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Ex.
No.

F7)V5r ik

'H-NMR

m/z
(M+
H)"

H6-1

(300 MHz, DMSO-ds) 0 8.99 - 8.88 (m, 1H),
8.17 (ddd, J =8.3,2.4, 0.8 Hz, 1H), 7.80 (d,J =
1.8 Hz, 1H), 7.57 (d, ] = 8.3 Hz, 1H), 7.08 (d, J
=761.0 Hz, 2H), 6.95 (d, J = 3.2 Hz, 1H), 5.47
(s, 1H), 4.55 (d,J = 11.2 Hz, 1H), 4.17 - 4.04
(m, 1H), 3.99 - 3.76 (m, 2H), 3.71 - 3.43 (m,
2H), 3.16 (d, J = 5.2 Hz, 3H), 2.92 (q,J = 6.9
Hz, 1H), 2.71 (t, ] = 10.8 Hz, 2H), 2.19 - 1.90
(m, 2H), 1.71 - 1.43 (m, 3H), 1.15 (q, = 11.9,
11.4 Hz, 2H), 1.03 (d, J = 6.9 Hz, 3H).

512

H6-2

(300 MHz, DMSO-ds) 0 8.95 (s, 1H), 8.22 -
8.13 (m, 1H), 7.81 (d, J= 1.8 Hz, 1H), 7.58 (d, J
=8.4 Hz, 1H), 7.19 - 7.00 (m, 3H), 5.48 (s, 1H),
4.55(d,J=11.5Hz, 1H), 4.13 (d,J= 128 Hz,
1H), 3.93 (dd, J=11.7, 3.7 Hz, 1H), 3.88 - 3.79
(m, 1H), 3.74 - 3.45 (m, 2H), 3.27 - 3.11 (m,
2H), 2.85 - 2.70 (m, 4H), 2.02 - 1.87 (m, 2H),
1.67 - 1.45 (m, 3H), 1.31 - 1.09 (m, 2H).

498

H6-3

(300 MHz, DMSO-de) 6 8.98 - 8.92 (m, 1H),
8.18 (ddd, J=8.3,2.4, 0.8 Hz, 1H), 7.80 (d, J=
1.9 Hz, 1H), 7.58 (d, /= 8.3 Hz, 1H), 7.14 -
7.01 (m, 2H), 6.90 (d, J = 3.6 Hz, 1H), 5.47 (s,
1H), 4.55 (d, J= 11.6 Hz, 1H), 4.20 - 4.04 (m,
1H), 3.93 (dd, J=11.7, 3.8 Hz, 1H), 3.89 - 3.79
(m, 1H), 3.70 - 3.44 (m, 2H), 3.25 - 3.10 (m,
2H), 2.76 - 2.65 (m, 2H), 1.98 (t, /= 10.9 Hz,
2H), 1.71 - 1.58 (m, 2H), 1.58 - 1.43 (m, 1H),
1.28 - 1.09 (m, 2H), 1.03 (s, 6H).

526

H6-4

(300 MHz, DMSO-ds) 6 7.86 (d, J= 1.7 Hz,
1H), 7.75 - 7.67 (m, 2H), 7.59 (d, J = 8.2 Hz,
2H), 7.24 - 7.12 (m, 2H), 7.08 (s, 1H), 5.45 (s,
1H), 4.30 (dd, J= 12.1, 2.3 Hz, 1H), 4.05 - 3.79
(m, 3H), 3.74 - 3.46 (m, 4H), 2.84 (s, 2H), 2.69
- 2.54 (m, 2H), 2.33 - 2.18 (m, 2H), 1.88 - 1.61
(m, 4H).

sl

Hé6-5

(300 MHz, CD;0D) 6 7.83 (d,.J= 1.6 Hz, 1H),
7.61 (s, 4H), 5.43 (t, J = 3.4 Hz, 1H), 4.29 (dd, J
=12.1,2.9 Hz, 1H), 4.00 (dd, J=12.1, 3.6 Hz,
1H), 3.96 - 3.85 (m, 2H), 3.84 - 3.71 (m, 1H),
3.48 - 3.35 (m, 1H), 3.30 - 3.26 (m, 2H), 2.97
(s, 2H), 2.94 - 2.83 (m, 2H), 2.11 (td, J=11.7,
2.4 Hz, 2H), 1.81 - 1.68 (m, 2H), 1.68 - 1.54
(m, 1H), 1.40 - 1.24 (m, 2H).

