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S.1. Chemistry

S.1.1. General

All solvents and reagents were obtained from commercial suppliers and used without further purification.
Microwave-assisted synthetic procedure was applied in a Biotage Initiator+ apparatus operating in single
mode; the microwave cavity producing controlled irradiation at 2.45 GHz (Biotage AB, Uppsala, Sweden).
The reactions were carried out in sealed vessels by employing magnetic stirring with maintaining the
desired temperature for the programmed time period. TLC was performed using glass sheets pre-coated
with silica gel 60 Fzss purchased by Merk. The NMR spectra were obtained on Bruker Avance 400. Column
chromatography was carried out on Merck Silica Gel 60 (230400 mesh). High-resolution spectra were
performed on Waters ACQUITY UPLC BEH C18 1.7 p—Q-TOF SYNAPT G2-Si High Definition Mass

Spectrometry.

Table S1. SMILES codes for the final target compounds 15a-1.

Compound SMILES code

15a CIN]J1C=CC2=CC(=CC=C12)NC(=0)C3=CC=CN=C3

15b CI[N]J1C=CC2=CC(=CC=C12)NC(=0)C3=NC=CN=C3

15¢ C[N]1C=CC2=CC(=CC=C12)NC(=0)C3=CC=NN=C3

15d FC1=CC=C(C[N]2C=CC3=CC(=CC=C23)NC(=0)C4=CC=CN=C4)C=C1

15e FC1=CC=C(C[N]2C=CC3=CC(=CC=C23)NC(=0)C4=NC=CN=C4)C=C1

15f FC1=CC=C(C[N]2C=CC3=CC(=CC=C23)NC(=0)C4=CC=NN=C4)C=C1

15g O=C(NC1=CC=C2[N](CC3=NC=CC=C3)C=CC2=C1)C4=CC=CN=C4

15h O=C(NC1=CC=C2[N](CC3=NC=CC=C3)C=CC2=C1)C4=NC=CN=C4

15i O=C(NC1=CC=C2[N](CC3=NC=CC=C3)C=CC2=C1)C4=CC=NN=C4

15j FC1=CC(=CC=C1)C(=0)[N]2C=CC3=CC(=CC=C23)NC(=0)C4=CC=CN=C4
15k FC1=CC(=CC=C1)C(=0)[N]2C=CC3=CC(=CC=C23)NC(=0)C4=NC=CN=C4
151 FC1=CC(=CC=C1)C(=0)[N]2C=CC3=CC(=CC=C23)NC(=0)C4=CC=NN=C4

S.1.2. Synthesis of 1-methyl-5-nitro-1H-indole (13a)

K2CO:s (55.3 mg, 0.24 mmol) was added to a solution of 5-nitroindole (12, 162.2 mg, 1.0 mmol) in DMF (5
mL). Dimethyl carbonate (0.17 mL, 2.0 mmol) was added and the reaction mixture was refluxed for 3 h,
then cooled to 4-5 °C, followed by adding ice-cold water to the mixture. Precipitated solid was filtered and
washed with water. Yellow solid, yield: 83%, mp: 164.7-165.9 °C, '"H NMR (400 MHz, CDCls) 6 3.85 (s, 3H),
6.66 (d, J=2.8 Hz, 1H), 7.21 (d, ] =2.9 Hz, 1H), 7.33 (d, ] =9.0 Hz, 1H), 8.11 (d, ] = 9.0 Hz, 1H), 8.57 (s, 1H).

S.1.3. General procedure for synthesis of compounds 13b-d
NaH (60% in oil, 48.0 mg, 1.2 mmol) was added to a solution of 5-nitroindole (12, 162.2 mg, 1.0 mmol)
dissolved in DMF (11 mL) at 0 °C. The reaction mixture was stirred at 0 °C for 10 min. The appropriate aryl

halide (1.0 mmol) was added to the mixture. The mixture was then stirred at 100 °C for 24 h, cooled to room



temperature, and partitioned between EA and water using aqueous NaHCO:s. The organic layer was dried
over anhydrous Na:504 and concentrated under reduced pressure. Finally, the residue was purified by

column chromatography (SiOz, EA/n-Hex) to get the target intermediate.

S.1.3.1. 1-(4-Fluorobenzyl)-5-nitro-1H-indole (13b)
Yellow solid, yield: 91%, mp: 126.4-127.0 °C, 'H NMR (400 MHz, CDCls) 6 5.34 (s, 2H), 6.74 (s, 1H), 7.03 (d,
J=8.1Hz, 2H), 7.08 (s, 2H), 7.28 (d, ] = 10.6 Hz, 2H), 8.08 (d, ] = 8.6 Hz, 1H), 8.60 (s, 1H).

S.1.3.2. 5-Nitro-1-(pyridin-2-ylmethyl)-1H-indole (13c)

Yellow solid, yield: 24%, "H NMR (400 MHz, CDCls)  5.49 (s, 2H), 6.76-6.80 (m, 2H), 7.20-7.23 (m, 1H),
7.33 (d, J=9.0 Hz, 1H), 7.37 (d, ] = 3.2 Hz, 1H), 7.59 (td, | = 1.6 Hz, 7.7 Hz, 1H), 8.08 (dd, ] =2.1 Hz, 9.1 Hz,
1H), 8.61 (d, ] = 1.9 Hz, 2H).

S.1.3.3. (3-Fluorophenyl)(5-nitro-1H-indol-1-yl)methanone (13d)

Yellowish white solid, yield: 67%, mp: 151.0-152.0 °C, 'H NMR (400 MHz, CDCls) 6 6.79 (d, ] =3.7 Hz, 1H),
7.35-7.40 (m, 1H), 7.47-7.50 (m, 2H), 7.54-7.60 (m, 2H), 8.25 (dd, ] =2.2 Hz, 9.1 Hz, 1H), 8.47-8.51 (m, 2H).
13C NMR (100 MHz, CDCls) & 109.24, 116.52, 116.53 (Je-r = 24.1 Hz), 117.20, 119.86 (Jer = 21.1 Hz), 120.27,
125.06 (Je—r = 3.0 Hz), 130.06, 130.69 (Je—r = 5.0 Hz), 130.79, 135.29 (Jcr = 8.1 Hz), 138.97, 144.55, 162.51 (Jcr =
249.5 Hz), 167.08.

S.1.4. General procedure for synthesis of compounds 14a-d

Each of compounds 13a-d (1.0 mmol) was dissolved in EtOH/H20 (5/2), followed by adding NH4Cl (267.5
mg, 5.0 mmol) and iron powder (558.5 mg, 10.0 mmol). The reaction mixture was refluxed for 1 h and
filtered on celite then washed with EtOH. The residue was extracted using EA, water and aqueous
NaHCOs. The organic layer was dried over anhydrous Naz50s and concentrated under reduced pressure.

