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0000 (60mgd 50%)0 O 0000 D0O 20 170 0 O O Bionet Research Ltd., 3 Highfield
Industrial Estate, Camelford, Cornwall PL32 9QZ, UK O OO DODDODDODOOOOODOOO
gogooboooobboboooobooooogbooao

OoDoooo
oo0ooo1o3-[2-0o0oooooo)oobno]-1i-0o0b0-1,3-0000-2-00000 -
2-0 0

oooo201-0000 -3-[[B-(O0DU0Oo0ODOOODO)YYoDUOooO]oO0O]-1,3-0000O -2H
-0oo0ooo-2-00
oooo3o3-[B-0o0oooooH)soo]-i-0o0o0D-1,3-0000-2H-O000 00O -2-
o g

ocooo40 3-[GB-0C0DODO0ODODOHYWDODO]-1-0D0DO0O-1,3-0000-2H-00000O -2-
ad
0o0O0oo0os01-0000-3-[[4-(C000000D00D)IO0OOO0]0O00]-1,3-0000 -2H
-00000-2-00

goed 3-l¢-000o0oo0OoHYoo]jj1-0c000-1,3-0000-2H-00 000 -2-

Oooooogdg

ocov7vwbs3-[¢-0oooooooHh)yYeoto]l1l0DDOD0-1,3-0000-2d-00000 -2-

oo8o3-[¢-0oooooopooH)yYool]1l0D0bD-1,3-0000-2H-00000O -2-

Oooooogd

0
O
O
O
0
4
O

ocoeos3-l¢-0ooooooobo)y oo]j-i-0Do0bO0-1,3-0000-2r-0O0000 -
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2-0 0

ocobofbi1o03 -[@¢-0ODOoo0O0oOooOOooH)YODbO0]1-0000-1,3-0000-2H-000
oo-2-00
ocoof11o3-[¢@-0coopopopooo)H)ynotgo]j]j1-oooo0-1,3-00o0g-2H-0000O
-2-0 0

ocobob1203 -[@¢-00bOoooooOo)H)OoDbD]1-0000-1,3-0000-2--00D00O
g -2-00
ocoof0isgs3-[@,5-0oooboooo)yyYtoo]l]1-0o0onbD-1,3-0000-20-0DO00CO
0-2-00

ooo00u40 3-[@,5-0goopooopopo)ynob]l1-00gogo-1,3-0000-2--0D0 0O
0-2-00

ooooi01-000 -3-[B.4-0000DOOOHNMIODO]-1,3-0000-2-0000CO
-2-0 0

ooooi1e01-000 -3-[GB,5-0000pDOooo)fooD]-1,3-0000d-2H-0000CO
-2-0 0
ocoboobovos-[¢4-0coooobo)H)yYoob]ljr-0oobooDbD-12,3-0000-2--DO00CO

00

0000180 1-[(5-000-2-0000)00071-3-{[3-(CO00000O000)I000]
0003}1,3-0000-2H-00000-2-0001-[(5-000 -2-0000)000]-2kH-
00O000-2,3-000 (25mgd 0.09mmo) (0 0000000 O0D0)IOO03-000000
0000000 (@1.3p LO00.09mmoN)D 00000000 D1400020 00000000
000000D0003:7000000:0000000000000000TLCOO0O0OO
000000000 (23mgd 0.05mmold 61%)0 0 O O *H NMR (400 MHz)D 8 (0O OO0 0O)
7.57 (t0 J = 7.70 1H)O 7.53 (t0 J = 7.80 1H)O 7.33 (tO J = 7.80 1H)O 7.28 (sO 1H
)0 7.19 (dO0 J = 7.60 2H)O 6.94 - 6.72 (mO 4H)O 6.56 (dO0 J = 7.70 1H)O 5.02 (sO 2
H)O ESI-MS m/z O O 421 (MH*)O

