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Single Dose Data

Panel/Cell Lines

Growth Percent(7d)

Growth percent (7f)

Leukemia

CCRF-CEM -07.97 0.69
HL-60(TB) -51.50 -11.33
K-562 -34.45 2.21
MOLT-4 -20.71 -3.65
RPMI-8226 -22.03 -1.73
Non-small cell Lung Cancer

A549/ATCC -85.14 22.74
HOP-62 -100.00 -7.73
HOP-92 -75.03 -16.12
NCI-H226 -70.59 17.02
NCI-H23 -71.28 47.96
NCI-H322M -87.03 44.66
NCI-H460 -78.64 -28.51
NCI-H522 -99.35 -67.82
Colon Cancer

COLO 205 -100.00 10.07
HCC-2998 -95.13

HCT-116 -85.48 -85.29
HCT-15 -81.98 76.05
HT 29 -100.00 -42.42
KM 12 -93.91 -35.68
SW-620 -92.48 0.35
CNS Cancer

SF-268 -77.97 9.60
SF-539 -97.00 -12.52
SNB-19 -92.18 58.09
U251 -100.00 6.39
Melanoma

LOX IMVI -93.05 -28.31
MALME-3M -69.48 -27.75
M 14 -70.50 3.70
MDA-MB-435 -98.64 -5.87
SK-MEL-2 -89.02 -19.66
SK-MEL-28 -100.00 21.60
SK-MEL-5 -100.00 10.80
UACC-257 -92.13 5.32
UACC-62 -87.06 7.74
Ovarian Cancer

IGROV1 -75.70 7.35
OVCAR-3 -100.00 -13.94
OVCAR-4 -4.44 29.84
OVCAR-5 -94.86 18.09
OVCAR-8 -59.51 -3.77
NCI/ADR-RES -26.57 103.20
SK-OV-3 -95.49 4.28




Renal Cancer

786-0 -88.75 15.92
A498 -100.00 32.52
ACHN -100.00 51.36
CAKI-1 6.59 97.44
RXF 393 -94.50 -52.09
SN 12C -76.09 -0.66
TX-10 -89.04 8.71
uo-31 -97.11 80.49
Prostate Cancer

PC-3 -86.50 12.09
DU-145 -97.33 0.08
Breast Cancer

MCF7 -100.00 27.95
MDA-MB-231/ATCC -43.22 -0.28
HS 578T -19.82 23.38
BT-549 -96.36 -31.56
T-47D -32.62 32.88
MDA-MB-468 -76.23 -37.67




One Dose Mean Graph (Compound 7d)

Panel/Cell Line Growth Percent Mean Growth Percent - Growth Percent
Leukemia
CCRF-CEM -7.87
HL-80(TB) -51.50
K-562 -34.45
MOLT-4 -20.71
RPMI-8226 -22.03 L
Mon-Small Cell Lung Cancer
AS4QIATCC -25.14
HOP-&2 -100.00
HOP-22 -75.03
NCIH228 -70.59
NCIH23 -71.28
NCHH322M -87.03
NCI-H480 -T8.64
NCIH522 -0g.35
Colon Cancer
COLO 205 -100.00
HCC-2808 -05.13
HCT-116 -85 .48
HCT-15 -31.88
HT29 -100.00
KM12 -53.1
SW-820 -5248
CNS Cancer
SF-268 -T7T87
SF-530 -87.00
SMB-18 -82.18
U251 -100.00
Melanoma
L IMVI -03.05
MALME-3M -G 48
M14 -70.50
MDA-MB-435 -0g.64
SKE-MEL-2 -88.02
SK-MEL-28 -100.00
SK-MEL-5 -100.00
UACC-257 8213
UACC-82 -87.08
Cwarian Cancer
IGROV1 -75.70
OVCAR-3 -100.00 [—
OVCAR-4 -4.44
OVCAR-5 -84.88 fr—
OVCAR-B -58.51 —
NCUADR-RES -26.57 ——
SE-OW-3 -95 .49 f—
Renal Cancer
786-0 -28.75
A488 -100.00
ACHMN -100.00
CAKI-1 6.59
RXF 383 -84 50
SH12C -78.08
TE-10 -20.04
uo-31 -87. 1
Prostate Cancer
PC-3 -B6.50
DU-145 -87.33
Breast Cancer
MCF7 -100.00
MDA-MB-231/ATCC -43.22
HS 578T -19.82
BT-548 -9 38
T-47D -32.82
MDA-MB-453 -TE.23
Mean -76.20
Delta 23.80 —
Range 108.59 ﬁ
150 100 50 0 -50 -100 -150




