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Table S1: Comprehensive list of ICso data for Aurora B inhibitors reported in literature

AZDI1152 in vitro 1Cso values

Malignancy Cell Line ICso (nM) Reference

T
Adult lymphoblastic PALL-2 5 1
Leukemia: Philadelphia
chromosome-positive

T

Acute monocytic leukemia | MOLM13 12 !
Biphenotypic leukemia MV4-11 8 1
DL
Androgen-sensitive human | LNCaP 25 2
prostatic adenocarcinoma
Androgen-independent PC-3 10 2
advanced human prostatic
adenocarcinoma
1
Human retinoblastoma Y-79 39.38 3
Patient-derived LRBI1 38.41 3
retinoblastoma cells
Patient-derived LRB2 32.39 3
retinoblastoma cells
Hepatocellular carcinoma Huh-7 16.72 4
L
Hepatocellular carcinoma | Hep3B 4.79 4
Lung adenocarcinoma A549 0.9 5

Lung adenocarcinoma A549 20.16




Malignancy Cell Line I1Cso (nM) Reference
1
Lung squamous cell SK-MES1 1.2 5
carcinoma
Lung adenocarcinoma SKLU1 2.3 5
1
Osteosarcoma U20S 146 7
Undifferentiated human SW-872 43.4 8
liposarcoma
1
Differentiated human 93T449 74.5 8
liposarcoma
1
Colon carcinoma HCT116 20.12 6
Colorectal adenocarcinoma | HT-29 150 6
1
Anaplastic osteosarcoma SK-ES-1 5 o
Anaplastic osteosarcoma A4573 6 °
1
Anaplastic osteosarcoma A673 5000 9
Breast adenocarcinoma MDA-MB-468 14 10
Amelanotic melanoma MDA-MB-435 125 10
1
Breast adenocarcinoma MDA-MB-231 105 10
1
Breast adenocarcinoma MDA-MB-361 70 10
1
Breast carcinoma BT-474 8 10
1
Anaplastic thyroid CAL-62 9.2 "
carcinoma
1
Anaplastic thyroid BHT-101 461.3 "
carcinoma
1
Anaplastic thyroid 8305C 287.8 "

carcinoma




Malignancy Cell Line I1Cso (nM) Reference
|
Anaplastic thyroid 8505C 26.7 "
carcinoma
|
Hereditary thyroid TT 401.6 12
medullary carcinoma
|
Adult hepatocellular JHH-1 17.4 13
carcinoma
|
Adult hepatocellular JHH-2 218.0 13
carcinoma
|
Adult hepatocellular JHH-4 155.6 13
carcinoma
|
Adult hepatocellular HuH-1 27.3 13
carcinoma
|
Hepatoblastoma HuH-6 3.7 13
|
Adult hepatocellular HuH-7 6.8 13
carcinoma
|
Adult hepatocellular HLE 459 13
carcinoma
|
Adult hepatocellular HLF 126.1 13
carcinoma
|
Adult hepatocellular PLC/PRF/5 76.9 13
carcinoma
|
Hepatic epithelial neoplasm | SK-Hepl 21.9 13
|
Pediatric hepatocellular Hep-3B 7.6 13
carcinoma
|
Hepatoblastoma Hep-G2 14.7 13
|
Gastric carcinoma HGC-27 3.98 14
|
Gastric mucinous MGC-803 2.82 14

adenocarcinoma




GSK 1070916 in vitro I1Cso values

lymphoblastic leukemia

Malignancy Cell Line I1Cso (nM) Reference
| |
Endocervical KB-3-1 16 15
adenocarcinoma (HPV
related)
|
Endocervical KB-C2 1359 15
adenocarcinoma (HPV
related)
Colon adenocarcinoma SW620 96 5
1
Colon adenocarcinoma SW620/AD300 1460 15
Embryonic kidney cells HEK293/pcDNA3.1 435 15
1
Embryonic kidney cells HEK293/ABCB1 3331 5
Human retinoblastoma Y-79 17.89 3
|
Patient-derived LRBI 5.97 8
retinoblastoma cells
Patient-derived LRB2 5.88 8
retinoblastoma cells
|
Osteosarcoma U208 34 (ECso) 16
1
B-cell chronic leukemia MEC-1 10 (ECso) 16
Primary cutaneous T-cell MIJ 7 (ECs0) 16
non-Hodgkin lymphoma
|
Cutaneous T-cell HuT 78 14 (ECso) 16
lymphoma (Sézary
syndrome)
Primary cutaneous T-cell HH 18 (ECso) 16
non-Hodgkin lymphoma
1
Precursor T-cell acute ALL-SIL 2 (ECso) 16
lymphoblastic leukemia
1
Precursor T-cell acute MOLT-16 3 (ECso) 16




Malignancy Cell Line I1Cso (nM) Reference

|
Precursor T-cell acute HSB-2 3 (ECso) 16
lymphoblastic leukemia

1
Chronic myelogenous CML-T1 3 (ECso) 16
leukemia
Precursor T-cell acute MOLT-4 3 (ECso) 16
lymphoblastic leukemia
1

Precursor T-cell acute Jurkat 3 (ECso) 16
lymphoblastic leukemia
Precursor T-cell acute CTV-1 4 (ECso) 16
lymphoblastic leukemia
Precursor T-cell acute SKW-3 5 (ECso) 16
lymphoblastic leukemia