0Doo0o00oo
OD1-[(5-000-2-0000)000]-2H-00000-2,3-00000000000 (10mL)
00000 (@25mgd 0.85mmo)0 0 000000000 @OM)ID0OO0O0O00O0OC@OD
60%0 00O 24mg0 0.62mmol)0 0 0000 O0CODO0OCOOODDOCOODODOOS000000
000000000000 000O00@OomML)I2-000-5-(000000)00000 (0.
lomLO0 1.02mmol)0 00 0000000000000 O001600000000000000
000000000000 000000000010240000000000000TLCO
00000000000 0000O0000O00 (53mgd 0.19mmold 22%)0 0 O O *H NMR (4
00 MHz)O & 7.62 (d0 J = 7.40 1H)0 7.56 (t0 J = 7.80 1H)O 7.14 (t0 J = 7.70 1H)
06.94 (d0 J = 8.00 1H)O 6.90 (dO J = 3.20 1H)D 6.78 (dO J = 3.70 1H)O 4.90 (sO
2H)O

0Doo0ooo

0000190 1-(3-0000)-3-{[3-(000000000)J000]0003F1,3-000
0-2H-00000-2-0001-(3-0000)-2H-00 000 -2,3-00 0 (25mg0 0.11mmol)
(00D0D0000000)I003-0000000000000 (14 uLO 0.11mmol)D O O
00000001400 0200000000000003:7000000:00000000
00000000 TLCOO0O0DOOO0O0O0OO0OO0ODODOOO0O0DODOODO0DOOO0O0DGO (7-3mgd 0
.02mmol0 22%)0 O O O *H NMR (400 MHz)d 7.62 - 7.19 (md 9H)O 6.94 (dO J = 8.00 1
H)D 6.76 (td J = 7.60 IH)O ESI-MS m/z O O 373 (MH*)O