FIVE dose results (Compound 7d)

Dose response curves
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FIVE dose results (Compound 7d)

Log1d Concentration
Tme wean Optical Densties Percant Growtn
PanesCell Line Zem CiM 80 0 60 -50 -40 80 0 60 50 -40 GIS0 TGl LCS0
Leukemla
CORF-CEM 0413 2341 2248 2138 0531 D493 05T s @ B 4 3 109E7 = 1.00E-4 = 1.00E-4
HL-60{TE} (726 2444 2695 2478 0.917 D373 0.466 115 102 11 -43 -3 ITIET 1.53E-6 > 1.00E-
K-562 0223 1.820 1.B51 1763 0.283 D216 0.285 102 % 4 3 4 IATET . > 1.00E-
MOLT-4 0E2S 2611 2535 3029 1295 0644 0976 106 111 24 1 3 45967 > 1.00E-4 = 1.00E-4
RPMI-5226 DTE6 2756 2745 2638 03T O06E1 0750 %9 o4 PR T 3D8E-7 1.75E-6 = 1.00E-4
SR 0315 1834 1486 1422 0313 D252 0335 % o1 -1 -0 2 2 BOE-T . = 100E-4
Won-Smail Call Lung Cancer
AS49IATCC 0517 23255 2194 2199 (628 D.141 0.098 w7 o7 & T3 B 32967 1.20E-6 5.15E6
HOP-52 0438 1479 1461 1176 0440 D.016 -0.056 % 100 . 85 -1D0 31667 1.01E-6 33E6
HOP-92 1492 1855 1850 1853 1723 0398 0.3 7 s 73 18 %.B9E-7 2.54E-6 E.ATE-S
WCHH22E 0639 1319 1308 1244 1218 0443 0316 %  BS B4 35 54 15265 50356 5 96E-5
MCH-H23 1221 3150 3112 3162 2742 0431 0170 % 100 79 65 -85 1 5865 35366 7.89E-6
MCI-H322M [E26  1.880  1.B51 1841 1532 0110 0.133 o7 =5 &7 BT B4 12985 27356 STTEE
MCI-HIED 0303 2684 2736 2636 (225 D098 0.073 M2 W00 26 €3 76 2 E0E-T £.24E-7 3T9E-E
MCH-HE2Z 1093 2476 2473 2530 2117 0438 0.097 100 104 74 BF 01 14165 2ETE-E £ 3EE-
Colon Cancer
COLOD 205 [406 1769 1658 1856 (449 D008 -0.05D 107 W07 3 08 -0 35257 1.07E-E 33566
HCC-2008 1066 2850 2E93 3056 (039 0.040 0.020 02 111 42 85 08 113ET 7.00E-7 38366
HCT-116 [.234 2145 2067 2217 0073 0.022 D.0E2 106 104 69 91 74 2 DSE-T 3.08E-7 7.76E-T
HCT-15 [272 2200 2303 2216 0304 D113 0036 01 %5 2 E3 47 3D8ET 1.0EE-E T.23E6
HT29 (239 1370 1393 1440 0.141 D037 0.041 102 106 -41 B35 &3 241ET 5.27E-T 161E6
KM12 0471 2414 2456 2491 0261 D.O74 0.042 103 104 45 B4 o1 2ET £.00E-T 1.36E6
SW-E20 0321 2199 2195 2208 (.299 D049 0.085 00 100 7 -T2 -T4 28567 8.63E-T 4.55E6
CMS Cancar
oF-258 [ES6 2066 2081 2080 0692 0122 D168 101 102 3 B T4 13567 1.08E-6 428EE
SF-295 (932 2838 2728 2721 0666 D.154 D0.125 9 o4 W E2 57 2 2867 5.54E-T 2. 50E-6
SF-539 0522 2556 2519 2428 (933 D026 -0.029 | o 1 67 -100 2 B9E-7 1.02E-6 3.29E6
SHE-19 0341 1454 1340 1.302 0454 D026 0.010 9 B8 10 83 97 3.00E7 1.265-6 3.85E6
SNE-TS 0740 1664 1576 1.555 1.192 D.076 -0.030 0 B35 439 80 -100 9.35E-7 2.25E-6 5.17E6
uzst 0540 2247 2146 2066 0310 0.021 -0.02 84 o0 43 56 -100 15967 475ET 13766
Melanoma
LOX MV [EO7 2680 2616 2715 0078 0011 0.041 7 11 B5 88 02 1.89E-7 35057 ES1E-T