497
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Hé6-6

'H NMR (300 MHz, DMSO-de) 6 7.87 (d, J =
1.7 Hz, 1H), 7.54 - 7.46 (m, 2H), 7.38 - 7.29
(m, 2H), 7.27 - 7.00 (m, 3H), 5.41 (s, 1H), 4.28
(dd, J=12.1,2.2 Hz, 1H), 4.04 - 3.79 (m, 3H),
3.72 - 3.49 (m, 4H), 3.30 - 3.22 (m, 1H), 2.84
(s, 2H), 2.68 - 2.56 (m, 2H), 2.31 - 2.15 (m,
2H), 1.91 - 1.59 (m, 4H).

531

H6-7

(300 MHz, DMSO-de) 6 7.85 (d, J = 1.7 Hz,
1H), 7.71 (d, J= 8.3 Hz, 2H), 7.59 (d, J= 8.2
Hz, 2H), 7.22 - 7.03 (m, 2H), 7.03 - 6.91 (m,
1H), 5.43 (s, 1H), 4.96 (d, J= 5.2 Hz, 1H), 4.28
(dd,J=12.1,2.4 Hz, 1H), 4.03 - 3.81 (m, 3H),
3.66 (td, J=11.0,2.9 Hz, 1H), 3.59 - 3.46 (m,
1H), 3.26 (s, 1H), 3.17 (d, J = 5.2 Hz, 1H), 2.90
-2.77 (m, 3H), 2.74 - 2.61 (m, 1H), 2.00 - 1.74
(m, 2H), 1.70 - 1.55 (m, 1H), 1.48 - 1.32 (m,
1H), 1.32 - 1.14 (m, 1H).

515

He6-7-1

1G
(Hex:EtOH=70:30)

(400 MHz, DMSO-ds): 6 7.85 (s, 1H), 7.72-7.70
(d,J=8.4 Hz, 2H), 7.60-7.58 (d, J = 8.0 Hz,
2H), 7.14 (s, 1H), 7.08 (s, 1H), 6.9 (s, 1H),5.43
(s, 1H), 4.97 (d,J= 5.2Hz, 1H), 4.30-4.27 (d, J
=12 Hz, 1H), 3.97-3.84 (m, 3H),3.69-3.64 (m,
1H), 3.56-3.51 (m, 1H), 3.36-3.35 (m, 1H),
3.31-3.28 (m, 2H), 2.86-2.81 (m, 3H), 2.70-2.69
(d, J=10.8 Hz, 1H), 1.92-1.89 (m, 1H), 1.85-
1.80 (m, 1H), 1.64-1.61(m, 1H), 1.40-1.39 (m,
1H),1.27-1.24(m, 1H);

513

H6-7-2

1G
(Hex:EtOH=70:30)

(400 MHz, DMSO-ds): 6 7.86 (s, 1H), 7.72-7.70
(d, J=8.0 Hz, 2H), 7.60-7.58 (d, J= 8.0 Hz,
2H), 7.15 (s, 1H), 7.09 (s, 1H), 6.99 (s, 1H),5.44
(s, 1H), 497 (d,J=5.2 Hz, 1H), 428 (d, J =
11.6 Hz, 1H), 3.98-3.84 (m, 3H), 3.69-3.64 (m,
1H), 3.54-3.50 (m, 1H), 3.35-3.34 (m, 1H),
3.30-3.29 (m, 2H), 2.86-2.70 (m, 3H), 2.70-2.68
(d, /=10.8 Hz, 1H), 1.95-1.81 (m, 2H), 1.64-
1.62 (m, 1H), 1.39 (m, 1H),1.26-1.23 (m, 1H);