0DoO0o00oo

01-(3-0000)2H-00000-2,3-0000000@NDIO00O0 (4.2590 23.4mmol)0
00000 @omMLOO0200000000000000000000000 (Go0omL)0 00
0000005500160 000000000000000 @nL)O0O0O0 (11)(62mgd 0.
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34mmol)0 O O O O (B50mg 0.34mmol)0 0 0 00O OO -3-0000 (87mgld 0.68mmol)O O
0000000000000 D00O00C(.1omO00.68mmo)0 0000000 O0DODODN
00000160 0000000000000000D0O0ODO0O0O.10mmold 0O O (11)00.10
mmol0 3-0 0 0000000000010 000000000D0000O00D0O0ODOORN0S0
00600 000D00DO0O0ODODODOOD3:97000000 00000000000
O0DO0TLCOOODDODODODDODODODODODODODOO((25mgd 0.11mmold 33%)0 O O
0 *H NMR (400 MHz)O & 7.70 (dO J = 7.50 1H)O 7.58 (t0 J = 7.80 1H)O 7.50 (dO J
5.10 1H)O 7.48 (sO 1H)O 7.24 (dO0 J = 5.1 0 1H)O 7.18 (t0 J = 7.510 1H)O 7.05 (
dd J = 8.00 IH)O
oooooao
0000200 2-000-5-[(2-000-1-0000-1,2-0000-3H-00000-3-000
0)IODO]-2H-0000D000-1,3H)-00001-0000 0000 (50mgd 0.22mmol)
0004-000-N-000000D000O040mgd0.22mmol) OO0 D ODOOODOD?2150 02
000000000000 03:7000000:0000000000000000TLCO
0000000000000 000D00D00O0D0O0OD0O((8mgd 0.02mmold 10%)0 0 O O *H
NMR (400 MHz)O & 7.88 (dd J = 7.80 1H)O 7.83 - 7.80 (md 1H)O 7.51 (tO0 J = 7.5
0 1H)O 7.47 - 7.18 (mO 6H)O 7.02 (tO J = 8.00 1H)O 6.91- 6.79 (mO 2H)O 6.58 (dO
J = 7.50 1H)O 3.22 (sO 3H)O ESI-MS m/z 0O O 382 (MHY)DO
oooooao
0000210 1-[(5-000-1-000000-3-00)000]1-3-{[3-(0000DO0O0Oa0
Ylooo]ooo)-1,3-0000-2H-00000-2-0001-[(5-000-1-000000
-3-00)000]-2H-00000-2,3-0000000F00000000O0IH NMR (400 M
Hz)O & 7.89 (sO 1H)O 7.79 (dO J = 8.50 1H)O 7.65 (dO0 J = 7.50 1H)O 7.54 (t0 J =
8.00 1H)O 7.42 (sO 1H)O 7.38 (dO J = 8.50 1H)O 7.14 (tO J = 7.50 1H)O 6.88 (dO
J=7.801H)05.13 (sO2H)0 000 00D0O0D01-[(5-000-1-000000-3-00)
ooo]1-3{[3-(C0000D00D00O))O0O0OO0]-00031,3-0000-24-00000-=-2
-00000G6GO00O0D0O0D0O0DOT™ NMR (400 MHZ)O & 7.98 (dd J = 2.00 1H)O 7.80
(d0 J = 8.60 1H)O 7.58 (t0 J = 7.70 1H)O 7.52 (dO J = 8.10 1H)O 7.43 (sO 1H)O 7.
38 (dd0 J =8.601.901H)07.31 (0 000D O0D00OdtdJ = 1.20 7.80 2H)O 7.24 (d
0J = 7.801H)0 6.87 (dO0 J = 7.90 1H)O 6.77 (t0 J = 7.70 1H)O 6.59 (dd J = 7.70
1H)O 5.20 (sO 2H)O ESI-MS m/z 0O O 471 (3°CI10 0 O O MHY)O 473 (37Cl0 0 O O MHY)O
oooooao
0000203-(H-00000-5-00000)-1-0000-1,3-0000-2H-00000
-2-0001-0000000(1.8mg, 0.23mmol)0 D 05-000 00000 (31mg,0.23
mmoDO DD O0D1400 02000 0000000000000 D00O0ODODOODOOODOGO
00/0000(@G:4)0000000TLCO0DO0ODODODODODOOODODODODOO
0 00O (10.8mgd 14%)0 TH NMR(400 MHz):3 8.28(s,1H)O 7.57(t,J=7.7,2H)0 7.490 7.40(
m,6H)0 7.290 7.23(m,1H)0 7.03(dd,J=8.5,1.7,1H)0 6.98(d,J=7.6,1H)0 6.83(d,J=8.0,1
HYO 6.74,J=7.6,1H)0 6.59(s,1H); ESI-MS m/z O O 338(MH").
oooooao
00002303-[(6-000-3-00000)300]-1-0000-1,3-0000-2H-000
00-2-0001-0000000(23.0mg,0.10mmo)0 0 O05-000-2-0000000 2
.8 mg,0.10 o0 D0 DO01400 0700 0000000000000 D0O0ODODODN
000/00000000(@:2)0000000TLCODD0ODODODODODODODOO
00000000 (19.7mg. 59%)0 *H NMR(400 MHz)d 8.15(d,J=8,1H)0 7.60 7.2(m,9H)O
6.850 6.75(m, 2H); ESI-MS m/z0O O 334 (MH™).
oooooao
0000240 3-[(2-00D0-1,3-00000000-5-00)0007]-1-0000-1,3-00
O00-2H-00000-2-00:5-000-2-00000000000 (52.2 mg, 0.31 mmmol)
01-0000000¢9.7mg, 0.3l mmol)0 00 0D1400 030 00000000000
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000000000000 000O000/0000(@:4)0000000TLCOO0D0O00O0
0000000000 O000000000(36.9 mg, 32.3 %)0 *H NMR:d 7.90 6.7(m,12H
)0 2.9(s,3H). ESI-MS m/z O O 370 (MH™).

0Doo0o0oo

0000250 (32)-3-[(3.4-00000000)I0O0]-1-(2-0000000G0)-1,3-0
O00O0-2H-00000-2-00:00FE-000000000000)1006000000
00O *H NMR (400 MHz, CDCl) & 8.510 8.46(m,1H)0 7.870 7.78(m,1H)0 7.64(d,1H,J
=7.1)0 7.530 7.31(m,5H)0 7.28(d,1H,J=4_1)0 7.12(d,1H,J=8.1)0 6.580 6.53(m,1H)0 5
.51(s,2H); ESI-MS m/z 381 (MH").

