2H-00000-2-000
0 5mL0 CH,Cl,O0 0 (32)-3-{[3(0 00 000000)I000]0003-1,3-0000-2H-

oo

oood
odod
oodd
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0odod
0 920
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0 940
0 950
oono
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0 980
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N O OOoOOoOoOoDoooooooooooDoooooggoe oo ooooogogoogoao

O

oo

0000THRGNLO O (32)-1-(4-0 000000 )-3-{[3-(0 O
J0003-1,3-0000-2H-0000 0 -2-00 (30mgd 0.068)0

0000 -2-00 (100mgd 0.344mmol)0 O O O (11)(93mg0 0.516mmol)0 0 0000 O O
(105mgd 1.03mmo)0 00 04-0 000000000 O (104mgD 0.516mmol)0 0 O O O
0120 000000000000000000000E0AC0 0000 (30701000
000O00)I00O00O0C0TLICOOODCOODOOOOOOOOOOO (65mgd 420 )0

ocooooo)oodod
cooo@OoOooo

O
O

00)I0O00O0 (0)(16.0mgd 0.014mmol)0 0000 OO O O (13mgd 0.101mmol)
O

000000 Nay,C05(0.45M0 300p LYO 670 0400 00 O

ooooogooonob

OOoO0OcCHCIL,OOODOO0O0O0@ mL)yooooocKHcizoo1oo000000a0
ocoTLcOODOO0OO0O0O0O0O0O0O0O0OOO0ODD Gmgd 160 )0

oo

1070 O O O O O Bionet Research Ltd.0O 3 High Ffield Industrial Estatell Cam
Cornwall PL32 9QZO UKD OO OO OOODOOODDODDDODODODODODOOOOOOD

0oo0O0O
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3-[(2-0 O

1-0000
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1-0000
-2-00
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0

0oooo0o)doo]-1-

oooo-1,3-0000-2-00000 -2-

SS-[[3-(c0oobboogo) booOoljooo]-1,3-0000 -2H-0

00O000)0O00]-1-0

0DO0o0O0O0)0oo]-1-0

3-[[4(C 0000000

0O0o00O0)0oo]-1-0
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aad

Oo11o6e01-000 -3-[@B,5-000o0oDOoOO0oO)yoo]-1,3-0000-2H-00 000 -2-
OO0
ogoilo703-[4-O00OC0O0ODOHYO0O]-1l-00DO0DOOD-1,3-0000-2H-O00000 -

2-0 0
ooooDoDoOO0O000O00oooooOODODO0ODO0D0DU0DO0DOoO0ooooOooODDOoDOoDo0ooD@OoO
0000000 ooDooOOoDbOo)Y ooboooooooooOobooooooooooao
gogoooobobobbib b0 ooooooooan

Gardend S. J.0O Da Silvall L. E.O Pintod A.C.0O Synthetic Communications 19980
2800 1679-1689.

Coppolald G. M.O Journal of Heterocyclic Chemistryd 19870 240 1249.

HessO B.A. Jr0 Corbinod S.0O Journal of Heterocyclic Chemistryd 19710 80 161

BryantDD W. M. 1110 HuhnO G. F.O Jensend J.H.O Pierced M. E.O Stammbach C.

0 Synthetic Communications 19930 230 1617-16250
oooooao

001080 1-[(5-0 00 -2-0000)I00]-3{[3-(C00000000)IO000]00
03-1,3-0000-2H-00000-2-000
O1-[(5-000-2-0000)000]-24-00000-2,3-000 (25mgd 0.09mmol) (0 O
0000000)I0OO03-0000000000000 (11.3p LOO0.09mmol) DO 0O OO
0001400 0000000000000 000000D000000007:3000000
000000000000 0O000O0000000000000O0(23mg 0.05mmold 610 )
0 *H NMR(400MHz)O & (0 OO0 00 O )7.57(t0 J0 7.70 1H)O 7.53(t0 JO 7.80 1H)O 7.33
(t0 JO 7.80 1H)O 7.28(sO 1H)O 7.19(d0 IO 7.60 2H)O 6.94-6.72(m0 4H)O 6.56(d0 IO
7.70 1H)O 5.02(sO 2H)O ESI-MS m/z O O O 421(MH*)O