The residue was purified by column chromatography (SiOz, EA/n-Hex) to get the target intermediate.

S.1.4.1. 1-Methyl-1H-indol-5-amine (14a)
Brown solid, yield: 78%, mp: 103.0-103.9 °C, 'H NMR (400 MHz, DMSO-ds) 6 3.68 (s, 3H), 4.48 (s, 2H), 6.12
(d, J=2.7 Hz, 1H), 6.56 (dd, ] =2.0 Hz, 8.6 Hz, 1H), 6.70 (d, ] = 1.8 Hz, 1H), 7.09-7.12 (m, 2H).



S.1.4.2. 1-(4-Fluorobenzyl)-1H-indol-5-amine (14b)

Brown solid, yield: 80%, mp: 76.2-77.4 °C, "TH NMR (400 MHz, DMSO-ds) 8 4.49 (s, 2H), 5.27 (s, 2H), 6.18 (d,
J=2.8 Hz, 1H), 6.49 (dd, ] = 1.8 Hz, 8.6 Hz, 1H), 6.69 (d, J=1.6 Hz, 1H), 7.12 (t, ] =9.0 Hz, 3H), 7.20 (t, ] = 8.5
Hz, 2H), 7.28 (d, | = 3.0 Hz, 1H). 3C NMR (100 MHz, DMSO-ds) 5 48.80, 99.98, 104.01, 110.64, 112.32, 115.65
(Jer=21.1 Hz), 128.94, 129.41 (Je+ = 8.0 Hz), 129.80, 130.07, 135.35 (Jer = 3.0 Hz), 142.00, 161.79 (Jcr = 243.5
Hz).

S.1.4.3. 1-(Pyridin-2-ylmethyl)-1H-indol-5-amine (14c)

Light orange solid, yield: 72%, mp: 94.1-95.3 °C, 'H NMR (400 MHz, DMSO-ds) 0 4.51 (s, 2H), 5.38 (s, 2H),
6.22 (s, 1H), 6.49 (d, ] =8.2 Hz, 1H), 6.71 (s, 1H), 6.86 (d, ] =7.7 Hz, 1H), 7.07 (d, ] = 8.5 Hz, 1H), 7.26-7.30 (m,
2H), 7.69 (t, ] = 6.8 Hz, 1H), 8.54 (d, ] = 3.5 Hz, 1H). 3C NMR (100 MHz, DMSO-ds) d 51.69, 100.09, 104.01,
110.57, 112.34, 121.39, 122.91, 129.30, 129.76, 130.26, 137.45, 142.05, 149.55, 158.41.

S.1.4.4. (5-Amino-1H-indol-1-yl)(3-fluorophenyl)methanone (14d)

Orange solid, yield: 91%, mp: 91.7-92.9 °C, 'TH NMR (400 MHz, DMSO-ds) 0 5.06 (s, 2H), 6.54 (d, ] =3.7 Hz,
1H), 6.68 (dd, ] =2.1 Hz, 8.7 Hz, 1H), 6.77 (d, | =2.0 Hz, 1H), 7.19 (d, ] = 3.7 Hz, 1H), 7.49-7.66 (m, 4H), 8.01
(d, ] = 8.7 Hz, 1H). *C NMR (100 MHz, DMSO-ds) 5 104.60, 109.35, 113.38, 116.07 (Jer = 23.1 Hz), 116.81,
118.88 (Jer = 21.1 Hz), 125.23 (Jcr = 3.0 Hz), 128.06, 128.23, 131.36 (Jcr = 8.1 Hz), 132.34, 137.14 (Jcr=7.0
Hz), 146.25, 162.17 (Jcr = 245.5 Hz).

S.1.5. General procedure for synthesis of compounds 15a-1

To a MW vial, were successively added compounds 14a—d (0.1 mmol), HATU (41.8 mg, 0.11 mmol), DIPEA
(0.05 mL, 0.27 mmol), the appropriate heteroaryl carboxylic acid derivative (0.11 mmol) and DMF (12 mL)
at room temperature. The MW vial was sealed and heated under MW conditions for 45 min at 116 °C. The
reaction mixture was extracted using EA, water and brine. The organic layer was dried over anhydrous
Na:50: and concentrated under reduced pressure. The residue was purified by column chromatography

(5102, EA/n-Hex) to get the desired target compound.

S.1.5.1. N-(1-Methyl-1H-indol-5-yl)nicotinamide (15a)
White solid, yield: 22%, mp: 164.2-164.9 °C, '"H NMR (400 MHz, DMSO-ds) 0 3.80 (s, 3H), 6.43 (d, ] =2.9 Hz,
1H), 7.34 (d, ] = 3.0 Hz, 1H), 7.42-7.49 (m, 2H), 7.56-7.60 (m, 1H), 8.03 (d, ] = 1.2 Hz, 1H), 8.32-8.34 (m, 1H),



8.77 (dd, ] = 1.4 Hz, 4.8 Hz, 1H), 9.15 (d, ] = 1.7 Hz, 1H), 10.33 (s, 1H). 3C NMR (100 MHz, DMSO-ds) 5 33.01,
100.84, 109.91, 112.89, 116.37, 123.92, 128.21, 130.74, 131.27, 131.41, 134.16, 135.77, 149.07, 152.27, 164.03.

S.1.5.2. N-(1-Methyl-1H-indol-5-yl)pyrazine-2-carboxamide (15b)

Brown solid, yield: 63%, mp: 172.5-174.0 °C, 'H NMR (400 MHz, DMSO-ds) d 3.80 (s, 3H), 6.44 (s, 1H), 7.34
(s, 1H), 7.44 (d, ] = 7.8 Hz, 1H), 7.61 (d, ] = 7.1 Hz, 1H), 8.15 (s, 1H), 8.83 (s, 1H), 8.94 (s, 1H), 9.32 (s, 1H),
10.57 (s, 1H). *C NMR (100 MHz, DMSO-ds)  33.01, 100.90, 110.00, 112.72, 116.22, 128.19, 130.67, 130.83,
134.26, 143.66, 144.34, 145.94, 147.90, 161.59.