WAL ME-3M [498 0.807 O0E2E DEOD 0784 0955 0.327 17 = =2 &7 - 1.85E-5 3E0E-E .
0381 1601 1695 1726 0.903 0955 0.17D 100 103 40 E7 55 EBIET 25BE-E E.S0EE
MDA-MB-435 0645 2622 2628 2595 0.913 D190 0.189 00 9 14 B3 i ITIET 1.38E-6 4.56E6
SK-MEL-2 1130 2256 2408 2372 2358 0.150 0.086 113 110 109 85 -52 201ES 3F3E-E £ 55E-6
SK-MEL-28 0529 1513 1541 1528 1437 0011 0044 103 102 %2 58 -100 16765 3DEE-E 5 S9E-§
SK-MELS 0512 2150 2102 2172 1466 0.009 -0.009 o7 W1 58 58 -100 11265 2 35E-6 431E-6
UACC-257 0BS9 1817 1735 1732 1704 0.094 0047 o1 91 B3 63 05 1 B4E-5 31456 £.02E-6
UACC-E2 (738 2900 2ESD 2753 1457 0121 0.0S3 s 83 33 B4 .m3 51287 1.01E-E S 14E-6
Cwaran Canger
IGROV [E26 1911 2054 2035 0856 0471 0.229 111 110 -0 J3 63 316E7 B31ET 436EE
OVCAR-2 [E7Z  1.840 1831 1.978 (748 D.019 -D.027 107 111 & 47 -100 1EIET 11556 3E0E6
OVCAR-4 [L743 1.805 1553 1505 0794 D312 0.258 7 B9 & -E3 £5 2 57E-7 1.245-5 T.A0E-6
ONCAR-E [703 1670 1615 1858 1295 D217 0.066 4 B3 Bl 3 o1 12265 2.05E-E T12E6
OVCAR-E 0418 1.824 1772 1782 0611 D.110 D.O75 % 97 14 74 -B2 367E7 143E-6 5.35E6
MCUADR-RES 0709 2356 2420 2491 1334 D.344 0.499 14 108 3@ -2 -3 E.TIET 2.55E-6 .
SK-OV-3 0E0S 1605 1634 1626 1263 0053 -0.051 02 102 66 -91 -100 1 26E-5 2F2E-E 5 45E-6
Renal Cancer
TEED [ES6 2465 2420 2450 (659 D281 0.278 % 100 . £ = 116ET 1.01E-E T.3EE
Ad58 1472 2372 2010 2225 2074 D019 -0.037 82 B4 & 89 -0 1.26E5 2,536 5.08E-6
ACHN 0359 1759 16068 1769 0618 D027 0.042 104 101 13 83 B8 4.14E-7 1.47E-6 4.13E6
CAKI-1 [B24 2600 2594 2573 1130 0430 0742 % B4 15 43 12 36267 1.84E-5 = 1.00E-4
RXF 353 0639 1052 1047 1014 0286 0.050 0.023 B9 of  E5  op .55 1.50E-7 4ABET 8.30E-T
SM12C 1067 3381 3715 3158 2247 0.562 0581 o7 o4 B3 A7 45 1. D8E-5 338E-6 = 100E-4
TH-10 0758 1500 1530 1534 1016 0025 -0.005 M4 104 35 7 -100 £ D3E-T 1.B4E-6 A41E6
uo-31 [E36 2376 2095 2155 1.061 D058 0.027 87 53 16 83 -O7 35287 1.38E-6 A401EE
Prosiata Cancer
pC-3 [ESE  1.850 1624 1793 071 02891 0.230 o7 o4 5 B8 £5 31567 1.228-6 EQ4E6
DU-145 (565 1957 1093 2056 1.015 D013 0.002 M3 W07 32 88 -0 5 BOE-T 1.TTE-E 4.30E-6
Erzast Cancer
MCFT 0433 2421 2181 D661 0.000 -0022 81 B8 12 85 -iD0 31887 1.31E-6 380E-6
MDA-MB-231/ATCC 0640 1567 1518 0657 0410 0374 100 95 2 35 42 30367 1.11E-6 = 100E-4
HS STET 0225 1895 1E30 1174 D.E34 0B 4 03 2 -0 -1 438567 527E-E = 1.00E-4
BT-540 T 1620 1.198 0.124 0.DET 107 111 43 85 o2 T.02E7 2.1BE-E 5 36E-6
T-4TD LTIE 2004 1853 1587 DE17 D238 % 97§38 28 -7 15385 SA1E-E 37IES
MDA-MB-465 L70S 1515 1412 0.538 0255 D254 %3 B7 24 B4 64 2ATET 6.12E-T 451E6




