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E B=A K™ (o)

: hAC 1P hCA I bCA IV®  hCA IX®
[ 1 45400 295 1310 33
[ 2 25000 240 2200 238
[ 3 28000 300 3000 294
[ 4 78500 320 3215 305
E 5 25000 170 2800 103
[ 6 21000 160 2450 33
[ 7 8300 60 180 245
[ 8 9800 110 320 264
[ 9 6500 40 66 269
[ 10 6000 70 125 285
[ 1 5800 63 154 24
E 12 8400 75 160 3g
: 13 8600 60 540 41
[ 14 9300 19 355 30
[ 15 6 2 5 38
[ 16 164 46 129 34
L 17 185 50 144 20
E 18 109 33 72 31
: 19 95 30 72 24
. 20 690 12 154 16
[ 21 55 8 17 14
[ 22 21000 125 415 32
[ 23 23000 133 438 30
L 24 24000 125 560 21
E 25 18000 110 450 22
c 26 135 40 86 26
: AAZ 250 12 70 25
[ MZA 50 14 36 27
[ EZA 25 8 13 34
[ DCP 1200 38 380 50
: DZA 50000 9 43 52
E BRZ - 3 45 37
[

: a e NIO—ZV T FAV AL TRTT— B Py e R (B EXHEST76)

: b YUS SOV —LhSHE. TATFS—EF vt A (S EXHEST6)
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[ 10
[ A

[

x> RZ R3 R4 R6 K, *

[ hCA 12 hCA [I? bCA I\V° hCA 1X¢

[ {uM) (nM) {nM) (nM)

[ 27 Me H Me Me 10 150 290 165

E 28 Me H Ph Me 7 60 211 48

. 29 Et H Ph Et 6 60 182 43

[ 30 n-Pr H Ph  n-Pr 10 120 194 178 20
E 3 iPr H Ph iPr 5 50 90 160

. 32 Me H Ph Ph 40 210 852 280

[ 33 Et H Ph  Ph 43 400 1300 450

E 34 nPr H Ph Ph 140 580 1483 >500

. 35 iPr H Ph  Ph 125 440 2102 >500

[ 386 nBu H Ph Ph 305 620 2155 >500

E 37 Ph H Ph Ph 290 510 2500 >500 "
. 38 Me Me Me Me 5 40 61 72

[ 39 Me H Me Me 7 50 92 38

E 40 iPr H Me Me 6 50 80 42

41 Py H Me ~Pr 11 80 144 54

[ 42 Me H Ph Me 4 20 70 26

E 43 EtE H Ph Et 2 21 52 29

[ 44 n-Pr H Ph n-Pr 24 90 163 230

L 45 iPr H Ph i-Pr 12 61 101 100 40
[

. 46 Me H Ph Ph 32 121 161 64

[ 4T Et H Ph  Ph 42 314 083 79
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E 48 nPr H Ph Ph 130 390 1260 85
. 49 FfPrH PR Ph 112 370 1214 80
[ 50 nBu H Ph Ph 300 595 2104 135
- 51 tBu H Ph Ph 110 321 1070 >500
[ 52 Ph H Ph Ph 280 472 1956 120
L 53 Ph H H Ph 280 493 1954 106
E 54 Me Me Me Me 3 30 51 35
. 55 Me H Me Me 4 21 60 14
[ 56 FPr H  Me Me 2 15 32 31
57 iPr H  Me iPr 3 20 70 49
[ 58 Me H Ph Me 1 8 20 6

[ 59 Et H Ph Et 1 9 21 8

~ 60 nPr H Ph nPr 7 42 82 205
[ 61 iPr H Ph iPr 6 21 70 89
" 62 Me H Ph Ph 18 103 144 37
E 63 Bt H Ph Ph 40 220 761 70
[ 64 nPr H Ph  Ph 112 270 1055 84
[ 65 Pr H Ph  Ph 94 350 864 78
E 66 nBu H Ph Ph 290 544 2008 120
[ 67 tBu H Ph Ph 92 275 1000 >500
" 68 Ph H Ph  Ph 270 419 1830 95
E 69 Ph H H Ph 265 420 1905 81
[ 70 Me Me Me Me 2 10 21 8