$.1.5.3. N-(1-Methyl-1H-indol-5-yl)pyridazine-4-carboxamide (15c)

Yellowish green solid, yield: 28%, mp: 181.1-182.0 °C, '"H NMR (400 MHz, DMSO-ds)  3.81 (s, 3H), 6.45 (d,
J=3.0Hz, 1H), 7.36 (d, | = 3.0 Hz, 1H), 7.47 (s, 2H), 8.04 (s, 1H), 8.15 (dd, ] = 2.3 Hz, 5.3 Hz, 1H), 9.50 (dd, ]
=1.0 Hz, 5.3 Hz, 1H), 9.69 (t, ] = 1.0 Hz, 1H), 10.61 (s, 1H). *C NMR (100 MHz, DMSO-ds) d 33.03, 100.94,
110.08, 112.94, 116.15, 124.91, 128.20, 130.77, 130.94, 133.03, 134.35, 149.49, 152.53, 162.25.

S.1.5.4. N-(1-(4-Fluorobenzyl)-1H-indol-5-yl)nicotinamide (15d)

White solid, yield: 53%, mp: 200.0-200.4 °C, 'H NMR (400 MHz, DMSO-ds) 5 5.42 (s, 2H), 6.50 (d, ] =3.0 Hz,
1H), 7.15 (t, ] = 8.9 Hz, 2H), 7.25-7.28 (m, 2H), 7.44 (dd, ] = 8.8 Hz, 17.8 Hz, 2H), 7.53 (d, ] = 3.0 Hz, 1H), 7.56—
7.59 (m, 1H), 8.04 (s, 1H), 8.31 (d, ] = 8.0 Hz, 1H), 8.76 (d, ] = 3.5 Hz, 1H), 9.13 (d, ] = 1.4 Hz, 1H), 10.34 (s,
1H). 3C NMR (100 MHz, DMSO-ds) o 48.87, 101.72, 110.42, 113.08, 115.77 (Jer = 22.1 Hz), 116.61, 123.93,
128.58, 129.51 (Jer = 9.1 Hz), 130.20, 131.37, 131.49, 133.39, 134.98 (Jcr = 3.0 Hz), 135.78, 161.88 (Jcr = 242.5
Hz), 164.06.

S.1.5.5. N-(1-(4-Fluorobenzyl)-1H-indol-5-yl)pyrazine-2-carboxamide (15e)

Light yellow solid, yield: 73%, mp: 161.5-162.0 °C, HPLC purity: 6.02 min, 100%, 'H NMR (400 MHz,
DMSO-ds) 8 5.42 (s, 2H), 6.51 (d, ] =3.0 Hz, 1H), 7.15 (t, ] = 8.9 Hz, 2H), 7.26-7.30 (m, 2H), 7.46 (d, ] =8.8 Hz,
1H), 7.53-7.56 (m, 2H), 8.16 (d, ] =1.5 Hz, 1H), 8.82 (t, ] = 1.5 Hz, 1H), 8.93 (d, J=2.4 Hz, 1H), 9.32 (d, ] = 1.2
Hz, 1H), 10.58 (s, 1H). 3C NMR (100 MHz, DMSO-ds) d 48.88, 101.76, 110.48, 113.00, 115.78 (Jcr = 21.1 Hz),
116.53, 128.55, 129.55 (Jer=9.1 Hz), 130.27, 130.87, 133.48, 134.95 (Jc+ = 4.0 Hz), 143.65, 144.35, 145.86, 147.92,
161.60, 161.88 (Jc-r = 243.5 Hz). HRMS (ESI) m/z calcd. for C20H1sFN4O [M+H]*: 347.1308. Found: 347.1306.



S.1.5.6. N-(1-(4-Fluorobenzyl)-1H-indol-5-yl)pyridazine-4-carboxamide (15f)

Yellowish green solid, yield: 46%, mp: 212.6-213.1 °C, 'H NMR (400 MHz, DMSO-ds)  5.42 (s, 2H), 6.52 (d,
J=2.6 Hz, 1H), 7.15 (t, ] = 8.8 Hz, 2H), 7.26 (t, ] = 8.0 Hz, 2H), 7.41 (d, ] = 8.0 Hz, 1H), 7.48 (d, ] = 8.6 Hz, 1H),
7.54 (d,]=2.8 Hz, 1H), 8.04 (s, 1H), 8.13 (d, ] =2.9 Hz, 1H), 9.48 (d, ] = 4.7 Hz, 1H), 9.67 (s, 1H), 10.59 (s, 1H).
13C NMR (100 MHz, DMSO-ds) d 48.89, 101.82, 110.57, 113.13, 115.80 (Jer = 21.1 Hz), 116.40, 124.92, 128.58,
129.53 (Je-r = 8.1 Hz), 130.39, 130.99, 132.98, 133.59, 134.93 (Jcr = 3.0 Hz), 149.47, 152.54, 161.89 (Jc¢ = 243.5
Hz), 162.29.

$.1.5.7. N-(1-(Pyridin-2-ylmethyl)-1H-indol-5-yl)nicotinamide (15g)

Light brown solid, yield: 38%, mp: 142.9-144.3 °C, 'H NMR (400 MHz, DMSO-ds) 0 5.52 (s, 2H), 6.52 (d, ] =
29Hz, 1H), 6.95(d, | =7.8 Hz, 1H), 7.29 (t, | =4.9 Hz, 1H), 7.41 (s, 2H), 7.52 (d, ] = 2.9 Hz, 1H), 7.56-7.59 (m,
1H), 7.70-7.74 (m, 1H), 8.05 (s, 1H), 8.31 (d, ] =7.8 Hz, 1H), 8.55 (d, | = 4.2 Hz, 1H), 8.76 (d, ] =3.5 Hz, 1H),
9.13 (s, 1H), 10.32 (s, 1H). *C NMR (100 MHz, DMSO-ds) 6 51.71, 101.76, 110.41, 113.10, 116.65, 121.51,
123.08, 123.93, 128.55, 130.59, 131.37, 131.52, 133.64, 135.79, 137.58, 149.07, 149.70, 152.31, 157.96, 164.08.

S.1.5.8. N-(1-(Pyridin-2-ylmethyl)-1H-indol-5-yl)pyrazine-2-carboxamide (15h)

Light yellow solid, yield: 39%, mp: 152.0-152.9 °C, 'H NMR (400 MHz, DMSO-ds) d 5.51 (s, 2H), 6.52 (d, ] =
3.0 Hz, 1H), 6.96 (d, ] = 7.8 Hz, 1H), 7.26-7.29 (m, 1H), 7.41 (d, ] = 8.8 Hz, 1H), 7.51-7.53 (m, 2H), 7.71 (td, ]
=1.6 Hz, 7.6 Hz, 1H), 8.15 (d, ] = 1.5 Hz, 1H), 8.54 (d, ] = 4.6 Hz, 1H), 8.81 (d, J=1.5 Hz, 1H), 8.92 (d, ] =24
Hz, 1H), 9.31 (s, 1H), 10.57 (s, 1H). *C NMR (100 MHz, DMSO-ds) & 51.70, 101.80, 110.47, 113.00, 116.56,
121.55, 123.09, 128.52, 130.67, 130.89, 133.74, 137.59, 143.66, 144.36, 145.87, 147.93, 149.71, 157.93, 161.62.