FIVE dose results (Compound 7d)

Mean graph
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One dose Mean Graph (Compound 7f)

Panel/Cell Line Growth Percent Mean Growth Percent - Growth Percent
Leukemia
CCRF-CEM 0.68
HL-80(TB) -11.33
K-562 2.21
MOLT-4 -3.85
RPMI-8226 -1.73
Mon-Small Cell Lung Cancer
AB40/ATCC 22.74
HOP-62 -7.73
HOP-82 -16.12
MCI-H2268 17.02
MNCI-H23 47.98
NCI-H3Z2M 44 @6
NCI-H4E0 -28.51
MCI-H522 -67.82
Colon Cancer
COLO 205 10.07 L
HCT-118 -85.28
HCT-15 TE.05
HT29 4242
KM1i2 -35.68
SW-620 0.35
CME Cancer
SF-208 0.60 L
SF-538 -12.52 [r—
SMNB-19 58.00 I ——
U251 6.38
Melanoma
LOX IMVI -28.31
MALME-3M -2775
M4 3.70
MDA-MB-435 -5.87
SK-MEL-2 -19.68
SK-MEL-28 21.60
SK-MEL-5 10.20
UACC-257 §.32
UACC-G2 7.74
Cwvarian Cancer
IGROWV1 7.35
OVCAR-3 -13.84
OVCAR-4 20.24
ONVCAR-5 18.08
OVCAR-8 -3.77
NCIUADR-RES 103.20
SK-OV-2 4.28 m
Renal Cancer
T86-0 15.92
A48 32.52
ACHN 51.36
CAKI-1 BT.44
RXF 383 -52.08
SHN12C -0.66
TH-10 8.71
UD-31 B0.40
Prostate Cancer
PC-2 12.08
DU-145 0.08
Braast Cancer
MCFT 27.85
MDA-MB-231/ATCC -0.28
HS 6T8T 23.38
BT-548 -31.58
T47D 32.88
MDA-MB-488 -37.67
Mean 6.48
Delts 01.77 ]
Range 188.48
150 100 50 0 -50 -100 -150




FIVE dose results (Compound 7f)

Dose response curves
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FIVE dose results (Compound 7f)