Do0o0o0Q

O1-[(5-000-2-0000)I00]-2H-00000-2,3-0-000

00000000 @OomL)DO0O00D0O0 (125mgl 0.85mmol)D 00000000000 (10mL
YIOODODODODODOODOO0OOO(@OODOO600000024mgd 0.62mmol)J 00000 O
0000000000000000000000000000 @omL)d02-000-5-(0
00000)I0O000E-.12n01.02mmol) 00 0000000000000 OC0O0O0
0D00000000000000160000000000000000000000000
000000000024010000000000000TLC00000000000000
00000000 (53mgd 0.19mmold 220 )T *H NMR(400MHz)O & 7.62(d0 JO 7.40 1H)O 7
.56(t0 JO 7.80 1H)O 7.14(t0 JO 7.70 1H)O 6.94(d0 JO 8.00 1H)O 6.90(d0 JO 3.20 1H
YO 6.78(d0 JO 3.70 1H)O 4.90(sO 2H)O

Do0o0o0Q0

001090 1-(3-0000)-3-{[3(0C0C0000000)I000]000}1,3-0000 -2
H-OOODOO-2-000

01-(3-0000)-2H-0 0000 -2,3-00 0 (25mgd 0.11mmol)(0 0000000 O )0
003-0000000000000 @4p LOO0.1mmoDO OO OO0 DOOC014000000
0000000000000 00000000000003070000000000000
0000000000000000000000000000 (7-3mgd 0.02mmold 220 )
000000 YH NMR(400MHZ)8 7.62-7.19(m0 9H)O 6.94(d0 JO 8.00 1H)D 6.76(t0 IO 7.
60 1H)O ESI-MS m/z O O O 373(MH*)O

Do0o0o00

01-(3-0000)-2H-00000-2,3-0-000

0000000 D@.259023.4mmo)0 00 00O0@OM)0 000000000000
0000000000000 O0(G@GoM))DODIONO0DONONONDONO0NDONO0DOss001600000
00000000000 (@n)O0O0001)(62ng0 0.34mmol)0 O O O O (50mgd 0.34m
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ml)JODOD000000-3-0000(87mg0 0.68mmol)0 000 CO0CO0COCOCOOO
0000 (.10m00.68mmol) 0 00 0000000000000 00001600000
000O000000000000000.10mmol OO O (11)00.10mmol0 3-00 00 O
0000000000000 00000000000000s00000000000
000O0000000000000 970300000000000000000000
0000000000000 000(25mgd 0.11mmol0 330 )*H NMR(400MHz)O & 7.70(d

5.10 1H)O 7.18(t0 JO 7.510 1H)O 7.05(d0 JO 8.00 1H)O

oooogo

01100 2-0 00 -5-[(2-0 0 0-1-0000-1,2-0000-3d00000-3-0000)

