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Mass Spectrometry



*MSD1 SPC, time=0.495:0.648 of D:\DATA\14-03-2017_63 2017-03-14 11-59-06\KAJ-01.D MM-ES, Pos, Scan, Frag: 70, "70"
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Figure-S1. Mass Spectra of Compound-1

*MSD2 SPC, time=0.271:0.786 of D:\DATA\14-03-2017_63 2017-03-14 13-56-55\KAJ-02D MM-ES, Pos, Scan, Frag: 110, *110"
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Figure-S2. Mass Spectra of Compound-2

*MSD2 SPC, time=0.479:0.744 of D:\DATA\14-03-2017_63 2017-03-14 12-46-27\KAJ-03.D

MM-ES, Pos, Scan, Frag: 110, "110"
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Figure-S3. Mass Spectra of Compound-3

*MSD2 SPC, time=0.929:1.819 of D:\DATA\14-03-2017_63 2017-03-14 12-46-27\KAJ-04.0 MM-ES, Pos, Scan, Frag: 110, "110"
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Figure-S4. Mass Spectra of Compound-4



*MSD2 SPC, time=0.591:0.743 of D:\DATA\14-03-2017_63 2017-03-14 14-46-41\KAJ-05.0 MM-ES, Pos, Scan, Frag: 110, 110"
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Figure-S5. Mass Spectra of Compound-5

*MSD2 SPC, time=0.512:0.834 of D:\DATA\14-03-2017_63 2017-03-14 12-46-27\KAJ-06.D MM-ES, Pos, Scan, Frag: 110, 110"
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Figure-S6. Mass Spectra of Compound-6

*MSD2 SPC, time=0.516:0.649 of D:\DATA\14-03-2017_63 2017-03-14 15-28-19\KAJ-07.0 MM-ES, Pos, Scan, Frag: 110, "110"
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Figure-S7. Mass Spectra of Compound-7

*MSD2 SPC, time=0.876:1.905 of D:\DATA\14-03-2017_63 2017-03-14 13-56-55\KAJ-08.0 MM-ES, Pos, Scan, Frag: 110, "110"
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Figure-S8. Mass Spectra of Compound-8



*MSD4 SPC, time=0.848:2.906 of D:\DATA\14-03-2017_63 2017-03-14 13-56-55\KAJ-09.D0 MM-ES, Neg, Scan, Frag: 110, "110"
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Figure-S9. Mass Spectra of Compound-9

Figure-S10. Mass Spectra of Compound-10

*MSD4 SPC, time=0.943:2.010 of D:\DATA\14-03-2017_63 2017-03-14 13-56-55\KAJ-10.D MM-ES, Neg, Scan, Frag: 110, "110"
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*MSD4 SPC, time=0.714:1.648 of D:\DATA\14-03-2017_63 2017-03-14 13-56-55\KAJ-11.D  MM-ES, Neg, Scan, Frag: 110, "110"
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Figure-S11. Mass Spectra of Compound-11

*MSD2 SPC, time=0.838:3.201 of D:\DATA\14-03-2017_63 2017-03-14 13-56-55\KAJ-12.D0 MM-ES, Pos, Scan, Frag: 110, "110"
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Figure-S12. Mass Spectra of Compound-12



*MSD2 SPC, time=0.247:0.682 of D:\DATA\14-03-2017_63 2017-03-14 12-46-27\KAJ-13.D MM-ES, Pos, Scan, Frag: 110, "110"
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Figure-S13. Mass Spectra of Compound-13

*MSD2 SPC, time=0.953:1.219 of D:\DATA\14-03-2017_63 2017-03-14 14-46-41\KAJ-14.D MM-ES, Pos, Scan, Frag: 110, "110"
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Figure-S14. Mass Spectra of Compound-14

*MSD2 SPC, time=0.474:0.701 of D:\DATA\14-03-2017_63 2017-03-14 15-28-19\KAJ-15.0 MM-ES, Pos, Scan, Frag: 110, "110"
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Figure-S15. Mass Spectra of Compound-15