Dooo0oo

0000260 (32)-3-[(3.4-00000000)I0O0]-1-[(3,.5-0000-4-00000
00)IOOD]-1,3-0000-2H-00000-2-00:00F@-000000-3,5-0000
0000000000)I00B@MOIONOODONON)OO000O0O00O0 ™™ NMR(400 MHz,CDC
1,) & 7,63(d,1H,J=9.1)0 7.46 (dt,1H,J=8.1,2.0)0 7.28(d,1H,J=2.1)0 7.02(d,1H,J=2.
0)0 6.88(dt,1H,J 8.0,2.1)0 6.740 6.72(m, 1H)O 6.720 6.70(m,1H)0 5.53(s,2H)0 2.50
(s,3H)O 2.24(s,3H); ESI-MS m/z 399 (MH™).

0Oooooo

0000270 (382)-3-[(3.4-00000000)I0OO0]-1-[3-(0000O0000O0)IO0
00]-1,3-0000-2H-00000-2-00:00A000B0O0O0D0O0O0O0OOH NMR(400
MHz,CDClg) & 7.900 7.87(m,1H)0 7.830 7.79(m,1H)0 7.67(d,1H,J=8)0 7.460 7.40(m,1
H)O 7.33(d,1H,J=2)0 7.080 7.05(m,1H)0 6.960 6.80(m,5H); ESI-MS m/z 435 (MH™).
0Doo0ooo

0000280 (32)-1-(3,5-0 0 000000)-3-[(3.4-00000000)I00]-1,3-
O00O00-2H-00000-2-00:00A000BO0CO0O000CO0YH NMR(400 MHz, CDCI
2) & 7.93(d,1H, J=8.1)0 7.79(d,1H, J=6.0)0 7.720 7.68(m,1H)0 7.590 7.45(m,1H)0 7
.46(d,1H,J=8.1)0 7.32(dt,1H,J=8.0,2.1)0 7.23(d,1H,J=2.5)0 6.97(dd,1H,J=8.0,2.1)
0 6.920 6.87(m,1H)0 6.850 6.81(m,1H); ESI-MS m/z 435 (MH").

0Doo0o00oo

0000290 (32)-3-[(3.4-0 0 000000)I0O0]-6-0000-1-0000 -1,3-00
00-2H-00000-2-00:00HO00BOOOOOOOOOM NMR (400MHz,CDCIZ)3 7
.690 7.54(m,1H)0 7.530 7.38(m,3H)0 7.29(d,1H,J=2.0)0 7.17(d,1H,J=8.1)0 7.12(d, 1H
,J=8.0)0 6.84(d,1H,J=2.5)0 6.78(d,1H,J=8)0 6.6(dd,2H,J=8.0,2.0)0 6.55(dd,2H,J=8.
1,2.5); ESI-MS m/z(398 MH™).

Do0o0o00oo

0000300 (@82)-3-[(4-000-3-0000000)I00]-1-(3-0000)-1,3-000
0-2H-00000-2-00:00A000B(800)I 00000000 NMR(400 MHz,CDCl4
)& 7.690 7.62(m, 2H)O 7.49(s,1H)0 7.47(s,1H)0 7.41(dt,1H,J=7.1,1.6)0 7.3(dd,1H,
J=5.0,1.6)0 7.050 6.97(m,1H,6.930 6.86(m,1H)0 6.77(m,1H)0 6.56(m,1H)0 2.53(s,3H)
ESI-MS m/z 353(MH™).

ooooo

00031 0(32)-3-(2-0000000)-1-(3-0000)-1,3-0000-2H-00000
-2-00 :00ADDOOB(800)I 00000000 NMR(400MHz, CDCl3)d 8.15(d,1H,J=9
.1)0 8.060 7.99(m,1H)0 7.890 7.80(m,1H)O 7.780 7.71(m,1H)0 7.710 7.47(m,4H)0 7.4
10 7.35(m,1H)0 7.33(d,1H,J=5.2)0 7.28(d,1H,J=6.8.1)0 7.00(d,1H,J=8.0)0 6.76(t,1H
,J=7.8)0 6.67(d,1H,J=7.9); ESI-MS m/z 355 (MH*).