S.1.5.9. N-(1-(pyridin-2-ylmethyl)-1H-indol-5-yl)pyridazine-4-carboxamide (15i)

Yellow solid, yield: 85%, mp: 141.8-143.0 °C, 'H NMR (400 MHz, DMSO-ds) d 5.52 (s, 2H), 6.54 (d, ] = 2.7
Hz, 1H), 6.96 (d, ] =7.8 Hz, 1H), 7.28 (t, ] = 5.3 Hz, 1H), 7.39-7.45 (m, 2H), 7.53 (d, ] =2.9 Hz, 1H), 7.71 (t, ] =
6.9 Hz, 1H), 8.06 (s, 1H), 8.13-8.14 (m, 1H), 8.55 (d, ] =4.4 Hz, 1H), 9.49 (d, ] =5.1 Hz, 1H), 9.67 (s, 1H), 10.61
(s, 1H). 3C NMR (100 MHz, DMSO-ds)  51.70, 101.85, 110.57, 113.13, 116.44, 121.53, 123.10, 124.93, 128.55,
130.77, 131.01, 132.98, 133.84, 137.59, 149.48, 149.72, 152.55, 157.89, 162.29.

$.1.5.10. N-(1-(3-Fluorobenzoyl)-1H-indol-5-yl)nicotinamide (15j)
White solid, yield: 57%, mp: 212.9-214.2 °C, 'H NMR (400 MHz, DMSO-de) d 6.82 (d, | = 3.6 Hz, 1H), 7.43
(d, J=3.6 Hz, 1H), 7.56-7.73 (m, 6H), 8.23 (d, ] = 1.5 Hz, 1H), 8.30 (d, ] =8.9 Hz, 1H), 8.35 (d, ] =7.9 Hz, 1H),



8.78-8.79 (m, 1H), 9.16 (d, ] = 1.5 Hz, 1H), 10.58 (s, 1H). 3C NMR (100 MHz, DMSO-ds) & 109.57, 113.07,
116.36 (Jcr=24.1 Hz), 116.38, 118.63, 119.34 (Jcr=21.1 Hz), 123.99, 125.51, 129.29, 131.12, 131.37, 131.49 (Jc-
r=8.1 Hz), 132.46, 135.64, 135.92, 136.63 (Jcr=7.0 Hz), 149.15, 152.55, 162.20 (Jc-r = 245.5 Hz), 164.47, 167.15.

S.1.5.11. N-(1-(3-Fluorobenzoyl)-1H-indol-5-yl)pyrazine-2-carboxamide (15k)

White solid, yield: 94%, mp: 221.3-222.2 °C, HPLC purity: 6.00 min, 100%, 'H NMR (400 MHz, DMSO-ds)
06.81(d, [=2.8Hz, 1H), 7.43 (d, J=3.0 Hz, 1H), 7.56 (t, ] = 8.4 Hz, 1H), 7.61-7.67 (m, 3H), 7.86 (d, ] =8.9 Hz,
1H), 8.28 (d, ] = 8.8 Hz, 1H), 8.32 (s, 1H), 8.85 (s, 1H), 8.96 (s, 1H), 9.34 (s, 1H), 10.85 (s, 1H). 3C NMR (100
MHz, DMSO-ds) d 109.54, 113.16, 116.32, 116.37 (Je-r = 23.1 Hz), 118.77, 119.36 (Je—r = 20.1 Hz), 125.55, 129.33,
131.33, 131.49 (Je-r=8.1 Hz), 132.61, 134.97, 136.59 (Je-r = 8.1 Hz), 143.72, 144.49, 145.65, 148.13, 162.11, 162.20
(Jer =245.5 Hz), 167.13. HRMS (ESI) m/z calcd. for C20H13FN4O2 [M+H]*: 361.1101. Found: 361.1095.

S.1.5.12. N-(1-(3-Fluorobenzoyl)-1H-indol-5-yl)pyridazine-4-carboxamide (15])

Yellowish white solid, yield: 75%, mp: 196.7-196.9 °C, 'TH NMR (400 MHz, DMSO-ds)  6.84 (d, ] = 3.6 Hz,
1H), 7.44 (d, ] = 3.6 Hz, 1H), 7.54-7.71 (m, 5H), 8.16-8.18 (m, 1H), 8.23 (s, 1H), 8.33 (d, ] = 8.9 Hz, 1H), 9.52
(d, J=4.9 Hz, 1H), 9.70 (s, 1H), 10.85 (s, 1H). *C NMR (100 MHz, DMSO-ds) d 109.54, 113.17, 116.26, 116.51,
118.57, 119.37 (Jer = 20.1 Hz), 125.01, 125.55 (Jer = 3.0 Hz), 129.45, 131.40, 131.45, 131.53, 132.75 (Jcr = 5.0
Hz), 135.08, 136.57 (Jc-r = 7.04 Hz), 149.46, 152.58, 162.20 (Jc-r = 245.5 Hz), 162.75, 167.18.



S.2. Biological evaluation
S5.2.1. In vitro cytotoxicity data

Table S2. Mean growth % of tested compounds 15a-1 over NCI human cancer cell lines.

Compound | Leukemia | NSCL* Colon CNS™ Melanoma | Ovarian Renal Prostate Breast
15a 99.4 99.0 99.5 97.1 96.2 99.9 93.1 96.7 98.4
15b 94.9 98.6 99.5 97.7 95.8 99.8 91.1 99.3 97.3
15¢ 100.0 90.1 100.0 90.8 99.1 95.0 76.9 98.0 94.9
15d 78.1 85.3 90.9 84.0 90.3 89.2 59.4 83.6 79.3
15e 88.1 88.2 96.6 86.6 91.3 91.8 64.0 91.8 88.6
15f 83.4 71.8 92.9 81.1 89.7 88.7 58.1 79.5 87.5
15g 98.6 91.3 100.0 91.7 99.2 94.8 72.3 95.1 98.0
15h 97.3 88.9 99.1 89.3 98.4 93.2 67.1 97.8 97.0
15i 98.8 88.9 98.9 88.4 98.1 91.9 69.3 90.3 91.7
15j 86.3 91.8 98.1 93.0 98.3 94.4 67.8 90.2 97.6
15k 98.4 93.4 100.0 89.6 98.9 96.6 79.3 95.0 96.7
151 94.3 91.5 99.1 91.3 98.6 95.9 76.2 99.2 98.8

“NSCL, non-small cell lung
" CNS, central nervous system
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Figure S1. Graphical representation of in vitro cytotoxic evaluation of compounds 15a-1 over NCI human cancer cell
lines. Y-axis, mean % inhibition; X-axis, target compounds. The graph shows that the renal cancer cell lines (deep
blue) is more sensitive to the tested compounds compared to other NCI cancer cell lines.