00]-2H-0000000-1,3@H)-0-000

1-00000000(0mgd 0.22mmol)0 0 04-000-N-00 0000000 (40mgd 0.
22mmo)0 0000000021500 0000000000000000000000O00O0
003070 0000000000000000000000D0OO0O0ODO0O0O000000
0000 (8mgd 0.02mmold 100 )0 0 O O O O *H NMR(400MHz)O & 7.88(d0 JO 7.80 1H)
7.83-7.80(m0 1H)O 7.51(t0 JO 7.50 1H)O 7.47-7.18(m0 6H)O 7.02(t0 JO 8.00 1H)O
.91-6.79(m0 2H)0 6.58(d0 JO 7.50 1H)O 3.22(s0 3H)O ESI-MS m/z O O O 382(MH*)O
oooogo
01110 1-[(5-000-1-000000-3-00)000]1-3-{[3-(000000000)d
00]J0003¥1,3-0000-2H-00000-2-000
1-[(5-000-1-000000-3-00)J00]-2H-000 00 -2,3-0 00 (50mgd 0.15
mmoN((O 0000000 D)IDO3-00000000000000(0.020mLO 0.15mmol)0
0000000001400 00000000000000103000000000000
0000000000000 0000000D00000000000000000000
0 0 O (13mgd 0.030mmold 180 )0 TH NMR(400MHz)O & 7.98(d0 JO 2.00 1H)O 7.80(d0 J
0 8.60 1H)O 7.58(t0 JO 7.70 1H)O 7.52(d0 JO 8.10 1H)O 7.43(s0 1H)O 7.38(dd0 JO 8
.60 1.901H)07.31(0 0000000 0dtd JO 1.20 7.80 2H)O 7.24(d0 JO 7.80 1H)O
6.87(d0 JO 7.90 1H)O 6.77(t0 JO 7.70 1H)O 6.59(d0 JO 7.70 1H)O 5.20(s0 2H)O ESI-
MS m/z O O O 471(MH* with 3°C1)0O 473(MH* with 37C1)O
oooooo
O1-[(5-000-1-000000-3-00)000]-2H-00000-2,3-0000
00000000 @OmL)ODO0O00O0 (125mgd 0.85mmol)0 000000000 ODO (10mL
Y ODOODDODODODOO(@OODOD60000025mg00.62mmol)D 0000000
0000000000000 00000000000000000 @@omL)003-(@00
0O00)-5-000000[M]00D000@6e7mgd1.02nmo)0 0000000000000
0000000000000 0000016000000000000000000000
000000000000 D0240100000000000000000000DO00O0O
0000000000000 0 (125mgd 0.38mmol 450 )0 *H NMR(400MHZ)O &  7.89(sO
1H)O 7.79(d0 JO 8.50 1H)O 7.65(d0 JO 7.50 1H)O 7.54(t0 JO 8.00 1H)O 7.42(sO 1H)
0 7.38(d0 JO 8.50 1H)O 7.14(t0 JO 7.50 1H)O 6.88(d0 JO 7.80 1H)O 5.13(s0 2H)O
0oooooo
001120 3-(H-00000-5-00000)-1-0000-1,3-00002H-00000 -2-
0001-00000000(51.8mgd 0.23mmol)0 0 05-0 0000 00 O (31mgd 0.23mmo
DODO0O0DO014000000000000000000O000000000000(604)
0000000000000 0000000000000000000000000@o.
8mgd 140 )0 H NMR(400MHz)O & 8.28(sO 1H)O 7.57(t0 JO 7.70 2H)O 7.49-7.40(mO 6H
)0 7.29-7.23(m0 1H)O 7.03(dd0 JO 8.50 1.70 1H)O 6.98(d0 JO 7.60 1H)O 6.83(d0 JO
8.00 1H)O 6.740 JO 7.60 1H)O 6.59(s0 1H)O ESI-MS m/z O 0O O 338(MH*)O
oooooo
001130 3-[(6-000-3-00000)0007-1-0000-1,3-0000-2H-00000

O
O
g
u
O
0 JO0 7.50 1H)O 7.58(t0 JO 7.80 1H)O 7.50(d0 JO 5.10 1H)O 7.48(s0 1H)O 7.24(d0 J
a
O
g
g
u

OO0 0goooQgogao
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-2-0001-00000000 (23.0mgd 0.10mmol)0 0 O05-000-2-0 000000 (12.
8mgd 0.10mmoNO0 00001400 00 0000000000000 O00O0O00O0O00O00
000(@0I2)0000000000000000000000000000000000n
0000 (19.7mgd 590 )0 0 0 O O O *H NMR(400MHz)& 8.15(d0 JO 80 1H)O 7.6-7.2(mO
9H)O 6.85-6.75(m0 2H)O ESI-MS m/z O O O 334(MH*)O

Do0o0o0aQ

001140 3-[(2-000-1,3-00000000-5-00)0007-1-0000-1,3-000
0-2H-00000-2-0005-000-200000000000 (52.2mgd 0.31mmmol)0 1-
00000000 (69.7mg0 0.31mmol)0 00000001400 000000000000
0000000000000 00D0@EGD4)I000N0N0N0N0N0N0N0N0N0NON0NoNONoonoon
000000000000 0000(36.9mgd 32.30)0H NMR 00008 7.9-6.7(mD0 12
H)O 2.9(sO 3H)O ESI-MS m/z O O O 370(MH*)O