0Dooooo

0000320 (B2)-3-[(4-0000000)I00]-1-(3-0000)-1,3-000 0 -2H-0
0000-2-00:00A000BO0)IO00000000 NMR (400 MHz,CDCIZ)8 7.69
0 7.56(m,2H)0 7.540 7.48(m,1H)0 7.41(dt,1H,J=8,2)0 7.320 7.28(m,1H)0 7.110 6.99(
m,3H)0 6.89(dt,1H,J=8)0 6.770 6.73(m.1H)0 6.660 6.33(m,1H); ESI-MS m/z 339 (MH")
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oodogno

00330 (32)-3-[(4-0000000)I00]-1-(3-0000)-1,3-000 0 -2H-0
00-2-00 :00A000B(MeOHO 1% HOACYD D O O OO ODOO 1H NMR(400MHz ,CDCl 4
7.790 7.74(m,2H)0 7.530 7.48(m,2H)0 7.35(dt,1H,J=8.0, 1.2)0 7.290 7.24(m,1H)
.98(d,1H,J=8.0)0 6.890 6.75(m,4H); ESI-MS m/z 431 (MH").

Ooo0oOoao

00340 (32)-3-[(4-0 0000 00)0007]-1-(3-0000)-1,3-00 0 0 -2H-O
00 -2-00 :00A000B(MeOHO 1% HOAC)OD OO O OO DODOO H NMR(400MHz ,CDCIl 5
)8 7.520 7.44(m,2H)0 7.350 7.22(m,4H)0 6.990 6.93(m,3H)D 6.870 6.78(m,2H)0 2.42(
s,3H); ESI-MS m/z 319 (MHY).

oooooao

0000350 (32)-3-[(3,5-000000000)1007-1-(83-0000)-1,3-0000 -
2H-0 00O 00O -2-00 :00 A0 OO B(MeOHO 1% HOAC)O D OO O O 0O OO 14 NMR(400MHz,
CDCl3)3 7.540 7.16(m,4H)0 6.99(dt,1H,J=8.2,0.8)0 6.89(dt,1H,J=7.7,1.1)0 6.76(d,1
H,J=7.5)0 6.71(tt,1H,J=9.3,2.3)0 6.640 6.57(m,2H); ESI-MS m/z 341 (MH*).
Ooooooao
00003600003-{[(32)-2-000-1-(3-0000)-1,2-0000-34H-00 000 -3-
00000000y oooDoOo:00ADDOUOB(MeOHD 1% HOAC D OO OO D OOO H N
MR(400MHz ,CDCI3)& 7.96(d,1H,J=7.4)0 7.750 7.17(m,6H)0 6.98(d,1H,J=8.0)0 6.870 6.
78(m,2H)0 6.63(d,1H,J=7.8)0 4.450 4.32(m,2H)0 1.430 1.33(m,3H); ESI-MS m/z 377 (
MH*) .

oooooao

0000370 (32)-3-[(6-0 00 -3-00000)000]-1-(3-0000)-1,3-0000 -2
H-OOOOO-2-00 :00A000B(MeOHO 1% HOACYOD OO O OO DODOAO 14 NMR(400MHz,
CDCI3)3 8.210 6.81(m,10H); ESI-MS m/z 340(MH*).

Ooooooao
000038032)-3-[(4-000000000)I00]-1-(3-0000)-1,3-000 0 -2H-
00000 -2-00 :00ACO0OBMeOHO 1% HOACD O O OO DO O OO0 1H NMR(400MHz ,CDC
1,)5 7.850 6.70(m,16H); ESI-MS m/z 397(MH").

oooooao

0000390 (32)-3-[(4-0 00 0000)I007]-1-(3-0000)-1,3-000 0 -2H-0
0000-2-00 :00A0O0O0OGHODOOODOODOM NMR(400MHz ,CDCI3)d 7.820 6.55(
m,11H); ESI-MS m/z 383(MH™).

oooooao

0000400 (32)-3-[(3-0000000)I00]-1-(3-0000)-1,3-00 0 0 -2H-0
O000-2-00:00A000GOOOO0OO0OODOO NMR(400 MHz,CDCl3)d 7.550 6.50
(m,11H); ESI-MS m/z 339 (MHM).