5.2.2. NClI reports

Compound NCI code Compound NCI code
15a D-828867 15g D-827532
15b D-828866 15h D-827531
15¢ D-827533 15i D-827530
15d D-827526 15j D-827529
15e D-827525 15k D-827528
15f D-827524 151 D-827527




Developm ental Therapeutics Program NSC: D-828867/1 | Conc: 1.00E-5Molar | TestDate: Mar 22, 2021
One Dose M ean Graph Experin entD : 21030500 ReportDate: Apr 27, 2021
PanelCellLine Growith Pemcent M ean G row th Percent—Grow th Percent
Leukemia
CCRF-CEM 99.56
HL-B0(TB) 96.80
K-562 102.38
MOLT-4 101.97
RPMI-8226 106.96
SR 105.52
Non-Small Cell Lung Cancer
ABABIATCC 102.44
EKVX 9238
HOP-62 103.11
HOP-82 116.59
NCI-H226 100.09
NCI-H23 101.68
NCI-H322M 100.67
NCI-H460 102.62 q
NCI-H522 9457
Colon Cancer
COLO 206 109.73
HCC-2998 104.41
HCT-118 101.50
HCT-15 99.90
HT28 102.46 L
KM12 105.43
SW-B20 95.68
CNS Cancer
SF-268 103.01
SF-295 91.71
SF-538 101.98
SNB-19 99.00
SNB-75 91.65
u2s1 102.93 L
Melanoma
LOX IMVI 105.99
MALME-3M 80.03
MDA-MB-435 93.15
SK-MEL-2 106.32
SK-MEL-28 103.40
SK-MEL-5 103.02
UACC-257 108.57
UACC-82 a4
Ovarian Cancer
IGROV1 108.54
OVCAR-3 110.52
OVCAR-4 99.01
OVCAR-5 104.55
OVCAR-8 102.96
NCUADR-RES 102.09
SK-OV-3 107.26
Renal Cancer
7860 81.32
A498 75.71
ACHN 101.57
CAKI-1 9560
RXF 383 110.60
SN12C 96.71
TK-10 98.09
uo-31 97.39
Prostate Cancer
PC-3 96.62
DU-145 96.85
Breast Cancer
MCF7 96.69
MDA-MB-231/ATCC 10421
HS 578T 108.87
BT-549 101.41
T-ATD 99.99
MDA-MB-468 95.46
Mean 100.32
Delta 2481
Rango e _F
150 100 50 0 -50 100 -150

Figure S2. One dose mean growth % of compound 15a over NCI human cancer cell lines.
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Developm ental Therapeutics Program NSC: D-828866/1 | Conc: 1.00E-5Molar | TestDate: Mar 22, 2021
One Dose M ean Graph Experin entD : 21030500 ReportDate: Apr 27, 2021
PanelCellLine Growith Pemcent M ean G row th Percent—Grow th Percent
Leukemia
CCRF-CEM 87.07
HL-80{TB) 8969
K-562 85.54
MOLT-4 99.19
RPMI-8226 101.67
SR 80.25
Non-Small Cell Lung Cancer
ABASATCC §7.64
EKVX 94.20
HOP-62 102.80
HOP-92 96.27
NCI-H228 107.63
NCI-H23 103.80
NCI-H322M 105.10
NCI-H460 107.41
NCI-H522 91.80
Colon Cancer
COLO 205 11311
HCC-2958 100.12
HCT-1186 102.96
HCT-15 §7.24
HT29 102.60
KM12 100.57 L
SW-B20 99.35
CNS Cancer
SF-268 100.12
SF-295 9592 o
SF-539 9913
SNB-19 88.77
SNB-75 92 56 =
U251 100.05
Melanoma
LOX IMVI 102.31
MALME-3M 82.99
MDA-MB-435 91.11
SK-MEL-2 105.02
SK-MEL-28 98 57
SK-MEL-5 104.62
UACC-257 100.16
UACC-62 8913
Owvarian Cancer
IGROV1 105.91
OVCAR-3 105.69
OVCAR-4 68.28
OVCAR-5 103.73
OVCAR-8 103.25
NCI/ADR-RES 102.30
SK-OV-3 110.96
Renal Cancer
7860 81.89
A498 75.97
ACHN 109.31
CAKI-1 93.33
RXF 383 100.28
SN12C 97.55
TK-10 84.38
uo-31 95.30
Prostate Cancer
PC-3 68.60
DU-145 103.04
Breast Cancer
MCI 93.16
MDA-MB-231/ATCC 103.50
HS 578T 108.31
BT-549 103.67
TATD 63.33
MDA-MB-468 102.86
Mean 68.84
Delta 22.87
Rango T _F
150 100 50 0 -50 100 -150

Figure S3. One dose mean growth % of compound 15b over NCI human cancer cell lines.
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Developm ental Therapeutics Program NSC: D-827533/1 | Conec: 1.00E-5Molar | TestDate: Jan 04, 2021
One Dose M ean Graph Experin entD : 21010870 ReportDate: Mar09, 2021
PanelCellLine Growith Pemcent M ean G row th Percent—Grow th Percent
Leukemia
HL-60(TB) 123.00
K-562 111.53
MOLT-4 109.15
RPMI-8226 105.41
SR 107.63
Non-Small Cell Lung Cancer
ASASATCC 9214
EKVX 66.94
HOP-82 758.72
HOP-82 103.68
NCI-H228 94.85
NCI-H23 90.95
NCI-H322M 106.92
NCI-H460 109.24
Colon Cancer
COLO 205 113.25
HCC-2958 111.50
HCT-1186 104.66
HCT-15 107.04
HT29 108.67
KM12 100.52
SWE20 102.94
CNS Cancer
SF-268 a87.51
SF-295 9927
SF-539 89.45
SNB-19 100.46
SNB-75 5853
U251 112.54
Melanoma
LOX IMVI 103.57
MALME-3M 116.51
M14 106.68
MDA-MB-435 98.82
SK-MEL-2 97.99
SK-MEL-28 107.18
SK-MEL-5 103.84
UACC-257 103.61
UACC-B82 9527
Owvarian Cancer
IGROV1 86.61
OVCAR-3 119.63
OVCAR-4 8273
OVCAR-5 95.46
OVCAR-8 110.50
NCIADR-RES 107.66
SK-OV-3 110.30
Renal Cancer
7860 87.53
A458 67.75
ACHN 9621
CAKI-1 69.27
RXF 393 64.90
SN12C 87.73
TK-10 73.39
uo-31 65.19
Prostate Cancer
PC-3 101.80
DU-145 96.08
Breast Cancer
MCF7 88.73
MDA-MB-231/ATCC 85.76
HS 578T 105.06
T4 106.59
MDA-MB-468 113.66
Mean 97.57
Delta 3504
Ronne Fryres _F
150 100 50 0 -50 100 -150