Do0o0o0a0

002540 (32)-3-[(3,4-00000000)I00]-1-(2-00000000)-1,3-000
0-2H-00000-2-0000000000(-000000000000)I00O000?t
H NMR(400MHzO CDCI5)8 8.51-8.46(m0 1H)O 7.87-7.78(m0 1H)O 7.64(d0 1HO JO 7.1)0 7
.53-7.31(md 5H)0 7.28(d0 1HO JO 4.1)0 7.12(d0 1HO JO 8.1)0 6.58-6.53(m0 1H)O 5.5
1(sO 2H)O ESI-MS m/z 381(MH*)O

Do0o0o00

00 2550 (32)-3-[(3,4-00000000)I00]-1-[(3,50000-4-0000000
0)IODODO]-1,3-0000-2H-00000-2-000000(@O000000)0000000
1H NMR(400MHzO CDCl5)8 70 63(d0 1HO JO 9.1)0 7.46(dt0 1HO JO 8.10 2.0)0 7.28(d0
1HO JO 2.1)0 7.02(d0 1HO JO 2.0)0 6.88(dt0 1HO JO 8.00 2.1)0 6.74-6.72(mO0 1H)O 6
.72-6.70(m0 1H)O 5.53(s0 2H)O 2.50(s0O 3H)O 2.24(s0 3H)O ESI-MS m/z 399(MH™)O
Do0o0o00

002560 (32)-3-[(3,4-00000000)I0OO0]-1-[3-(CO0000O000O0)IO0O00
1-1,3-0000-2H-00000-2-0000000000000000 %H NMR(400MHzO CD
Cl3)d 7.90-7.87(md 1H)O 7.83-7.79(m0 1H)O 7.67(d0 1HO JO 8)0 7.46-7.40(m0 1H)O 7
.33(d0 1HO JO 2)0 7.08-7.05(m0 1H)O 6.96-6.80(mO 5H)0 ESI-MS m/z 435(MH*)O
Do0o0o0a0

002570 (32)-1-(3,5-00000000)-3-[(3,4-00000000)I00]-1,3-00
00-2H-00000-2-0000000000000000 % NMR(400MHzO CDCI5)3 7.93
(dO 1HO JO 8.1)0 7.79(d0 1HO JO 6.0)0 7.72-7.68(md 1H)O 7.59-7.45(md 1H)O 7.46(d
0 1HO JO 8.1)0 7.32(dt0 1HO JO 8.00 2.1)0 7.23(d0 1HO JO 2.5)0 6.97(dd0 1HO JO 8
.00 2.1)0 6.92-6.87(m0 1H)O 6.85-6.81(md 1H)O ESI-MS m/z 435(MH*)O

Do0o0o00

002580 (32)-3-[(3,4-00000000)I00]-6-0000-1-0000-1,3-000
0-2H-00000-2-0000000000000000000 NMR(400MHzO CDCl5)3
7.69-7.54(md 1H)O 7.53-7.38(md 3H)O 7.29(d0 1HO JO 2.0)0 7.17(d0 1HO JO 8.1)0 7.
12(d0 1HO JO 8.0)0 6.84(d0 1HO JO 2.5)0 6.78(d0 1HO JO 8)0 6.6(dd0 2HO JO 8.00 2
.0)0 6.55(dd0 2HO JO 8.10 2.5)0 ESI-MS m/z(398 MH*)O

Do0o0o00

002590 (32)-3-[(4-000-3-0000000)I00]-1-(83-0000)-1,3-0000 -
2H-00000-2-0000000000(@00)I00000000O00 H NMR(400MHzO C
DCI4)3 7.69-7.62(m0 2H)O 7.49(s0 1H)O 7.47(sO 1H)O 7.41(dt0 1HO JO 7.10 1.6)0 7.
3(dd0 1HO JO 5.00 1.6)0 7.05-6.97(m0 1H)O 6.93-6.86(m0 1H)O 6.77(md 1H)D 6. 56(m
0 1H)O 2.53(sO 3H)O ESI-MS m/z 353(MH*)O