1
Precursor T-cell acute MOLT-3 5 (ECso) 16
lymphoblastic leukemia

1
Precursor T-cell acute CEM/C1 6 (ECso) 16
lymphoblastic leukemia

1
Precursor T-cell acute CCRF-CEM 7 (ECs0) 16
lymphoblastic leukemia

1
Precursor T-cell acute JRT3-T3.5 9 (ECsp) 16
lymphoblastic leukemia

1
Precursor T-cell acute DND-41 787 (ECso) 16
lymphoblastic leukemia

|
Chronic myeloid leukemia | EM-2 4 (ECsp) 16

1
Chronic myeloid leukemia | EM-3 4 (ECso) 16

1
Chronic myeloid leukemia | BV173 5 (ECso) 16

|
Chronic myeloid leukemia | KCL-22 5 (ECso) 16

1
Chronic myeloid leukemia | KU812 8 (ECso) 16

1
Blast phase chronic K-562 13 (ECso) 16

myelogenous leukemia




Malignancy Cell Line I1Cso (nM) Reference
|

Blast phase chronic MEG-01 44 (ECsp) 16

myelogenous leukemia
|

Acute myeloid leukemia PLB-985 1 (ECso) 16
|

Acute NOMO-1 2 (ECs0) 16

monoblastic/monocytic

leukemia
|

Precursor T-cell acute CCRF-SB 2 (ECsp) 16

lymphoblastic leukemia
|

Acute myeloid leukemia OCI-AML-2 4 (ECso) 16
|

Acute myeloid leukemia OCI-AML-3 4 (ECso) 16
|

Acute myeloid leukemia ML-2 5 (ECso) 16
|

Acute THP-1 5 (ECs0) 16

monoblastic/monocytic

leukemia
|

Acute MV-4-11 7 (ECs0) 16

monoblastic/monocytic

leukemia
|

Acute myeloid leukemia HL-60 10 ECso) 16
|

Myelodysplastic syndrome | F-36P 10 (ECso) 16
|

Acute promyelocytic NB4 11 (ECso) 16

leukemia
|

Acute megakaryoblastic M-07e 13 (ECso) 16

leukemia
|

Acute myeloid leukemia OCI-M1 20 (ECso) 16
|

Acute myeloid leukemia GDM-1 21 (ECsp) 16
|

Acute myeloid leukemia BDCM 26 (ECso) 16
|

Acute megakaryoblastic CMK 27 (ECso) 16




Malignancy Cell Line I1Cso (nM) Reference
|
leukemia in Down
syndrome
|
Acute myeloid leukemia KG-1 32 (ECso) 16
|
Acute erythroid leukemia | HEL 92.1.7 60 (ECso) 16
|
B-cell prolymphocytic JVM-3 2 (ECso) 16
leukemia
|
B-lymphoblastic SUP-B15 2 (ECso) 16
leukemia/lymphoma
|
Precursor B-cell acute NALM-6 2 (ECso) 16
lymphoblastic leukemia
|
Diffuse large B-cell KARPAS-231 3 (ECso) 16
lymphoma
|
B-lymphoblastic SEM 3 (ECso) 16
leukemia/lymphoma
|
B-lymphoblastic RCH-ACV 4 (ECso) 16
leukemia/lymphoma
|
Acute myeloid leukemia CESS 5 (ECso) 16
|
B-lymphoblastic Kasumi-2 6 (ECso) 16
leukemia/lymphoma
|
Precursor B-cell acute TANOUE 1478 (ECso) 16
lymphoblastic leukemia
|
Acute myeloid leukemia HD-MY-Z 4 (ECsp) 16
|
B-lymphoblastoid Hs 445 5 (ECso) 16
|
B-lymphoblastoid RPMI 6666 10 (ECso) 16
|
Hodgkin lymphoma L-428 31 (ECso) 16
|
Hodgkin lymphoma TO 175.t 54 (ECso) 16
|
Burkitt lymphoma ST486 2 (ECso) 16




Malignancy Cell Line I1Cso (nM) Reference
|
EBV-related Burkitt EB2 2 (ECso) 16
lymphoma
|
EBV-related Burkitt Raji 3 (ECso) 16
lymphoma
|
Burkitt lymphoma GA10 4 (ECso) 16
|
EBV-related Burkitt Daudi 5 (ECso) 16
lymphoma
|
EBV-related Burkitt Jiyoye 5 (ECso) 16
lymphoma
|
Burkitt lymphoma CA46 5 (ECso) 16
|
EBV-related Burkitt Namalwa 6 (ECso) 16
lymphoma
|
EBV-related Burkitt NC-37 7 (ECso) 16
lymphoma
|
EBV-related Burkitt EBI 7 (ECso) 16
lymphoma
|
EBV-related Burkitt EB3 7 (ECso) 16
lymphoma
|
EBV-related Burkitt P3HR-1 8 (ECso) 16
lymphoma
|
B-cell non-Hodgkin MC116 8 (ECs0) 16
lymphoma
|
B-lymphoblastoid 1A2 9 (ECso) 16
|
EBV-related Burkitt HS-Sultan 14 (ECso) 16
lymphoma
|
Burkitt lymphoma DG-75 18 (ECso) 16
|
Primary effusion CRO-AP2 3 (ECso) 16
lymphoma
|
Primary effusion CRO-AP5 3 (ECso) 16

lymphoma




Malignancy

Cell Line

IC50 (HM)