" resUSIR 0.25 12 70 25
E AHVSIR 0.05 14 36 27
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[ |3 BYYZOLETTI~NERAWTITo 1274 VY1 AhCAL. hCA-ll. bCA-VE L ThCA-IXDEZE
[
[ R2 R1 o
[
[ VRN :I"ﬂ//\ )\so NH,

S (@]
: R4 RS cio,-
[
[ B
[
[
[ RT RZ R3 R4 RS K *(nM)
[ hCA I hCA IPP bCAIVP  hCAIX®
[ 71 Me H Me H  Me 4 0.26 21 3
72 iPr H Me H Me 4 0.39 3.0 5
[
.73 iPr H Me H iPr 7 1.54 47 16
[ 74 tBu H Me H  tBu 11 3.13 9.4 34
E 75 Me H Ph H Me 3 0.20 2.0
.76 Et H Ph H Et 4 0.21 23
[ 77 n-Pr H Ph H nPr 9 3.45 8.1 35
E 78 nBu H Ph H  nBu 10 4.62 10.3 40
.79 Pr H Ph H iPr 5 1.61 4.1 30
[ 80 Me H Ph H Ph 4 1.21 3.0 24
E 89 Et H Ph H Ph 5 1.14 3.8 29
. 82 nPr H Ph H Ph 8 3.90 6.0 40
'8 iPr H Ph H Ph 6 3.74 45 32
E 84 nBuH Ph H Ph 8 4.95 8.4 45
. 85 tBu H Ph H Ph 12 4.11 7.0 43
'8 Ph H Me H Ph 6 478 5.8 12
E 82 Ph H Ph H Ph 5 5.96 5.6 12
. 8 Ph H H H Ph 5 4.03 5.4 16
[ 89 Me Me Me H Me 3 0.30 24 5
E 90 Me Me Ph H Me 3 1.24 5.2 15
. 91  Me R R=(CHy); Me 3 1.37 4.6 12
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PIIN DY ~hPIN 6 2.04 5.1 38

FEHIIIR 250 12 70 25

AFJZER 50 14 36 27

¥ JOA7IFiN 1200 38 380 50

AVIRZY 30 15 65 24
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Fz4: ARV T7 I RBER(EMMOTrisEBERR(PH7.4)FIC 2mMO R ILHR > 7 2 ROEE)IC10mID
MEEFEMZETI00E L UVC0ONEBE L LEORIOEMIEFT O ZILR Y F 3 RCAHSEHRIO L
NI UM)y ZIILIR Y FERODBEEIEREOAETHEL £ - HPLC, 9XDW(ES)S L UEE
HEEN-FHICOWTRERDIEEZEHR

PREAI [RIR> T Z K], pM*
HPLC? ES® EI° HPLC? EgP El°
AAZ 136 139 140 160 167 163
MZA 170 169 165 168 168 167
Ny -brie 110 108 112 148 146 149
TIN WY -ATIN 125 127 122 154 156 158
71 0.3 05 0.5 04 0.5 03
76 10 1.1 1.0 11 1.2 1.1
89 0.3 0.2 0.5 0.3 0.6 0.4
91 0.4 03 0.5 0.3 0.6 0.5
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x5 REFASICEHESNTWAIESYICEI SAHZART—7F