000000

002600 (32)-3-(2-0 0 00000)-1-(3-0000)-1,3-0000-2H-00000 -2-
000O00O00O0000800)100000 NMR(400MHzO CDCI5)8 8.15(d0 1HO JO 9.1
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)0 8.06-7.99(m0 1H)O 7.89-7.80(m0 1H)O 7.78-7.71(m0 1H)O 7.71-7.47(m0 4H)O 7.41-
7.35(m0 1H)O 7.33(d0 1HO JO 5.2)0 7.28(d0 1HO JO 6.8.1)0 7.00(d0 1HO JO 8.0)0 6.
76(t0 1HO JO 7.8)0 6.67(d0 1HO JO 7.9)0 ESIMS m/z 355(MH™)O

000000

002610 (32)-3-[(4-0000000)000]-1-(3-0000)-1,3-0000-2H-000

00-2-0000000000(800)I100000 M NMR(400MHzO CDCl5)3 7.69-7.56(m

0 2H)O 7.54-7.48(m0 1H)O 7.41(dt0 1HO JO 80 2)0 7.32-7.28(m0 1H)O 7.11-6.99(mO 3
H)O 6.89(dtd 1HO JO 8)0 6.77-6.73(m0 1H)O 6.66-6.33(m0 1H)O ESI-MS m/z 339(MH™)

O

Do0o0o0Q0

002620 (32)-3-[(4-0000000)000]-1-(3-0000)-1,3-0000-2H-000

00-2-0000000000 (MeOHD O O O HOAC)D 0 O O O O *H NMR(400MHzO CDCl5)3

7.79-7.74(m0 2H)O 7.53-7.48(m0 2H)O 7.35(dt0 1HO JO 8.00 1.2)0 7.29-7.24(m0 1H)

0 6.98(d0 1HO JO 8.0)0 6.89-6.75(m0 4H)O ESI-MS m/z 431(MH*)O

Do0o00o00

002630 (32)-3-[(4-0000000)000]-1-(3-0000)-1,3-0000-2H-000

00-2-0000000000 (MeOHD 0 0 0 HOAC)D 0 0 O O O *H NMR(400MHzO CDCl5)3

7.52-7.44(m0 2H)O 7.35-7.22(m0 4H)O 6.99-6.93(md 3H)O 6.87-6.78(md 2H)O 2.42(sO

3H)O ESI-MS m/z 319(MH*)O

Do0o0o0a0

002640 (32)-3-[(3,5-000000000)000]-1-(3-0000)-1,3-0000 -2H-
00000-2-0000000000 (MeOHD O O O HOAC)D O O O O O *H NMR(400MHzO CD
Cl3)d 7.54-7.16(m0 4H)O 6.99(dtd 1HO JO 8.20 0.8)0 6.89(dt0 1HO JO 7.70 1.1)0 6.
76(d0 1HO JO 7.5)0 6.71(tt0 1HO JO 9.30 2.3)0 6.64-6.57(m0 2H)O ESI-MS m/z 341(M
HO

Do0o0o0Q

0 0 2650 (32)-3-([1,1"-00000]-4-00000)-1-(3-0000)-1,3-000 0 -2H-
00000-2-0000000000 (MeOHD O O O HOAC)D O O O O O *H NMR(400MHzO CD
Cl5)8 7.73-7.12(m0 13H)O 6.99(d0 1HO JO 8.0)0 6.89(d0 1HO JO 8.0)0 6.82(dt0 1HO

JO 7.60 1.0)0 ESI-MS m/z 381(MH")O

000000

00 2660 3-{[(32)-2-0 00 -1-(3-0000)-1,20000-3H-00000-3-0000 ]

000N OO0OO0DO00O0O000O000O00 (MeOHD O O O HOAC)D 00 O O O *H NMR(400MHz
0 CDCl5)3 7.96(d0 1HO JO 7.4)0 7.75-7.17(m0 6H)0 6.98(d0 1HO JO 8.0)0 6.87-6.78(
mO 2H)O 6.63(d0 1HO JO 7.8)0 4.45-4.32(m0 2H)O 1.43-1.33(mO 3H)O ESI-MS m/z 377(
MH*) O