Reference

|
ALK-positive anaplastic

large cell lymphoma

SR

3 (ECso)

16

|
Diffuse large B-cell

lymphoma activated B-cell
type

NU-DUL-1

4 (ECso)

16

B-cell non-Hodgkin
lymphoma

MHH-PREB-1

4 (ECso)

16

Diffuse large B-cell
lymphoma germinal centre
B-cell type

OCI-LY-19

4 (ECso)

16

B-cell non-Hodgkin
lymphoma

SU-DHL-16

4 (ECso)

16

Diffuse large B-cell
lymphoma germinal centre
B-cell type

Pfeiffer

4 (ECso)

16

Acute
monoblastic/monocytic
leukemia

U-937

5 (ECso)

16

Diffuse large B-cell
lymphoma germinal centre
B-cell type

SU-DHL-5

5 (ECso)

16

Diffuse large B-cell
lymphoma germinal centre
B-cell type

SU-DHL-4

5 (ECso)

16

Diffuse large B-cell
lymphoma germinal centre
B-cell type

SU-DHL-6

6 (ECso)

16

Diffuse large B-cell
lymphoma germinal centre
B-cell type

HT

7 (ECso)

16

Precursor B-cell acute
lymphoblastic leukemia

IM-1

7 (ECso)

16

Diffuse large B-cell
lymphoma germinal centre
B-cell type

Farage

7 (ECso)

16




Malignancy Cell Line I1Cso (nM) Reference
|
B-lymphoblastoid MC/CAR 9 (ECs0) 16
|
Diffuse large B-cell RL 10 (ECso) 16
lymphoma
|
Diffuse large B-cell DB 11 (ECso) 16
lymphoma germinal centre
B-cell type
|
Follicular lymphoma Sc-1 12 (ECso) 16
|
Diffuse large B-cell DoHH-2 14 (ECso) 16
lymphoma germinal centre
B-cell type
|
Diffuse large B-cell Toledo 15 (ECso) 16
lymphoma germinal centre
B-cell type
|
Diffuse large B-cell SU-DHL-10 15 (ECso) 16
lymphoma germinal centre
B-cell type
|
B-lymphoblastoid ARH-77 15 (ECso) 16
|
Primary effusion BC-1 18 (ECso) 16
lymphoma
|
Primary effusion BC-3 27 (ECso) 16
lymphoma
|
Primary effusion BCP-1 31 (ECso) 16
lymphoma
|
Diffuse large B-cell RC-K8 38 (ECso) 16
lymphoma germinal center
B-cell type
|
Primary effusion BC-2 75 (ECso) 16
lymphoma
|
Mantle cell lymphoma REC-1 77 (ECso) 16
|
B-lymphoblastoid HuNSI 9 (ECso) 16