513

H6-08

(300 MHz CDCl3) 6 8.88 (s, 1H), 7.87-7.96 (m,
3H), 7.42-7.45 (m, 1H), 5.57-5.59 (m, 1H),
5.39-5.41 (m, 1H), 5.03-5.07 (m, 1H), 4.78-4.83
(m, 1H), 3.91-4.02 (m, 2H), 3.57-3.79 (m, 4H),
3.43 (s, 2H), 3.04-3.06 (m, 2H), 2.51-2.56 (m,
3H).

516
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H6-09-1

IC
(Hex:EtOH=60:40)

(400 MHz, CD;0D): 07.85 (d, J= 1.6 Hz, 1H),
7.61 (s, 4H), 5.42 (s, 1H), 4.31-4.27 (m, 1H),
4.02-3.98 (m, 1H), 3.92-3.89 (m, 2 H), 3.81-
3.75 (m, 2 H), 3.09-3.05 (m, 3 H), 2.91-2.88
(m, 1 H), 2.55-2.48 (m, 1 H), 2.33-2.15 (m, 2
H), 1.86-1.83 (m, 1 H), 1.66-1.59 (m, 1 H)

533

H6-09-2

IC
(Hex:EtOH=60:40)

(400 MHz, CD;0D): 07.85 (d,J = 1.6 Hz, 1 H),
7.61 (s, 4 H), 5.42 (s, 1 H), 4.31-4.27 (m, 1 H),
4.02-3.98 (m, 1 H), 3.92-3.89 (m, 2 H), 3.81-
3.75 (m, 2 H), 3.09-3.05 (m, 3 H), 2.91-2.88
(m, 1 H),2.55-2.48 (m, 1 H), 2.33-2.15 (m, 2
H), 1.86-1.83 (m, 1 H), 1.66-1.59 (m, 1 H)

533

H6-10-1

ID
(Hex:EtOH=70:30)

(400 MHz, DMSO-ds): 0 7.86 (s, 1H), 7.71 (d, J
= 8.4 Hz, 2H), 7.60-7.58 (d, J= 8.0 Hz, 2H),
7.18 (s, 1H), 7.09 (s, 2H), 5.4 (s, 1H), 4.30-
4.29 (m, 1H), 4.26 (d, J = 1.6 Hz, 1H), 3.97-
3.84 (m, 3H),3.69-3.62 (m, 2H), 3.29-3.26 (m,
2H), 3.07-3.04 (m, 1H), 2.88 (s, 2H), 2.69-2.65
(m, 1H), 2.13-2.11 (m, 1H), 2.01 (s, 1H), 1.75-
1.75 (m, 2H), 1.29-1.24 (m, 1H)

515

H6-10-2

D
(Hex:EtOH=70:30)

(400 MHz, DMSO-ds): 6 7.86 (s, 1H), 7.72-7.70
(d, J = 8.4 Hz, 2H), 7.60-7.58 (d, J = 8.4 Hz,
2H), 7.17 (s, 1H), 7.10 (s, 2H), 5.43 (s, 1H),
4.50-4.36 (m, 1H), 4.38-4.26 (m, 1H), 3.98-3.84
(m, 3H), 3.69-3.63 (m, 2H), 3.30-3.25 (m, 2H),
3.07-3.04 (m, 1H), 2.90 (s, 2H), 2.69-2.67 (m,
1H), 2.12-2.04 (m, 1H), 2.01-1.98 (m, 1H),
1.75-1.70 (m, 2H), 1.28-1.26 (m, 1H)

4 I

H6-11-1

IG
(Hex:EtOH=40:60)