Do0o0o0Q0

002670 (32)-3-[(6-000-3-00000)I007]-1-(3-0000)-1,3-000 0 -2H-

00000-2-0000000000 (MeOHD O O O HOAC)D OO O O O *H NMR(400MHzO CD
Cl3)3 8.21-6.81(m0 10H)O ESI-MS m/z 340.13(MH*)O

000000

002680 (32)-3-[(4-000000000)I0O0]-1-(3-0000)-1,3-00 00 -2H-0

0000-2-0000000000 (MeOHD O O O HOAC)D O O O O O *H NMR(400MHzO CDCI
2)d 7.85-6.70(m0 16H)0 ESI-MS m/z 397 (MH*)O

DO0O0000

002690 (32)-3-[(4-0000000)000]-1-(3-0000)-1,3-0000-2H-000

00-2-0000000000000000H NMR(400MHzO CDCIZ)8 7.82-6.55(m0 11H)

0 ESI-MS m/z 383(MH*)O

Do0o0o0a0

002700 (32)-3-[(3-0000000)000]-1-(3-0000)-1,3-0000-2H-000
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00-2-0000000000000000 % NMR(400MHzO CDCl5)8 7.55-6.50(m0 11H)
0 ESI-MS m/z 339(MH*)O

Do0o0o0a0

002710 (32)-3-[(3-0 0 00000)000]-1-(3-0000)-1,3-0000-2H-000
00-2-0000000000 (MeOHD O O 0 HOAC)D O O O O O *H NMR(400MHzO CDCl5)3
7.67-6.78(m0 11H)O 2.39(sO 3H)O ESI-MS m/z 319(MH*)O

000000

002720 (32)-3-[(3,4-00000000)I00]-1-(3-0000)-1,3-00 00 -2H-0
0000-2-0000000000 (MeOHD O O O HOAC)D O O O O O *H NMR(400MHzO CDCI
2)d 7.82-6.80(m0 10H)O ESI-MS m/z 373(MH*)O

000000

002730 (32)-1-(2-00000000)-3-{[3-(000000000)I00O0]000 3}
1,3-0000-2H-00000-2-000000000000ESI-MS m/z 382(MH")O
000000

002740 (32)-3-[(3,5-0 0 000000)IO0O0]-1-(2-00000000)-1,3-000
0-2H-00000-2-000000000000ESI-MS m/z 382(MH*)O

Do0o0o00

002750 (32)-1-[(3,5-0 000 -4-00000000)I00]3-{[3-(C0000000
0)I0DO0DO0]0O0031,3-0000-2H00000-2-000000000000ESI-MS m

/z 400(MH")O

000000

002760 (32)-3-[(3.4-000000000)000]-1-(3-00000000)-1,3-00
00-2H-00000-2-000000000000ESI-MS m/z 350(MH*)0

000000

002770 (32)-1-(3-00000000)-3-{[3-(000000000)IO00O0]000?7}
1,3-0000-2H-00000-2-000000000000ESI-MS m/z 382((MHY)D
Do0o0o00

002780 (32)-3-[(3.4-000000000)I00]-1-(2-00000000)-1,3-00
00-2H-00000-2-000000000000ESI-MS m/z 350(MH*)0]

Do0o0o0a0

002790 (32)-3-[(3,5-00000000)I00]-1-(3-00000000)-1,3-000
0-2H-00000-2-000000000000ESI-MS m/z 384(MH*)O

Do0o0o0aQ

002800 (32)-3-[(3,5-00000000)I00]-1-[(3,50000-4-0000000
0)IO0OO0]-1,3-0000-2H-00000-2-000000000000ESI-MS m/z 402(M
HO

Do0o0o0Q0

002810 (32)-3-[(-0 00 -9H-0 0000 0-3-00)000]-1-0000-1,3-000
0-2H-00000-2-00000000000 0% NMR(400MHzO CDCI;)8 8.28-6.66(m0 1
6H)O 4.47-4.35(m0 2H)O 1.55-1.44(md 3H)O ESI-MS m/z 416(MH*)O