Malignancy Cell Line I1Cso (nM) Reference
|

Human myeloma RPMI8266 11 (ECsp) 16
|

Multiple myeloma SK0-007 353 (ECso) 16
|

Multiple myeloma U266B1 422(ECso) 16
|

Minimally invasive lung NCI-H358 4 (ECso) 16

adenocarcinoma
|

Lung adenocarcinoma A-549 7 (ECso) 16
|

Lung squamous cell NCI-H157 8 (ECso) 16

carcinoma
|

Colon adenocarcinoma MV-522 13 (ECsp) 16
|

Lung large cell carcinoma | NCI-H460 14 (ECso) 16
|

Lung large cell carcinoma | NCI-H1299 23 (ECso) 16
|

Lung large cell carcinoma | NCI-H1155 40 (ECso) 16
|

Endometrial HEC-1-B 4 (ECso) 16

adenocarcinoma
|

Melanoma SK-MEL-2 2 (ECso) 16
|

Amelanotic melanoma A375-P 7 (ECso) 16
|

Cutaneous melanoma SK-MEL-28 7 (ECso) 16
|

Cutaneous melanoma SK-MEL-5 8 (ECso) 16
|

Vulvar squamous cell SW954 11 (ECso) 16

carcinoma
|

Prostate carcinoma PC-3 11 (ECso) 16
|

Prostate carcinoma LNCaP 12 (ECsp) 16




Malignancy Cell Line I1Cso (nM) Reference
|
Prostate carcinoma DU145 15 (ECsp) 16
|
Pancreatic ductal AsPC-1 2 (ECso) 16
adenocarcinoma
|
Pancreatic ductal Mia PaCa-2 3 (ECso) 16
adenocarcinoma
|
Pancreatic ductal BxPC-3 3 (ECso) 16
adenocarcinoma
|
Pancreatic ductal PANC-1 13 (ECsp) 16
adenocarcinoma
|
High grade ovarian serous | OVCAR-3 3 (ECso) 16
adenocarcinoma
|
Ovarian endometrioid A2780 5 (ECso) 16
adenocarcinoma
|
High grade ovarian serous | OVCAR-4 11 (ECs) 16
adenocarcinoma
|
Ovarian serous SK-OV-3 12 (ECso) 16
cystadenocarcinoma
|
High grade ovarian serous | OVCAR-8 30 (ECso) 16
adenocarcinoma
|
Pediatric hepatocellular Hep-3B 12 (ECso) 16
carcinoma
|
Renal cell carcinoma A-498 33 (ECso) 16
|
Renal cell carcinoma 786-0O 57 (ECso) 16
|
Tongue squamous cell HN-5 10 (ECso) 16
carcinoma
|
Endocervical HeLa 13 (ECsp) 16
adenocarcinoma (HPV-
related)
|
Breast adenocarcinoma SK-BR-3 4 (ECso) 16
|
Breast adenocarcinoma MDA-MB-453 6 (ECso) 16




Malignancy Cell Line I1Cso (nM) Reference
| Breast carcinoma MX-1 8 (ECso) 1
| Breast adenocarcinoma MDA-MB-231 11 (ECso) 16
| Breast adenocarcinoma MDA-MB-468 12 (ECso) 16
| Invasive breast carcinoma | MCF-7 13 (ECso) 1

of no special type
| Invasive breast carcinoma | T-47D 13 (ECso) 1

of no special type
| Colon adenocarcinoma SW48 2 (ECso) 1
| Colon adenocarcinoma COLO 201 2 (ECso) 1
| Colon adenocarcinoma SW480 3 (ECso) 16
| Colon adenocarcinoma WiDr 3 (ECso) 1
| Colon adenocarcinoma COLO 205 7 (ECso) 1
| Colon carcinoma RKO-E6 7 (ECso) 16
| Colon carcinoma RKO 7 (ECso) 1
| Colon adenocarcinoma LOVO 7 (ECso) 1
| Colon carcinoma HCT116 8 (ECso) 16
| Colon adenocarcinoma SW620 8 (ECso) 1
| Colon adenocarcinoma HT29 10 (ECso) 1
| Colon adenocarcinoma SW1417 19 (ECso) 16
| Colon adenocarcinoma DLD-1 28 (ECso) 1




Malignancy Cell Line I1Cso (nM) Reference
| |
Colon adenocarcinoma HCT 8 38 (ECso) 16
| 1
Colon adenocarcinoma COLO 320HSR 92 (ECso) 16
| 1
Colon adenocarcinoma COLO 320DM 96 (ECso) 16
| |
Rectal carcinoma NCI-H630 127 (ECs0) 16
PHA-739358 in vitro ICso values
Malignancy Cell Line ICso (nM) Reference
| 1
Adult hepatocellular HuH-7 15 7
carcinoma
|
Hepatoblastoma HepG2 20 7
Invasive breast carcinoma | T-47D 210 18
of no special type
1
Acral lentiginous WM3211 1760 19
melanoma
Melanoma 1205Lu 3340 19
1
Cutaneous melanoma SK-MEL-28 12450 19
Acute THP-1 2690 20
monoblastic/monocytic
leukemia
Acute myeloid leukemia HL-60 3250 20
Chronic myeloid leukemia | K-562 3020 20
1
Breast adenocarcinoma MDA-MB-231 3090 21
Invasive breast carcinoma | MCF7 5140 21

of no special type




Malignancy Cell Line I1Cso (nM) Reference
| |
Cervical squamous cell C13 1830 22
carcinoma (HPV-related)
1
Acute myeloid leukemia HL-60 3000 3
Chronic myeloid leukemia | K-562 200 3
1
Pediatric hepatocellular Hep3B 22030 24
carcinoma
Gastric tubular NCI-N87 2770 25
adenocarcinoma
1
Gastric adenocarcinoma AGS 1450 2
1
Amelanotic melanoma A375 254 26
Cutaneous melanoma SK-MEL-5 1718 26
AT9283 in vitro 1Cs values
Malignancy Cell Line I1Cso (nM) Reference
| 1
Chronic myeloid leukemia | BV-173 55 27
|
Chronic myeloid leukemia | Ku812 26 2
Chronic myeloid leukemia | MYL 21 27
1
Chronic myeloid leukemia | KT-1 81 21
Chronic myeloid leukemia | KBM-5 84 2
1
Blast phase chronic MEG-01 31 27
myelogenous leukemia
Blast phase chronic K-562 100 (polyploidy) 2
myelogenous leukemia
Chronic myeloid leukemia | KBM-5/STIR 16 2




Malignancy Cell Line I1Cso (nM) Reference
|
Chronic myeloid leukemia | BV-173/shBim 12 27
1
Acute myeloid leukemia HL-60 30 (polyploidy) 27
Precursor T-cell acute Jurkat 500 (polyploidy) 2
lymphoblastic leukemia
Precursor T-cell acute NALM-6 140 (polyploidy) 27
lymphoblastic leukemia
1
Acute myeloid leukemia KG-1la 55 (polyploidy) 27
EBV-related Burkitt Raji 370 28
lymphoma
Diffuse large B-cell Toledo 110 28
lymphoma germinal centre
B-cell type
Mantle cell lymphoma Granta-519 850 2
Diffuse large B-cell SU-DHL-4 280 28
lymphoma germinal centre
B-cell type
AMG 900 in vitro 1Csg values
Malignancy Cell Line ICso (nM) Reference
|
Liposarcoma SW872 3.7 (ECso) 8
|
Well-differentiated 93T449 6.5 (ECso) 8
liposarcoma
1
Colon carcinoma HCT116 1.4 (ECs) 8
Breast ductal carcinoma HCC1187 0.08 29
Breast adenocarcinoma MDA-MB-468 0.07 29
1
Breast ductal carcinoma HCC38 0.04 29