*MSD4 SPC, time=0.143:0.810 of D:\DATA\14-03-2017_63 2017-03-14 14-46-41\KAJ-16.D MM-ES, Neg, Scan, Frag: 110, "110"
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Figure-S16. Mass Spectra of Compound-16



H' NMR Spectra
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Figure-S17. H' NMR Spectra of Compound-1
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Figure-S18. H' NMR Spectra of Compound-2
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Figure-S19. H' NMR Spectra of Compound-3
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Figure-S20. H' NMR Spectra of Compound-4
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Figure-S21. H' NMR Spectra of Compound-5
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Figure-S22. H' NMR Spectra of Compound-6
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Figure-S23. H' NMR Spectra of Compound-7
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Figure-S24. H' NMR Spectra of Compound-8
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Figure-S25. H' NMR Spectra of Compound-9
EX-RGPV-KAJ-10.001.espy/articalScaleFactor = 1
0.157
=
2
I
£ 0.10
B
H
E ]
[=]
=
0.05+
b l | | \ | T
T I Ll 1 1 T L} 1 1 T 1 Ll 1 1 1 T T T 1 T 1 T T 1 T 1 I T
16 15 14 13 12 11 10 g 8 7 6 5 3 2 1 0

11

Chemical Shift (ppm)

Figure-S26. H' NMR Spectra of Compound-10
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Figure-S27. H' NMR Spectra of Compound-11
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Figure-S28. H' NMR Spectra of Compound-12
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Figure-S29. H' NMR Spectra of Compound-13
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Figure-S30. H' NMR Spectra of Compound-14
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Figure-S32. H' NMR Spectra of Compound-16
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Figure-S31. H' NMR Spectra of Compound-15
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Table-S1 : Kinase Inhibition Assay for-DYRK1A (ICse-Values)

Conc. Conc. LOG % Activity | S | % Activity | SD | % Activity of | SD
(UM) (nM) Conc. of D | of Compd- Compd-5
Compd-3 4 (Mean) (Mean)
(Mean)
0.003 3 0.477121 | 95 6 101 5 94 4
0.01 10 1.000000 | 101 12 |98 1 105 7
0.017 17 1.230449 | 95 23 | 97 6 101 5
0.024 24 1.380211 | 115 11 | 87 6 99 7
0.031 31 1.491362 | 105 15 190 6 104 5
0.038 38 1.579784 | 79 10 | 66 3 88 3
0.045 45 1.653213 | 44 4 50 6 99 3
0.052 52 1.716003 | 16 3 16 0 75 6
0.059 59 1.770852 | 6 1 9 1 72 4
0.066 66 1.819544 | 2 0 12 0 58 4
ICs0 (NM) 2868 2240 >100000
ICso (UM) 2.87 M 2.24 uM >100

Table-S2 Kinase Inhibition Assay for-CLK-1 (ICso-Values)

Conc. Conc. LOG % Activity [ S | % Activity | SD | % Activity of | SD
(UM) (nM) Conc. of D | of Compd- Compd-5
Compd-3 4 (Mean) (Mean)
(Mean)
0.003 3 0.477121 | 97 16 | 88 26 | 110 13
0.01 10 1.000000 | 119 10 | 106 2 117 7
0.03 30 1.477121 | 105 13 | 106 2 100 16
0.1 100 2.000000 | 111 3 104 9 105 6
0.3 300 2477121 | 107 1 84 3 79 11
1 1000 3.000000 | 55 11 |72 10 |50 1
3 3000 3.477121 | 35 2 51 14 | 32 4
10 10000 4.000000 | 17 0 17 1 18 3
30 30000 4477121 |7 0 8 1 19 2
100 100000 5.000000 | 3 0 5 1 17 2
ICs (NM) 1376 2575 974.9
ICs0 (UM) 1.38uM 2.58 uM 0.97 uM
| |
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