Figure S4. One dose mean growth % of compound 15¢ over NCI human cancer cell lines.
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Developm ental Therapeutics Program NSC: D-827526/1 | Conc: 1.00E-5Molar | TestDate: Jan 04, 2021
One Dose M ean Graph Experin entD : 21010870 ReportDate: Mar09, 2021
PanelCellLine Growith Pemcent M ean G row th Percent—Grow th Percent
Leukemia
HL-B80(TB) 135.09
K-562 57.10
MOLT-4 101.16
RPMI-8226 80.80
SR 52.36
Non-Small Cell Lung Cancer
ABASIATCC 85.99
EKVX 62.74
HOP-62 75.91
HOP-82 87.16
NCI-H226 79.20
NCI-H23 9P 47
NCI-H322M 101.69
NCI-H480 98.75
Colon Cancer
COLO 206 107.43
HCC-2998 104.00
HCT-118 100.69
HCT-15 78.13
HT28 9477
KM12 81.01
SW-B20 8265
CNS Cancer
SF-268 79.01
SF-295 90.18
SF-538 86.30
SNB-19 104.92
SNB-75 4914
u2s1 99.20
Melanoma
LOX IMVI 88.23
MALME-3M 108.79
M14 102.67
MDA-MB-435 55.09
SK-MEL-2 96.70
SK-MEL-28 10M.26
SK-MEL-5 9458
UACC-257 96.31
UACC-82 81.95
Ovarian Cancer
IGROVA 8200 ]
OVCAR-3 114.86
OVCAR-4 64.25
OVCAR-5 .34
OVCAR-8 100.72
NCUADR-RES 86.01
SK-OV-3 112.74
Renal Cancer
786-0 8258
A498 2279
ACHN 95.91
CAKI-1 56.13
RXF 393 37.37
SN12C 65.51
TK-10 61.92
uo-31 5293
Prostate Cancer
PC-3 8434
DU-145 8278
Breast Cancer
MCF7 91.83
MDA-MB-231/ATCC 73.37
HS 578T 86.30
BT-549 9163
T-47D 98 .56
MDA-MB-458 46.54
Meaan B84.05
Delta 61.26
150 100 50 0 -850 100 -150

Figure S5. One dose mean growth % of compound 15d over NCI human cancer cell lines.
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Developm ental Therapeutics Program NSC: D-827525/1 | Conec: 1.00E-5 Molar | TestDate: Jan 04, 2021
One Dose M ean Graph Experin entD : 21010870 ReportDate: Mar09, 2021
PanelCellLine Growith Pemcent M ean G row th Percent—Grow th Percent
Leukemia
HL-B80(TB) 11661
K-562 8283
MOLT-4 94.88
RPMI-8226 88.71
SR 7417
Non-Small Cell Lung Cancer
ABASIATCC 83.84
EKVX 68.16
HOP-62 73.48
HOP-82 100.02
NCI-H226 8216
NCI-H23 98.17
NCI-H322M 100.34
NCI-H480 104.20
Colon Cancer
COLO 206 109.24
HCC-2998 108.24
HCT-118 95.79
HCT-15 90.87
HT28 99.48
KM12 93.71
SW-B20 96.41
CNS Cancer
SF-268 91.48
SF-295 86.32
SF-538 87.79
SNB-19 98.93
SNB-75 54.93
u2s1 101.87
Melanoma
LOX IMVI 8248
MALME-3M 10931
M14 102.99
MDA-MB-435 8233
SK-MEL-2 9P 63
SK-MEL-28 10M.73
SK-MEL-5 101.68
UACC-257 89.20
UACC-82 74.82
Ovarian Cancer
IGROVA 79.43
OVCAR-3 108.32
OVCAR-4 73.05
OVCAR-5 96.22
OVCAR-8 103.82
NCUADR-RES 93.82
SK-OV-3 110.02
Renal Cancer
786-0 73.38
A498 52 60
ACHN 10M1.22
CAKI-1 4762
RXF 393 57.01
SN12C 75.02
TK-10 52 96
uo-31 53.61
Prostate Cancer
PC-3 94.82
DU-145 88.71
Breast Cancer
MCF7 94.95
MDA-MB-231/ATCC 80.32
HS 578T 98.13
T-47D 91.98
MDA-MB-468 77.81
Mean 88.15
Delta 4053
Range 2 oo _F
150 100 50 0 -50 100 -150

Figure S6. One dose mean growth % of compound 15e over NCI human cancer cell lines.
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Developm ental Therapeutics Program NSC: D-827524/1 | Conec: 1.00E-5Molar | TestDate: Jan 04, 2021
One Dose M ean Graph Experin entD : 21010870 ReportDate: Mar09, 2021
PanelCellLine Growith Pemcent M ean G row th Percent—Grow th Percent
Leukemia
HL-B80(TB) 123.20
K-562 79.41
MOLT-4 97.69
RPMI-8226 67.40
SR 72.28
Non-Small Cell Lung Cancer
ABASIATCC 74.00
EKVX 60.58
HOP-62 64.36
HOP-82 74.10
NCI-H226 77.19
NCI-H23 75.99
NCI-H322M 85.66
NCI-H480 62.25
Colon Cancer
COLO 206 107.09
HCC-2998 104.33
HCT-118 74.48
HCT-15 100.70
HT28 91.30
KM12 87.60
SW-B20 7.1
CNS Cancer
SF-268 87.96
SF-295 64.07
SF-538 90.00
SNB-19 8255
SNB-75 71.53
u2s1 90.21
Melanoma
LOX IMVI 79.02
MALME-3M 99.13
M14 90.33
MDA-MB-435 9228
SK-MEL-2 102.26
SK-MEL-28 99.06
SK-MEL-5 86.83
UACC-257 91.24
UACC-82 69.84
Ovarian Cancer
IGROVA 77.03
OVCAR-3 111.43
OVCAR-4 56.85
OVCAR-5 91.79
OVCAR-8 96.51
NCUADR-RES 98.94
SK-OV-3 109.00
Renal Cancer
786-0 75.00
A498 39.28
ACHN 86.68
CAKI-1 4467
RXF 393 62.60
SN12C 55.15
TK-10 58.73
uo-31 4231
Prostate Cancer
PC-3 73.80
DU-145 85.21
Breast Cancer
MCF7 103.05
MDA-MB-231/ATCC 71.25
HS 578T 98.24
T-47D 81.08
MDA-MB-468 86.98
Mean 8208
Delta 42 80
Range 502 _F
150 100 50 0 -50 100 -150