Malignancy Cell Line I1Cso (nM) Reference
I 1
Breast ductal carcinoma HCC70 0.08 29
Breast ductal carcinoma EFM-19 0.39 29
Invasive breast carcinoma | BT-20 0.46 29
of no special type
1
Breast ductal carcinoma HCC1395 0.5 29
Breast carcinoma MDA-MB-157 0.45 29
1
Breast ductal carcinoma HCC1569 0.1 29
1
Invasive breast lobular MDA-MB-134 0.3 29
carcinoma
1
Invasive breast carcinoma | UACC-893 2.12 29
of no special type
1
Breast adenocarcinoma MDA-MB-361 1.19 2
Breast adenocarcinoma CAMA-1 0.38 29
1
Invasive breast carcinoma | BT-549 0.07 29
of no special type
Invasive breast carcinoma | ZR-75-1 0.07 29
of no special type
1
Invasive breast carcinoma | SUM225CWN 2.78 29
of no special type
1
Breast carcinoma UACC-732 0.7 29
Breast adenocarcinoma MDA-MB-415 2.23 29
1
Breast adenocarcinoma SK-BR-3 0.12 29
Invasive breast carcinoma | BT-474 0.11 29
of no special type
1
Breast ductal carcinoma HCC1954 0.13 29




Malignancy Cell Line I1Cso (nM) Reference
I
Amelanotic melanoma MDA-MB-435 0.04 29
Breast ductal carcinoma HCC1419 0.08 29
|
Invasive breast carcinoma | MDA-MB-436 1.64 29
of no special type
|
Invasive breast carcinoma | Hs 578T 0.92 29
of no special type
|
Breast carcinoma CAL-51 1.17 29
I
Invasive breast carcinoma | MDA-MB-175-VII 0.19 29
of no special type
I
Breast inflammatory SUM190PT 0.27 29
carcinoma
|
Breast squamous cell HCC1806 0.02 29
carcinoma, acantholytic
variant
|
Breast carcinoma EFM-192A 0.09 2
|
Non-malignant breast 184A1 1.18 29
epithelial cells
|
Non-malignant breast 184B5 1.03 29
epithelial cells
|
Breast carcinoma COLO 824 0.49 29
|
Breast carcinoma DU4475 1.15 29
|
Breast ductal carcinoma HCC1143 0.03 29
|
Breast ductal carcinoma HCC1937 0.06 29
|
Breast ductal carcinoma HCC2218 2.05 29
|
Invasive breast carcinoma | KPL-1 0.88 29

of no special type




Malignancy Cell Line I1Cso (nM) Reference
|
Non-malignant breast MCF-10A 0.92 29
epithelial cells
|
Invasive breast carcinoma | MCF-7 0.22 29
of no special type
|
Breast adenocarcinoma MDA-MB-231 0.25 29
|
Breast adenocarcinoma MDA-MB-453 0.02 29
|
Invasive breast carcinoma | T-47D 0.46 29
of no special type
|
Invasive breast carcinoma | UACC-812 15.21 29
of no special type
|
Lung large cell carcinoma | NCI-H460 parental 3 30
|
Lung large cell carcinoma | NCI-H460-PTX paclitaxel | 3 30
resistant
|
Breast adenocarcinoma MDA-MB-231 parental 2 30
|
Breast adenocarcinoma MDA-MB-231-PTX 3 30
paclitaxel resistant
|
Uterine corpus sarcoma MES-SA parental 3 30
|
Uterine corpus sarcoma MES-SA-Dx5 doxorubicin | 2 30
resistant
|
Plasma cell myeloma U226-B1 2 (ECsp) 30
|
Plasma cell myeloma RPMI-8226 3 (ECso) 30
ZM447439 in vitro 1Cso values
Malignancy Cell Line ICso (nM) Reference
|
Retinoblastoma Y-79 845.27 8




Malignancy Cell Line I1Cso (nM) Reference
I 1
Patient-derived LRB1 641.47 3
retinoblastoma cells
Patient-derived LRB2 680.27 3
retinoblastoma cells
Lung adenocarcinoma A549 3300 31
Lung large cell carcinoma | NCI-H1299 700 3
1
Invasive breast carcinoma | MCF-7 800 31
of no special type
Hepatoblastoma HepG2 600 3
Adult hepatocellular HLF 10 000 31
carcinoma
Canine leukemia GL-1 4770 32
1
Canine lymphoma EMA 8030 32
Osteosarcoma U208 400 33
1
Osteosarcoma Sa0S-2 400 33
1
Osteosarcoma IOR/OS18 2200 33
1
Osteosarcoma IOR/OS9 200 33
1
Osteosarcoma U2-0S/DX580 52 800 33
1
Osteosarcoma Saos-2/DX580 16 300 33
1
Osteosarcoma U2-0S/MTX300 600 33
1
Osteosarcoma Saos-2/MTX300 300 33
I 1
Osteosarcoma U2-0S/CDDP4 15 200 33