000000

002820 (32)-1-0000-3-(5-00000000)-1,3-0000-2H-00000 -2-0
00000000000 NMR(400MHzO CDCl5)8 9.38-9.32(m0 1H)O 8.55-8.50(m0 1H)
0 8.01-6.62(m0 12H)0 6.43-6.35(m0 1H)O ESI-MS m/z 350(MH*)O

DO0O0000

002830 (32)-3-[(4-0000000)I0O0]-1-0000-1,3-0000-2H-00000
-2-00000000000 (0.10 HOAcO 800 0 920 O 0 40 O RNH,0 30 O O O )0 ESIMS
m/z 425(MH*)0

Do0o0o0a0

002850 (32)-3-[(3,4-000000000)000]-1-0000-1,3-0000-2H-00
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000-2-00000000000 (0.10 HOAcO 800 0 920 0 0 40 O RNH,O 30 0O 0 0O)
0 ESI-MS m/z 335(MH*)0O

0oooooo

002860 (32)-3-[(2-0 00 -4-0000000)I00]-1-0000-1,3-0000 -2H-
0000D0-2-00000000000(0.10 HOAcO 800 0 920 O O 40 O RNH,O 30 0O O
0 )0 ESI-MS m/z 347(MH* with 35C1)0 349(MH* with 35CI)O

oooooo

002870 (32)-3-[(2,4-000000000)IO00]-1-0000-1,3-0000-2H-00
000-2-00000000000(0.10 HOACO 8000 0 920 0 0 40 ORNH,O 30 OO 0O)
0 ESI-MS m/z 359(MH*)O 10
oooooo

002880 3-{[(32)-2-000-1-0000-1,2-0000-3H-00000-3-0000700
0¥YO0O00D0O0ODO0OD0DO0O000O00O0(0.10 HOACO 800 0 920 O 0 40 O RNH,O 30 0O O
0 )0 ESI-MS m/z 324(MH*)DO

oooooo

002890 (32)-3-{[2-000-5(0000000O00)O00D0]00O0}1-0000 -1,3-
O000-2H0000D0-2-00000000000 (0.10 HOAcO 800 O 920 O O 40 O RNH
,030 0 00)0ESI-MS m/z 381(MH")O

0oooooo

002900 (32)-3-[(4-000-3-0000000)IO0DO]-1@-0000)-1,3-0000-2 20
H-OOODODO-2-0000000000(800)J00000ESI-MS m/z 353(MHY)O
0oooooo

002910 (32)-3-(6-0 000 000D0)-1-(3-0000)-1,3-0000-2H-000 00 -2
-000D0D000000(800)I 0000 OESI-MS m/z 356(MH")O

Dooooo
002920 (32)-3-[(4-0000000)I00]-1-(3-0000)-1,3-0000-2H-00 O
00-2-0000000000(800)I00O000ESI-MS m/z 339(MHY)D

DoooooQ

002950 (32)-3-[(3-0000000000)I00]-1-(3-0000)-1,3-000 0 -2H-
00000-2-0000000000(800)000000ESI-MS m/z 347(MH*)O 30
oooooo

002960 (32)-3-[(4-00000000000)I00]-1-(3-0000)-1,3-0000 -2
H-OOOODDO-2-0000000000(800)000000ESI-MS m/z 387(MHY)O

ooooooQ

002970 (4-{[(32)-2-000-1-0000-1,2-0000-3H00000-3-00007]00

0} 000)I00O00000000 (0.10 HOACO 800 0 920 0 O 40 O RNH,0 30 0O O
0)O0OO0OOESI-MS m/z 339(MH*)O

000000

002980 (32)-3-[(2,2-00000-1,3-000000000-5-00)J007]-1-000
0-1,3-0000-2H-00000-2-00000000000 (0.10 HoAcO 800 O 920 O O 40
40 O RNH,0 30 O 0O O )0 ESI-MS m/z 379(MH")D