&2 k¥R TEST— 5 (EHE(E,/ HEE)
% C %H % N
71 CigH1sN504Sa" ClOs 35.50/3532 3.36/3.62 12971293
72 CqgH2oN50,85° CIO4” 38.06/37.95 3.90/4.16 12.33/12.18
73 Ca0H2N504S3" CIOs 40.30/39.99 4.40/454 11.75/11.63
74  CxH3oN50.85" ClO4 42.34/42.56 4.84/476 11.22/11.03
75  CuHooNs0,:S3* ClO4 41.89/42.02 3.35/3.03 11.63/11.48
76  CosHaNs0,484" ClO4 43.84/4388 3.84/362 11.11/10.95
77 CasH2N504S1" CIO, 45.62/45.60 4.29/4.36 10.64/10.50
78  CoH1aN50,S:° ClO4 A47.26/47.45 4.70/4.80 10.21/10.14
79  CasHagN50,4S;" ClOy 45.62/4549 4.29/4.18 10.64/10.61
80  CaH2oN504S3' CIO4” 47.02/46.79 3.34/3.33 10.55/10.23
81 Cu7H24N504S3" ClO4 47.82/4773 3.57/3.73 10.33/10.40
82  CagHeN504S3" CIO, 48.59/48.83 3.79/3.91 10.12/10.24
83  CogHaeNs04Sa* CIO4 48 50/48.27 3.79/3.82 10.12110.05
84  CagH2sNs50:S3" ClOs 49.32/49.59 4.00/4.23 9.92/9.67
85 CagH2aN504S3" ClO4 49.32/49.16 4.00/3.94 9.92/9.71
86  CpsH2oNs504S85" ClO4 47.02/4725 3.34/318 10.55/10.46
87  Ca31H2Ns50,S3" CIO4 51.27/51.50 3.33/3.60 9.64/9.67
88  CasHxoNs0:S3* ClOs 46.19/46.28 3.10/295 10.77/10.67
89  Ci7H29N50.S3° CIO4” 36.86/36.72 3.64/3.53 12.64/12.45
a0 CooHaoNs04S3* ClO4 42 .89/42.70 3.60/3.84 11.37/11.15
94 CasHi2Ns50,S3" C104 44.34/4457 4.96/499 10.77/10.51
Ooo0doad
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000071090100 0000000000000O0O0D00O0O0O0O00O000
O0ONDOOOOOO0DOD0DDODODOOO0OO0OO0OO0O0D000O000O0O0O00000000000a0
0000000000000 00D000000000D00000000000000071
O0O00D0DO0O0O0D030000IROKBrOODen '0000D00O00ODOODOOODOOOD
00 :595,625,664,787,803,884,915,1100,1150,1190,1200,1285,1360,1495,1604,30650 *
H-NMRO D,00 O & O ppmO 3.08(s,6H,2,6-Me,);3.11(s,3H,4-Me),7.30-8.06(m,AA"BB",4H,
O0000O00D0ArH);9.05(s,2H,ArH, 0 00 0000003,5-H) 0000000000
0000000000000 0D0DD0O0000O0O0DDO0OO0O0O0O0O0O0DDDOoOOoOOaOg
00 0C;gH;gNs0,S5°C10, 0 C,H,NDO
0ONDODOOOOO0OO0O0DD0DD0DOO0OO0OO0O0O0O0D000000O0O00000000000a0
0000000000000 0D0000000000000000000000000
0000720000000 02900000IROKBrO0 O cn "0 625,680,720,1100,1165,13
30,1640,3020,32350 "H-NMRO TFAO O & O ppmO 1.500 d,6H,0 00 D0 000 O O 2Med ;2.
80(s,3H,6-Me);2.90(s,3H,4-Me);3.49(0 0000 01H,000000000O0CH)DO7.25-8.
43(m,AA"BB",4H,0 0000000000 OArH)07.98(s,2H,ArH,0 00000 00OOS3,5
-H)O OO O OC,gH,,Ns0,S3°CI0, 0 C,H,NO
O0ONDOOOOO0OO0DD0DDODOOO0OO0OO0O0O0D000O000O0O0O00000000000a0
0000000000000 00000000000000000000000000a0
O0O0073000000000278090 0 IROKBrO O Ocm 'O 625,685,820,1100,1165,1
340,1635,3030,32500 "H-NMRO TFAO O & O ppmO 1.51(d,12H,0 000000 0 0 O O 4Me
);2.83(s,3H,4-Me);3.42(0 0000024, 0000000000 0O2CH);7.31-8.51(m,AA"
BB*,4H,0 000D DOO0O0OOODOArH);8.05(s,2H,ArH, 0 000000 003,5-H)00D0
0 O CygHygNs04S,°CI0, 0 C,H,NO