Malignancy Cell Line I1Cso (nM) Reference
| 1
Osteosarcoma Saos-2/CDDP6 8400 33
| 1
Pancreatic ductal Capan-1 1900 34
adenocarcinoma
| 1
Normal human breast MCF10A 2500 34
epithelial cell
| |
Normal human mammary | BRCA2-999del5-N2 2700 34
epithelial cells (BRCA
mutated)
| 1
Normal human mammary | BRCA2-999del5-N1 2900 34
epithelial cells (BRCA
mutated)
| 1
Normal human mammary | BRCA2-999del5-T2 3900 34
epithelial cells (BRCA
mutated)
| 1
Normal breast epithelial D492 3700 34
progenitor cell line
| |
Normal breast epithelial 1585KT 4700 34
cells (no mutations)
| 1
Invasive breast carcinoma | MCF7 4700 34
of no special type
1
Normal breast epithelial 348T 5000 34
cells (6474del4 BRCA2
mutation)
| 1
Invasive breast carcinoma | T-47D 5400 34
of no special type
1
Normal breast epithelial 2981T 5600 34
cells (4700del4 BRCA2
mutation)
1
Normal breast epithelial 1585T 6200 34
cells (no mutations)
1
Normal breast epithelial 348KT 6700 34
cells (6474del4 BRCA2
mutation)
1
Normal breast epithelial 2980T 7400 34




Malignancy Cell Line I1Cso (nM) Reference
| 1
cells (4700del4 BRCA2
mutation)
1
Normal breast epithelial 3736T 8100 34
cells (no mutations)
CYC116 in vitro 1Csg values
Malignancy Cell Line ICso (nM) Reference
| |
Lung adenocarcinoma A549 480 35
|
Invasive breast carcinoma | MCF7 599 35
of no special type
Endocervical HeLa 590 35
adenocarcinoma (HPV-
related)
Colon adenocarcinoma COLO205 241 35
Colon carcinoma HCT116 340 35
1
Colon adenocarcinoma HT29 725 35
Blast phase chronic K-562 1375 35
myelogenous leukemia
Precursor T-cell acute CCRF-CEM 471 35
lymphoblastic leukemia
Biphenotypic leukemia MV4-11 34 35
1
Acute myeloid leukemia HL-60 372 35
Lung large cell carcinoma | NCI-H460 681 35
| |
Ovarian endometrioid A2780 151 35
adenocarcinoma
|
Pancreatic ductal BxPC-3 1626 35

adenocarcinoma




Malignancy Cell Line I1Cso (nM) Reference
I 1
Pancreatic adenocarcinoma | HuP-T4 775 35
1
Pancreatic ductal MIA PaCa-2 308 35
adenocarcinoma
1
Osteosarcoma Saos-2 110 35
1
Uterine corpus sarcoma MES-SA 90 35
1
VX-680 in vitro I1Cso values
Malignancy Cell Line ICso (nM) Reference
| 1
Osteosarcoma U208 2700 33
| 1
Osteosarcoma Saos-2 2700 33
1
Osteosarcoma IOR/OS18 5500 33
1
Osteosarcoma IOR/OS9 700 33
1
Osteosarcoma U2-0S/DX580 11 200 33
1
Osteosarcoma Saos-2/DX580 13 800 33
1
Osteosarcoma U2-0S/MTX300 4300 33
1
Osteosarcoma Saos-2/MTX300 600 33
1
Osteosarcoma U2-0OS/CDDP4 4400 33
1
Osteosarcoma Saos-2/CDDP6 2700 33
| 1
Endocervical HeLa 170 36

adenocarcinoma (HPV-

related)




SNS-314 in vitro I1Csg values

Malignancy Cell Line I1Cso (nM) Reference
| 1
Colon carcinoma HCT116 6.4 87
|
Colon adenocarcinoma HT29 24.0 37
Lung adenocarcinoma Calu-6 13.0 37

(non-small cell)

Lung large cell carcinoma | NCI-H1299 4.0 37
Prostate carcinoma PC-3 4.4 37
1
Ovarian endometrioid A2780 1.8 37
adenocarcinoma
Breast adenocarcinoma MDA-MB-231 8.1 37
Endocervical HeLa 9.3 37
adenocarcinoma (HPV-
related)
Pancreatic ductal MIA PaCa 9.1 37
adenocarcinoma
1
Amelanotic melanoma A375 5.9 37

BI 847325 in vitro 1Cso values

Malignancy Cell Line ICso (nM) Reference
| 1
Amelanotic melanoma A375 7.5 (Glsp) 38
|
Lung adenocarcinoma Calu-6 60 (Glso) 38
(non-small cell)
1
Melanoma M229 0.7 39
1
Melanoma (increased M229R 4 39

PDGFRJ expression
mutation)