Time
Paned/Cell Lina Zer
Leukemla
CCRF-CEM 0413
HL-E0(TE} 0726
K-562 D223
MOLT-4 DuB2S
RPMI-S226 D.756
SR 0L3s
Mon-Zmall Call Lung Cancer
AS4ATCC e
HOP-52 D438
HOP-32 1.432
NCI-H22E D.E39
NCI-H23 12
NCI-H322M DuB2E
MCI-H4ED 0303
NCI-HE22 1.093
Colon Cancer
COLO 20s D.406
HOC-2938 1.066
HCT-118 D234
HCT-15 0272
HT29 D239
KM12 D471
SW-E20 b3
CHS Cancar
SF-268 Due4E
SF-235 0832
SF-539 D522
SME-19 0341
SNBE-TS D.740
u2si R
Melanoma
LOX 1M 0507
MALME-3M D498
Mid 0.3
MDA-MB-435 DuE4sS
SK-MEL-2 1.130
SK-MEL-2B ous29
SKE-MEL-S D512
UACC-257 DuBSS
UACC-E2 DL7T3g
Owaran Cancer
IGROVT DuE26
OVCAR-2 D673
OWVCAR-4 D743
OVCAR-S 0.Ta3
OWCAR-B D418
NCUADR-RES b.Ta9
SE-OV-3 D.E09
Renal Cancer
TEE-0 DuESE
Adoa 1472
ACHM D359
CAKI-1 DB
RXF 393 o3
SH1IC 1.067
TE-10 D758
uo-3 D.E36
Prostate Cancer
PC-3 DuESE
DU-145 R
Ereast Cancer
MCF7 D433
MDA-MB-2Z31ATCC 0620
HS STET usas
BT-549 b.e02
T-47D D716
MDA-MB-4E8 oLTas

2350
2327
1.766
2772
2731
1.567

2421
2416

1851
2 BTT

1.861

1.579
1.799
2453
1.556

.0

2250
2415
1.780
2 E74
2653
1438

2245
1147
1.757
1212
3160
1813
277
2439

1.%52
2411
2340
1413
2456
2326

197
2708
2232

1.430
2158

2730
D.E00
1.7
2821

1.709
1.837

2185
1422
1914
176
1.554
1419

Leg10 Concentration

Mean Opiical Densitles Percant Growth
-f.0 S0 50 -440 <0 70 60 -50
2210 2000 D475 0500 =] 53 B2 3
2170 2050 0709 D378 105 20 B3 -2
1.790 1.661 D349 D.249 100 100 83 g
3004 2770 0885 D0O.7E1 105 112 100 -]
2606 2533 DE3S D745 55 52 52 3
1478 1200 0355 0373 =) 53 T 4
2225 21258 D577 D42 % 53 83 25
1157 1221 0495 0.3%0 100 102 111 -]
1.735 1.727 1451 1516 B2 i T -3
1.163 1.188 OB1S D383 55 BV o 23
3207 3153 2095 D&M 05 53 55 43
1816 1794 1273 D229 101 101 ] 45
2542 2528 D215 D45 95 97 52 -9
2474 2337 DES9 D.TOT o5 ] B3 -21
15913 1881 D122 D03 108 105 i -7
3034 3085 D183 DA3S 100 102 105 -E3
2534 2371 D059 D.OLS 101 107 53 -
21471 2132 1065 D195 101 97 53 41
1457 1441 D225 DA2E 102 105 105 -5
2433 2379 0105 DDS2 102 103 53 -78
2325 2270 D.241 D212 55 85 83 -2
1.999 1.654 0738 D495 a7 104 53 12
2724 2E26 0.634 D.BE2 21 g2 a7 -27
2398 2252 0.840 D246 53 52 o -3
1345 1328 0.554 0380 21 20 B9 19
1470 1452 1.115 D535 ES B2 B2 43
2116 2100 0709 D473 &5 g2 a1 ia
2632 2661 D.284 D329 55 102 85 -42
0779 0.821 D349 D257 105 ] 114 -3
16812 1.773 D457 D52 %9 102 83 3
2803 2802 0745 D564 a7 ] o1 ]
2337 2297 1307 D&% 112 104 100 15
1485 1.435 0387 0014 5 ] 53 -27
1522 1655 0.189 D045 92 B3 BS -£3
1.751 1.757 1.168 0351 1 50 50 31
2730 2700 D482 D362 B5 85 a1 -33
1.589 1.B67 0516 D484 111 110 100 -18
16860 1.757 0627 D.DET 107 105 85 -7
1.513 1.421 D.9E2 D.BE2 1 a7 B5 ay
1.519 1620 D0.552 D400 22 83 105 2
1.783 1725 0639 D649 102 ] 95 g
2602 2532 ZA16 1756 104 105 105 85
1.589 1.849 D0.881 D.3&8 105 103 53 25
2523 28506 0725 D455 100 102 102 3
2301 2197 1.584 D03 B2 TG T 13
16562 1676 D753 D06 104 100 1o 30
2614 2ED8 1677 1101 &1 92 a1 43
1036 1032 0473F 0.2 103 53 2 -3
3138 3062 D&M D629 53 = a1 -18
1.563 1.998 0.950 0.35%5 104 103 108 25
2237 21851 1832 D19 %2 85 i) T
1678 1658 D.&50 D673 &5 92 50 7
1954 1901 D620 0.0 107 109 104 4
2176 2.007 D911 D032 By B7 T8 24
1428 1420 0.553 D369 53 22 83 -12
1812 1670 1326 13312 ] ] = 40
1.623 1697 D.442 D262 105 112 53 -43
15802 1818 1.136 D77 100 55 E3 £
1353 1248 D436 D414 h| B4 =] -38