O0ONOOOOO0ODDODDDOOOOO0OODODDOOOOO0OO0OODODDOOOOOOOD
0000000000000 00000000000000000000000000a0
0075000000 00030000IROKBrO0Ocn ‘0 625,690,770,1100,1170,1330,163
5,3030,3260,33300 "H-NMRO TFAD O & O ppmO 2.62(s,6H,2,6-Me,);8.10-9.12(m,11H,O
0000000000000 000004-PhO O OArH)0 00O OC,,HoNs0,S5°Cl10,” 0O
C,H,NO
O0ONOOOOO0OO0OD0DDDODOOO0OO0OO0OO0O0D0D0O0O0O0O0O0O0O00000000000a0
0000000000000 00000000000000000000000000a0
DD076000000000267080 0 IROKBrO O Ocm 'O 625,695,765,1100,1180,1340,
1630,3040,3270,33600 "H-NMRO TFAO O & O ppmO 1.43(t,6H,0 00 0 O O 2Me);2.82(q,4
H,EtD O O 2CH,)0 7.68-8.87(m,11H,0 0 00 0000000000000 0O0A4-PhOO
OArH)0 0 0O O Cy3H,4Ns0,S;7°CI0, 0O C,H,NO
O0ONDOOOOO0OO0DD0DDO0DOOO0OO0OO0O0O0D000000O0O0O00000000000a0
0000000000000 D0D0DDDO0OO0O0O0D0D0DDDOO0DO0O0OO0O0DO0ODDODODOOaO
O0O00D0O07700000000235070 0 IR0OKBrO 00 cm™ 0 625,695,770,1100,1180
,1340,1630,3050,3220,33150 "H-NMRO TFAO O & O ppmO 1.06(t,6H,0 0 0 0 O O O 2Me);
1.73(0 00000 ,4H,0000 00000 2CH,(B ));2.84(t,4H, 000000000 2CH
,(a));7.55-8.71(m,11H,0 0 0 0000000000000 00O00A4-PhO 0 OArH)O DO
O 00OC,sHygNs0,S;,°Cl0, 0O C,H,NO
O0ONOOOOO0OODDDDOOOOO0OO0OO0ODDOOOO0OO0OO0OO0D0OD0D0DOO0OO0OO0OO0O0O0aDn
0000000000000 000000000000000000000000000
D0O00D79000000002780090 0 IROKBrO O Ocm 'O 625,690,765,1100,1180,1
340,1625,3040,3270,33150 ‘H-NMRO TFAO O & O ppmO 1.45(d,12H,0 0000 0 O O O 4M
€);2.95(0 0000 ,2H,0000000002CH);7.92-8.97(m,11H, 0 00000000
0000000000 4-PhO 0O OArH)O O O OO CysHygNg0,S5°C10, 0 C,H,NDO
O0ONDOOOOO0OO0DD0DDODOOO0OO0OO0O0O0D000O000O0O0O00000000000a0
0000000000000 00000000000000000000000000a0
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00800 DODO0DDODN?2980 990 0O IRDOKBrO O Ocm 'O 625,710,770,1100,1170,1345,1
625,3040,3245,33500 ‘H-NMRO TFAO O & O ppmd 2.75(s,3H,2-Me);7.53-8.70(m,16H,0 O
O0000000000000000A4,6-Ph,000ArH)0 000 DO CygHaNg0,S37ClI0,"
0 C,H,NO
O0ONDOOOOO0ODDODDDOOOOO0OODODDDOOOOOOODDODODDODOOOOOOOD
0000000000000 00000000000000000000000000a0
008100000000 245050 0 IROKBrO O O cm™ 'O 625,700,770,1100,1180,1340,16
20,3040,3250,33500 "H-NMRO TFAO O & O ppmO 1.52(t,3H,0 0 00 O O Me);2.97(q,2H,C
Hy);7.40-8.57(m,16H,0 0 0 0000000000000 O0O0OA4,6-Ph,0 0 0ArH)O O
O 00OC,;HygNs0,S;,°C10, O C,H,NO
O0ONOOOOO0OODDDDOOOOO0OO0OO0ODDOOOO0OO0OO0OO0D0OD0D0DOO0OO0OO0OO0O0O0aDn
0000000000000 000000000000000000000000000
00000820 0000000214050 0 IROKBrO O Ocm 'O 625,700,770,1100,1180,1
340,1620,3030,3270,33500 ‘H-NMRO TFAO O & O ppmO 1.03(t,3H,0 000 0 O O Me);1.9
5(000000024H,000000000PB OCH,);2.88(t,2H, 00000000 0a OCH
»);7.39-8.55(m,16H, 0 0 0 0000000000 D0D0DDOOOO4,6-Ph,000ArH)00 0
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