Malignancy Cell Line I1Cso (nM) Reference
| 1
Amelanotic melanoma A-375 0.3 39
1
Melanoma (Ras mutation) | A-375R 0.5 39
1
Melanoma WM793 2000 39
1
Melanoma (resistance WM793R 230 39
mutation)
1
Melanoma 1205Lu 140 39
1
Melanoma (resistance 1205LuR 320 39
mutation)
1
Melanoma M249 0.3 39
1
Melanoma (Ras mutation) | M249R 1 39
1
Cutaneous melanoma WM164 5 39
1
Cutaneous melanoma WMI164R 80 39
(resistance mutation)
1
Melanoma WM39 0.6 39
1
Melanoma RPMI17951 0.6 39
GSK650394 in vitro 1Cs, values
Malignancy Cell Line I1Cso (nM) Reference
| 1
Hepatoblastoma HepG2 1530 40
|
Endocervical L-02 1750 40
adenocarcinoma (HPV-
related)
Invasive breast carcinoma | MCF-7 1420 40

of no special type




Malignancy Cell Line I1Cso (nM) Reference
|
Normal human embryonic | HELF 6140 40
fibroblast cells
Endocervical HeLa 3570 40
adenocarcinoma (HPV-
related)
SP-96 in vitro 1Csy values
Malignancy Cell Line ICso (nM) Reference
|
Precursor T-cell acute CCRF-CEM 47.4 (Gls) 41
lymphoblastic leukemia
|
Acute myeloid leukemia HL-60(TB) 5900 (GIso) 41
Blast phase chronic K-562 2140 (Gls) 41
myelogenous leukemia
Precursor T-cell acute MOLT-4 1950 (Glso) 41
lymphoblastic leukemia
|
Human myeloma RPMI8226 1540 (Glso) 41
|
ALK-positive anaplastic SR 1240 (Glso) 41
large cell lymphoma
|
Lung adenocarcinoma A-549/ATCC 1850 (Glso) 41
|
Lung adenocarcinoma EKVX 6220 (Glso) 41
|
Lung adenocarcinoma HOP-62 1840 (Glso) 41
|
Lung non-small cell HOP-92 2230 (Glso) 4“1
carcinoma
|
Pleural epithelioid NCI-H226 12 100 (Glso) 41
mesothelioma
|
Lung adenocarcinoma NCI-H23 2990 (Glso) 41
|
Minimally invasive lung NCI-H322M 3030 (Glso) 41

adenocarcinoma




Malignancy Cell Line I1Cso (nM) Reference
| Lung large cell carcinoma | NCI-H460 985 (Glso) 4
| Lung adenocarcinoma NCI-H522 1220 (Glso) 4
| Colon adenocarcinoma COLO205 50.3 (Glso) “1
| Colon adenocarcinoma HCC2998 4810 (Glso) 4
' Colon carcinoma HCT116 2040 (Glso) 4
| Colon carcinoma HCT 15 2500 (Glso) “1
| Colon adenocarcinoma HT29 1970 (Glso) 4
| Colon carcinoma KM12 2520 (Glsp) “1
| Colon adenocarcinoma SW620 1900 (Glso) “1
| Astrocytoma SF268 1640 (Glso) 4
| Glioblastoma SF295 1810 (Glso) “1
' Gliosarcoma SF539 55.4 (Glso) 4
| Astrocytoma SNB-19 3160 (Glso) 4
' Glioblastoma SNB-75 39.1 (Glso) 4
| Astrocytoma U-251 1790 (Glso) 4
| Amelanotic melanoma LOX-IMVI 1550 (Glso) 4
| Melanoma Malme-3M 1290 (Glso) “1
| Amelanotic melanoma M14 2610 (Glso) “1
| Amelanotic melanoma MDA-MB-435 1490 (Glso) 4




Malignancy Cell Line I1Cso (nM) Reference
|

Melanoma SK-MEL-2 4430 (Glso) 41
|

Cutaneous melanoma SK-MEL-28 1550 (Glso) 41
|

Cutaneous melanoma SK-MEL-5 1530 (Glso) 41
|

Melanoma UACC-257 4500 (Glso) 41
|

Melanoma UACC-62 3210 (Gls) 41
|

Ovarian endometrioid IGROV-1 1300 (Glso) 41

adenocarcinoma
|

High grade ovarian serous | OVCAR-3 1510 (Glso) 41

adenocarcinoma
|

High grade ovarian serous | OVCAR-4 1850 (Glso) 41

adenocarcinoma
|

High grade ovarian serous | OVCAR-5 10 300 (Glso) 4

adenocarcinoma
|

High grade ovarian serous | OVCAR-8 2250 (Glso) 41

adenocarcinoma

High grade ovarian serous

NCI/ADR-RES

10 800 (Glso)

41

adenocarcinoma
|
Ovarian serous SK-OV-3 610 (Glso) 41
cystadenocarcinoma
|
Renal cell carcinoma 786-0O 1870 (Gls) 41
|
Renal cell carcinoma A-498 53.2 (Glso) 41
|
Papillary renal cell ACHN 2170 (Glso) 41
carcinoma
|
Clear cell renal cell Caki-1 560 (Glsp) 41
carcinoma
|
Renal cell carcinoma RXF 393L 1200 (Glso) 41
|
Renal cell carcinoma SN12C 1600 (Glso) 41