Figure S7. One dose mean growth % of compound 15f over NCI human cancer cell lines.
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Developm ental Therapeutics Program NSC: D-827532/1 | Conec: 1.00E-5Molar | TestDate: Jan 04, 2021
One Dose M ean Graph Experin entD : 21010870 ReportDate: Mar09, 2021
PanelCellLine Growith Pemcent M ean G row th Percent—Grow th Percent
Leukemia
HL-B80(TB) 149.01
K-562 112.83
MOLT-4 111.18
RPMI-8226 93.08
SR 109.65
Non-Small Cell Lung Cancer
ABASIATCC 91.54
EKVX 69.53
HOP-62 80.88
HOP-82 108.79
NCI-H226 93.94
NCI-H23 94.61
NCI-H322M 105.58
NCI-H480 107.34
Colon Cancer
COLO 206 11561
HCC-2998 113.69
HCT-118 103.56
HCT-15 116.10
HT28 106.16
KM12 100.78
SW-B20 104.17
CNS Cancer
SF-268 88.05
SF-295 9838
SF-538 98.13
SNB-19 101.20
SNB-75 65.83
u2s1 107.72
Melanoma
LOX IMVI 105.38
MALME-3M 108.11
M14 110.43
MDA-MB-435 108.92
SK-MEL-2 101.55
SK-MEL-28 111.46
SK-MEL-5 9887
UACC-257 106.07
UACC-82 9437
Ovarian Cancer
IGROVA 86.20
OVCAR-3 11413
OVCAR-4 81.67
OVCAR-5 95.81
OVCAR-8 105.83
NCUADR-RES 108.44
SK-OV-3 11214
Renal Cancer
786-0 88.08
A498 55.39
ACHN 102.08
CAKI-1 69.86
RXF 393 53.24
SN12C 79.07
TK-10 71.82
uo-31 60.99
Prostate Cancer
PC-3 96.16
DU-145 94.02
Breast Cancer
MCF7 100.64
MDA-MB-231/ATCC 89.88
HS 578T 104.20
T-47D 110.12
MDA-MB-468 107.75
Mean 97.90
Delta 4466
Range o 1-;
150 100 50 0 -50 100 -150

Figure S8. One dose mean growth % of compound 15g over NCI human cancer cell lines.
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Developm ental Therapeutics Program NSC: D-827531/1 | Conc: 1.00E-5Molar | TestDate: Jan 04, 2021
One Dose M ean Graph Experin entD : 21010870 ReportDate: Mar09, 2021
PanelCellLine Growith Pemcent M ean G row th Percent—Grow th Percent
Leukemia
HL-B80(TB) 13091
K-562 107.33
MOLT-4 100.78
RPMI-8226 9367
SR P73
Non-Small Cell Lung Cancer
ABASIATCC 86.11
EKVX 75.74
HOP-62 72.72
HOP-82 91.43
NCI-H226 8827
NCI-H23 97.03
NCI-H322M 106.37
NCI-H480 104.82
Colon Cancer
COLO 206 119.65
HCC-2998 115.16
HCT-118 100.15
HCT-15 112.16
HT28 109.19
KM12 100.08
SW-B20 93.73
CNS Cancer
SF-268 84.06
SF-295 97.53
SF-538 96.43
SNB-19 102.38
SNB-75 57.94
u2s1 105.47
Melanoma
LOX IMVI 98.28
MALME-3M 10651
M14 106.37
MDA-MB-435 100.17
SK-MEL-2 10321
SK-MEL-28 111.34
SK-MEL-5 97.49
UACC-257 102.06
UACC-82 8964
Ovarian Cancer
IGROVA 79.75
OVCAR-3 110.29
OVCAR-4 76.00
OVCAR-5 96.75
OVCAR-8 105.09
NCUADR-RES 107.09
SK-OV-3 109.38
Renal Cancer
786-0 87.59
A498 40.80
ACHN 100.25
CAKI-1 66.19
RXF 393 4777
SN12C 75.90
TK-10 61.89
uo-31 57.01
Prostate Cancer
PC-3 101.18
DU-145 9562
Breast Cancer
MCF7 98.05
MDA-MB-231/ATCC 86.75
HS 578T 103.70
T-47D 100.92
MDA-MB-468 102.62
Mean 9415
Delta 53.35
Range 2011 _E
150 100 50 0 -50 100 -150

Figure S9. One dose mean growth % of compound 15h over NCI human cancer cell lines.
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Developm ental Therapeutics Program NSC: D-827530/1 | Conec: 1.00E-5Molar | TestDate: Jan 04, 2021
One Dose M ean Graph Experin entD : 21010870 ReportDate: Mar09, 2021
PanelCellLine Growith Pemcent M ean G row th Percent—Grow th Percent
Leukemia
HL-60(TB) 14529
K-562 99.64
MOLT-4 115.44
RPMI-8226 9444
SR 100.90
Non-Small Cell Lung Cancer
ASASATCC .37
EKVX 75.58
HOP-82 76.35
HOP-82 87.56
NCI-H228 ar.:
NCI-H23 94.58
NCI-H322M 68.53
NCI-H460 104.17
Colon Cancer
COLO 205 110.16
HCC-2958 119.711
HCT-1186 93.17
HCT-15 111.26
HT29 103.04
KM12 99.40
SWE20 100.55
CNS Cancer
SF-268 81.86
SF-295 9474
SF-539 §7.68
SNB-19 101.65
SNB-75 55.68
U251 108.34
Melanoma
LOX IMVI 100.56
MALME-3M 103.06
M14 896.71
MDA-MB-435 98 34
SK-MEL-2 101.89
SK-MEL-28 108.18
SK-MEL-5 98.92
UACC-257 105.90
UACC-B82 86.26
Owvarian Cancer
IGROV1 80.25
OVCAR-3 108.37
OVCAR-4 68.32
OVCAR-5 95.05
OVCAR-8 104.09
NCIADR-RES 11364
SK-OV-3 104.81
Renal Cancer
7860 86.04
A458 56.85
ACHN 87.27
CAKI-1 65.95
RXF 393 59.31
SN12C 70.16
TK-10 60.20
uo-31 58.79
Prostate Cancer
PC-3 1.40
DU-145 8911
Breast Cancer
MCF7 102.03
MDA-MB-231/ATCC 71.15
HS 578T 101.50
T4 97.85
MDA-MB-468 89.70
Mean 93.36
Delta 37.38
150 100 50 0 -50 100 -150