oooooao

000041 0(@2D)-3-[(3-0000000)I1007]-1-(3-0000)-1,3-
0000-2H-00000-2-000 :00A00D0OBMeOHO 1% HOAC)O D D O OO D OO 14
NMR(400MHz ,CDCl5)8 7.670 6.78(m,11H)0 2.39(s,3H); ESI-MS m/z 319(MH™).
ogooooao

0000420 (32)-3-[(3,4-0 0 000000)I00]-1-(B-0000)-1,3-0000 -2H
-00o000-2-00 ::00A000O0B(MeOHO 1% HOACYOD OO O OO ODOAO 14 NMR(400MHz,
CDCI3)8 7.820 6.80(m,10H); ESI-MS m/z 373 (MH").

oooooao

0000430 (32)-1-(2-00000000)-3-{[3-(000000000)000]00
O0¥y1,3-0000-2H-00000-2-00000BO0O0OOO0OOOOESI-MS m/z 382(MH*

).

OO oOoogowoOooaodg:
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ad

000440 (32)-3-[(3.5-0 0 000000)I00]-1-(2-00000000)-1,3-0
00-2H-00000-2-00000BO00O00O00OODOOESI-MS m/z 382 (MH*).

od

000450 (32)-1-[(3,5-0 000 -4-0000000)I00]-3{[3-(0000O00O0

00)00O00]0O0031,3-0000-2H-00000-2-00:00B000000000E
SI-MSm/z 400(MH™) .

aogogoano

g

0000460 (32)-3-[(3,4-0 00000000 )IO00]-1-(3-0000000Q0 -1,3-0
0O00-2H-00000-2-00:00FRO0C00C0003-000000000)000B800

0000000 ESI-MS m/z 350(MH™).

oooooo

0000470 (32)-1-GB-00000000)-3{[3-(000000000)I000]00
031,3-0000-2H-00000-2-00 :00BOOODDOOOOOESI-MS m/z 382((MH*
).

oooooo

0000480 (32)-3-[(3,4-0000000O0D)YID00O0]-1-2-0 0000000 -1,3-0
O000-2H-00000-2-00 :00BO0000O00O0O0O0OESI-MS m/z350 (MHY).
oooooo

0000490 (32)-3-[(3,5-0 0 000000)00]-1-(8-00000000)-1,3-0
O00-2H-00000-2-00 :00BOO0O0D0DO0O0OOOESI-MS m/z 384(MH).
oooooo

0000500 (32)-3-[(3,5-00000000)I00]-1-[B,5-0000-4-00000
00) O0O0]-1,3-0000-2H-00000-2-00:00BO00O00O0OODOOO ESI-MS m/
z402(MH™) ..

oooooo

0000510 (3)-1-0000-3-(-00000000)-1,3-0000-2H-000 00 -2-
00:006000000000*H NMR(400MHz,CDCI3)8 9.380 9.32(m,1H)O 8.550 8.50(m
,1H)O 8.010 6.62(m,12H)0 6.430 6.35(m,1H); ESI-MS m/z 350 (MH").

oooooo

0000520 (3)-3-[(4-0000000)I0OO0]-1-0000-1,3-0000-2H-000
00-2-00000B(0.1% HOAc, 800 , 920 0 , 4 OO RNH,, 30 0 0O000)00OOO
00000 ESI-MS m/z 425 (MHY).

oooooo

0000530 (32)-3-[(3,4-000000000)I00]-1-0000-1,3-0000 -2H-
00000-2-00 :00B(0.1% HOAc, 800 , 920 0 , 4 O ORNH,, 30 0000 0)0O
0000000 ESI-MS m/z 335 (MH™).

oooooo

0000540 (32)-3-[(2-0 00 -4-0000000)IO0O0]-1-0000-1,3-0000-2
H-O0O0OOO-2-00000B(0.1% HOAc, 800 , 920 0 , 4 O ORNH,, 30 0O O0O0OO)
000000000 ESI-MS m/z 347 (3°CI0 0 O O MHY), 349CZ7CIl0 0 O O MHY).
oooooo

00006550 (32)-3-[(2,4-000000000)00]1-1-0000 -1,3-0000 -2H-
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