Malignancy Cell Line I1Cso (nM) Reference
|
Clear cell renal cell TK-10 2720 (Glso) 41
carcinoma
|
Renal cell carcinoma U0-31 2090 (Gls) 41
|
Prostate carcinoma PC-3 2780 (Glso) 4
|
Prostate carcinoma DU145 1860 (Glso) 41
|
Invasive breast carcinoma | MCF7 1140 (Glso) 41
of no specific type
|
Invasive breast carcinoma | MCF7 517 41
of no specific type
|
Breast adenocarcinoma MDA-MB-231/ATCC 2880 (Glso) 41
|
Invasive breast carcinoma | Hs 578T 1500 (GIso) 41
of no specific type
|
Invasive breast carcinoma | BT-549 4040 (Glso) 41
of no specific type
|
Invasive breast carcinoma | T-47D 1620 (Glso) 41
of no specific type
|
Breast adenocarcinoma MDA-MB-468 107 (Glsp) 4“1
PHA680632 in vitro 1Csy values
Malignancy Cell Line ICso (nM) Reference
|
Cervical squamous cell C-33A 320 42
carcinoma
|
Endocervical HeLa 410 42
adenocarcinoma (HPV-
related)
Colon carcinoma HCT116 60 42
Colon adenocarcinoma HT29 1170 42




Malignancy Cell Line I1Cso (nM) Reference
|
Colon adenocarcinoma LOVO 560 42
Lung adenocarcinoma A549 620 42
Invasive breast carcinoma | MCF7 290 42
of no special type
Ovarian endometrioid A2780 110 42
adenocarcinoma
Osteosarcoma U20S 1560 42
Prostate carcinoma DU145 620 42
Acute U-937 70 42
monoblastic/monocytic
leukemia
Acute myeloid leukemia HL-60 130 42
Normal human dermal NHDF 410 42
fibroblast tissue
CCT129202 in vitro 1Cso values
Malignancy Cell Line ICso (nM) Reference
|
Colon adenocarcinoma COLO205 460 (Glso) 43
|
Colon adenocarcinoma SW620 700 (Glso) 43
Colon carcinoma HCT116 350 (Glso) 43
Colon adenocarcinoma HT29 500 (Glso) 43
Colon carcinoma KM12 1200 (Glso) 43
Endocervical HeLa 200 (Glso) 43

adenocarcinoma (HPV-
related)




Malignancy Cell Line I1Cso (nM) Reference
|
Ovarian endometrioid A2780 300 (Glso) 43
adenocarcinoma
Ovarian endometrioid OVCARS 1000 (Glso) 43
adenocarcinoma
Ovarian endometrioid MDA-MB-157 1700 (Glso) 43
adenocarcinoma
Biphenotypic leukemia MV4-11 80 (GIsp) 43
Epidermal carcinoma of the | KB 1724 a4
mouth
Endocervical KBv200 7023 a4
adenocarcinoma (HPV-
related)
Colon adenocarcinoma S1 987 a4
Colon adenocarcinoma S1-M1-80 6130 a4
Invasive breast carcinoma | MCF-7 3647 44
of no special type
High grade ovarian serous | MCF-7/adr 25 660 a4
adenocarcinoma
Acute myeloid leukemia HL-60 1464 a4
Acute myeloid leukemia HL-60/adr 6528 44
Reversine in vitro 1Csy values
Malignancy Cell Line I1Cso (nM) Reference
|
Malignant neoplasms of the | 4T1 130 45
mouse mammary gland
|
Breast adenocarcinoma MDA-MB-231 190 45
Invasive breast carcinoma | MCF-7 220 45

of no special type




Malignancy Cell Line I1Cso (nM) Reference
| Lung adenocarcinoma A549 4000 46
| Lung large cell carcinoma | NCI-H1299 20 000 46
| Lung adenocarcinoma NCI-H1435 900 46
| Lung adenocarcinoma NCI-H23 9700 46
CCT137690 in vitro 1Cs values
Malignancy Cell Line ICso (nM) Reference
| Colon adenocarcinoma SW48 5 (Glso) 4
| Colon adenocarcinoma T84 140 (Glso) 4
Colon adenocarcinoma SW620 150 (Glso) 4
Colon adenocarcinoma LS174T 160 (Glso) 4
Colon adenocarcinoma SW403 180 (Glso) 4
Colon adenocarcinoma SW948 190 (Glso) 4
Colon carcinoma HCT 116 220 (Glso) 4
Colon adenocarcinoma DLD-1 260 (Glso) 4
Colon adenocarcinoma COLO320 360 (Glso) 4
Colorectal carcinoma PC/ITW2 450 (Glso) 4
Colon adenocarcinoma LOVO 470 (Glso) 4
Ovarian endometrioid A2780 350 (Glso) 4

adenocarcinoma




Malignancy Cell Line I1Cso (nM) Reference

T 1
Endocervical HeLa 140 (Glso) 47
adenocarcinoma (HPV-
related)
Neuroblastoma Kelly 330 (Glsp) 47
Neuroblastoma IMR-32 380 (Glso) 47
Neuroblastoma SHEP WT 390 (Glso) 47
Neuroblastoma SH-SY5Y 920 (Glsp) 47
Neuroblastoma SK-N-SH 4930 (Glso) a7

[ 1
Neuroblastoma SHEP 9210 (GlIso) 47
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