Do0o0o00

002990 (32)-3-(1,3-00000000-6-00000)-1-0000-1,3-0000-2H-
00000-2-000000000000ESI-MS m/z 356(MHY)D

DO0O0000

003000 (32)-1-000000-2H-000-4-00-3-{[3-(C0000O0000)I000

J00031,3-0000-2H-00000-2-0000000000000000ESI-MS m/z
375(MH")O

Do0o0o0a0

003010 (32)-3-(IH-0 00000-6-00000)-1-0000-1,3-0000-24-000 50
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00-2-000000000000ESI-MS m/z 339(MH*)O

oooooon

003020 (32)-3-[(3-0000000)I00]-6-0000-1-0000-1,3-0000 -2H
-00000-2-0000000000000000ESI-MS m/z 363(MHY)O

oooooo

003030 (32)-6-0000-1-0000-3-{[3(000000000)I000]000731,
3-0000-2H-00000-2-0000000000000000ESI-MS m/z 397(MH")O
Dooooo

003040 (32)-1-0 000 -3-{[4-(3-0000)0000]0003}1,3-0000-2H-00
000-2-0000000000000000ESI-MS m/z 381(MH")O

DoooooQ

003050 (32)-1-0000-3-{[3"-(00000C0C0C0O0)[1,1"B1I0 000 ]-4-00 7100
03-1,3-0000-2H-00000-2-0000000000000000ESI-MS m/z 443(
MH*)O

Dooooo

003060 (32)-1-0 000 -3-{[4-(300000)0000]0003%1,3-0000 -2H-0
0000-2-0000000000000000ESI-MS m/z 376(MH*)O

Dooooo

003070 (32)-3-[(3-0000000)IO00]-1-0000-1,3-0000-2H-00000
-2-000000000000ESI-MS m/z 378(MH*)O

0oooo

03080 (32)-1,5-0 0 000-3-{[3(0000000C00)I000]0003%1,3-00
0-2H-00000-2-0000000000000000000ESI-MS m/z 443(MH*)O
0oooo

03090 (32)-1-[1,1°-00000]-4-00-3-{[3(C 0000000 O0)0O000]00
}-1,3-0000-2H-00000-2-000000(@GO0000000)I000000000
0 0 O ESI-MS m/z 443(MH")O

0oooo

003100 (32)-1-(4-000000000)-3{[3-(000000000)I0O00]000
}-1,3-0000-2H-00000-2-000000(@G0000000)I0000000000
ESI-MS m/z 383(MH")O

oooooo

003110 (32)-3-[(3,4-00000000)000]-1-(3-00000000)-1,3-000
0-2H-00000-2-000000(500200)00(@O03-00000)0000000

g
u
O
g
a
O
g
g

O0O0O0ESI-MS m/z 383(MH)O

ocooooao
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52+1.3

2.1+0.6

6.0+0.6

0.8+0.7

0.3mg/kg EX34

45+15°

3.3x0.7

11.6+0.9°

0.240.1

1mg/kg EX34

35+1.9°

50+08°

19.6+1.3%°

0.3+0.2

3mg/kg EX34

35+2 0°

4.3+0.8

20.8+1.3%°

0.3+0.3

10mg/kg EX34

49+1.4

2.0x04

8.2%+1.2

0.4+=0.3

10mg/kg Fluox

34+3.3°

4.5+1.2
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EWALE (i.p.) b EAY | SERSTEH EICALDORIRA
EEZJIL. 1mg ke 33+4 393+26 51+1.1
SONLSTERAUE, bmg kg | 30+2 | 287428 7.3+1.3
EHHO2. 10mg. ke 47+8% 208+40 6.1x0.5
EREH92. 30mg. ke 45+5° 36836 6.2+0.7
EiEHI92. 100me ke 31+4 195+ 19° 6.8£1.3
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SEMIALIE (F20) ah LAY U EE EHKBVOEE

EksI)l, 1 ml/kg 34 % 3 250 + 31 4.6 * 0.7

SO FEREFUE, 5 |35 % 2 265 * 30 5.3 % 0.7

mg/kg '

®iEHIZ4.  0.03 27 £ 3| 312 %23 [4.0 % 0.4"

mg/kg

®EM34, C-1 40 + 5 295 + 40 |[7.6 + 0.5*

mg/kg

RMEH34, 0.3 27 + 2% 363 + 17 7.2 + 1.1

mg/kg ‘ -

EiEFI34, 1 ma/kg a0 % 1 343 = 15° |7.3 + 0.8
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