mhﬁmgn

-17
-1

-43
-32

=51
-8

-23
-Z7
-73

-28
-12

-32

-53
-42

-&7

-41

¥

GISD

2.54E-6
2 A2E-5
3 21EG
3.50E-6
2.00E-5
2 D4E-5

4.TIES
3.50E-5
2 09E-G
4DLE-5
TASE-G
B.2SE-6
2 E-6
2 I4E-5

1.99E-5
1.55E-6
1.55E-6
6.B7E-6
3.13E-5
1.87E-6
2 32EG

3.I5E-5
2AE-S
2 58E-5
3.59E-6
E.E7E-S
3. I0E-S

2 10E-G
2 TEE-G
3.35E-G
J.DE-S
3 BAE-G
2 I9E-5
1.72E6
4.BOE-&
2 14E-6

2 E5E-5
2 B)E-G
4.07E-S
4.55E-5
3.04E-5
1.00E-2
4 E5E-5

3.35E-S
2 53E-G
5.25E-6
TXE-S
1.81E-6
2 ISE-G
4.55E-5
1.45E-5

3.57E-6
3 43E-5

3 JE-E
2 35E-G
B43E-6
2 16E-G
E.05E-S
1.51E-6

WMV N W

oW N VN

W

W

W

oW N VN

WoN oW oN W

LCS0

1.00E-4
1.00E-4
1.00E-<
1.00E-4
1.00E4
1.00E-4

1.00E-<
1.00E-4
1.00E-<
1.00E4
1.00E-4
E.46E-5
B7ZE-S
1.00E-4

7T.65E-5
E.65E-6
T.5TE-S
1.00E-4
1.00E4
E.94E-6
1.00E-<

1.00E-4
1.00E-4
4.34E-5
1.00E-4
1.00E4
1.00E-4

1.00E-<
1.00E-4
1.00E-<
1.00E-4
1.00E-4
2Z12E-5
E1SE-G
B.BEE-S
1.00E-4

1.00E-4
230E-5
1.00E-4
1.00E-<
1.00E-4
1.00E-<
1.00E4

1.00E-4
392E-5
B.26E-5
1.00E-4
T.2TE-E
1.00E-4
1.00E-4
B.62ZE-5

1.00E-4
3.54E-5

4.30E-5
1.00E-<
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FIVE dose results (Compound 7f)
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1H and 3C NMR spectra of representative compounds
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