Figure S10. One dose mean growth % of compound 15i over NCI human cancer cell lines.
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Developm ental Therapeutics Program NSC: D-827529/1 | Conec: 1.00E-5Molar | TestDate: Jan 04, 2021
One Dose M ean Graph Experin entD : 21010870 ReportDate: Mar09, 2021
PanelCellLine Growith Pemcent M ean G row th Percent—Grow th Percent
Leukemia
HL-B80(TB) 110.07
K-562 74.87
MOLT-4 91.56
RPMI-8226 102.73
SR 6527
Non-Small Cell Lung Cancer
ABASIATCC 86.62
EKVX 73.90
HOP-62 81.30
HOP-82 112.20
NCI-H226 93.39
NCI-H23 99.09
NCI-H322M 103.60
NCI-H480 114.26
Colon Cancer
COLO 206 111.04
HCC-2998 105.80
HCT-118 105.76
HCT-15 98.38
HT28 99.18
KM12 88.83
SW-B20 10671
CNS Cancer
SF-268 90 49
SF-295 8899
SF-538 100.52
SNB-19 101.50
SNB-75 76.61
u2s1 108.74
Melanoma
LOX IMVI 95.18
MALME-3M 106.40
M14 108.20
MDA-MB-435 100.78
SK-MEL-2 102.32
SK-MEL-28 104.97
SK-MEL-5 103.39
UACC-257 107.08
UACC-82 89.53
Ovarian Cancer
IGROVA 96.72 L
OVCAR-3 110.72
OVCAR-4 79.38
OVCAR-5 8564
OVCAR-8 100.32
NCUADR-RES 99.40
SK-OV-3 117.13
Renal Cancer
786-0 86.32
A498 58.74
ACHN 9323
CAKI-1 40.94
RXF 393 69.83
SN12C 79.50
TK-10 56.14
uo-31 57.80
Prostate Cancer
PC-3 .39
DU-145 87.94
Breast Cancer
MCF7 98.59
MDA-MB-231/ATCC 89.48
HS 578T 107.65
T-47D 109.76
MDA-MB-468 10661
Mean 93.59
Delta 52 65
Range %15 _E
150 100 50 0 -50 100 -150

Figure S11. One dose mean growth % of compound 15j over NCI human cancer cell lines.
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Developm ental Therapeutics Program NSC: D-827528/1 | Conec: 1.00E-5Molar | TestDate: Jan 04, 2021
One Dose M ean Graph Experin entD : 21010870 ReportDate: Mar09, 2021
PanelCellLine Growith Pemcent M ean G row th Percent—Grow th Percent
Leukemia
HL-60(TB) 116.87
K-562 105.04
MOLT-4 106.56
RPMI-8226 114.80
SR 6221
Non-Small Cell Lung Cancer
ASASATCC 87.78
EKVX 78.92
HOP-82 80.90
HOP-82 118.91
NCI-H228 99,
NCI-H23 103.86
NCI-H322M 103.42
NCI-H460 114.52
Colon Cancer
COLO 205 109.87
HCC-2958 113.95
HCT-1186 104.35
HCT-15 111.19
HT29 105.60
KM12 100.32
SWE20 108.30
CNS Cancer
SF-268 84.44
SF-295 91.38
SF-539 87.37
SNB-19 82.28
SNB-75 7215
U251 102.12
Melanoma
LOX IMVI 103.15
MALME-3M 113.35
M14 109.11
MDA-MB-435 100.04
SK-MEL-2 106.93
SK-MEL-28 106.32
SK-MEL-5 102.18
UACC-257 103.14
UACC-B82 89.70
Owvarian Cancer
IGROV1 95.16 m
OVCAR-3 94.28
OVCAR-4 86.86
OVCAR-5 102.83
OVCAR-8 100.58
NCIADR-RES 108.63
SK-OV-3 113.39
Renal Cancer
7860 86.06
A458 86.52
ACHN 68.31
CAKI-1 70.68
RXF 393 67.95
SN12C 88.36
TK-10 64.55
uo-31 7210
Prostate Cancer
PC-3 106.86
DU-145 89.95
Breast Cancer
MCF7 96.41
MDA-MB-231/ATCC 87.20
HS 578T 100.25
T4 108.15
MDA-MB-468 101.42
Mean 97.84
Delta 33.25
Ronne 3% _F
150 100 50 0 -50 100 -150

Figure S12. One dose mean growth % of compound 15k over NCI human cancer cell lines.
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Developm ental Therapeutics Program NSC: D-827527/1 | Conec: 1.00E-5Molar | TestDate: Jan 04, 2021
One Dose M ean Graph Experin entD : 21010870 ReportDate: Mar09, 2021
PanelCellLine Growith Pemcent M ean G row th Percent—Grow th Percent
Leukemia
HL-B80(TB) 113.64
K-562 103.60
MOLT-4 98.56
RPMI-8226 9369
SR 79.21
Non-Small Cell Lung Cancer
ABASIATCC 93.87
EKVX 73.20
HOP-62 731
HOP-82 113.59
NCI-H226 93.56
NCI-H23 95.54
NCI-H322M 115.89
NCI-H480 98.91
Colon Cancer
COLO 206 103.65
HCC-2998 102.87
HCT-118 108.57
HCT-15 109.90
HT28 98.51
KM12 97.31
SW-B20 97.93
CNS Cancer
SF-268 88.03
SF-295 89.10
SF-538 101.06
SNB-19 98.77
SNB-75 72.16
u2s1 106.11
Melanoma
LOX IMVI 106.45
MALME-3M 117.55
M14 104.57
MDA-MB-435 98.00
SK-MEL-2 110.11
SK-MEL-28 104.18
SK-MEL-5 101.46
UACC-257 107.74
UACC-82 89.47
Ovarian Cancer
IGROVA 91.25
OVCAR-3 11461
OVCAR-4 84.41
OVCAR-5 9533
OVCAR-8 106.06
NCUADR-RES 108.59
SK-OV-3 108.44
Renal Cancer
786-0 86.13
A498 55.69
ACHN 99.03
CAKI-1 63.02
RXF 393 8162
SN12C 89.23
TK-10 59.90
uo-31 75.27
Prostate Cancer
PC-3 99.92
DU-145 98.41
Breast Cancer
MCF7 95.99
MDA-MB-231/ATCC 98.18
HS 578T 107.33
BT-549 67.31
T-47D 103.15
MDA-MB-458 111.93
Meaan 9591
Delta 4022
Range 108 _F
150 100 50 0 -850 100 -150

Figure S13. One dose mean growth % of compound 151 over NCI human cancer cell lines.
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