(300 MHz, CD;OD): 6 8.87 (s, 1H), 8.05-8.08
(m, 1H), 7.84 (s, 1H), 7.58 (d, ' = 4.0 Hz, 1H),
5.50-5.51 (m, 1H), 4.63-4.68 (m, 1H), 4.14-4.16
(m, 1H), 4.09-4.11 (m, 1H), 3.88-3.93 (m, 1H),
3.73-3.82 (m, 2H), 3.56-3.65 (m, 1H), 3.43-3.52
(m, 1H), 3.03-3.13 (m, 3H), 2.88-2.95 (m, 1H),
2.44-2.58 (m, 1H), 2.16-2.36 (m, 2H), 1.82-1.90
(m, 1H), 1.58-1.68 (m, 1H).

534

He6-11-2

IG
(Hex:EtOH=40:60)

(300 MHz, CDsOD) 6 8.86 (s, 1H), 8.06-8.08
(m, 1H), 7.84 (s, 1H), 7.57 (d, J = 4.0 Hz, 1H),
5.50-5.51 (m, 1H), 4.64-4.68 (m, 1H), 4.14-4.16
(m, 1H), 4.09-4.11 (m, 1H), 3.88-3.93 (m, 1H),
3.73-3.82 (m, 2H), 3.56-3.65 (m, 1H), 3.43-3.52
(m, 1H), 3.03-3.13 (m, 3H), 2.88-2.95 (m, 1H),
2.44-2.58 (m, 1H), 2.16-2.36 (m, 2H), 1.82-1.90
(m, 1H), 1.59-1.68 (m, 1H).

534
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H6-12-1

IG
(Hex:EtOH:DEA=4
0:60:0.3)

(DMSO-de, 400 MHz): 6 8.96 (s, 1H), 8.19-8.17
(d, J= 8.0 Hz, 1H), 7.84 (s, 1 H), 7.60-7.58 (d, J
=8.4 Hz, 1H),7.16 (s, 2H), 7.03 (s, 1H), 5.49 (s,
1H), 4.78-4.65 (d, J = 48.4 Hz, 1H), 4.58-4.55
(d,J=11.6 Hz, 1H), 4.15-4.12 (d, J= 12.8 Hz,
1H), 3.94-3.92 (m, 1H), 3.86-3.83 (d, J= 10.4
Hz, 1H), 3.67-3.61 (m, 1H), 3.56-3.51 (m, 1H),
3.41-3.40 (m, 1H), 3.30-3.24 (m, 1H), 3.07-3.02
(m, 1H), 2.88-2.81 (m,3H), 2.34-2.11 (m, 2H),
1.88-1.79 (m, 1H), 1.55-1.50 (m, 2H)

516

H6-12-2

IG
(Hex:EtOH:DEA=4
0:60:0.3)

(DMSO-ds, 400 MHz): 6 8.954(s, 1H), 8.170-
8.196(m, 1H), 7.829-7.833(d, /=1.6, 1H), 7.576-
7.597(d, J = 8.4, 1H), 7.152(s, 2H), 7.020(s,
1H), 5.482(s, 1H), 4.652-4.773(d, J = 48.4, 1H),
4.540-4.569(d, J=11.6, 1H), 4.118-4.149(d,
J=12.4, 1H), 3.911-3.950(m, 1H), 3.823-
3.851(d, J=11.2, 1H), 3.601-3.662(m, 1H),
3.523-3.584(m, 1H), 3.487-3.495(m, 1H),
3.355-3.373(m, 1H), 3.245-3.293(m, 1H),
3.015-3.075(m, 1H), 2.808-2.872(m, 3H),
2.104-2.333(m, 2H), 1.742-1.775(m, 1H),
1.491-1.542(m, 2H)

516

H6-13-1

1G
(Hex:EtOH:DEA=4
0:60:0.3)

(DMSO-de, 400 MHz): 6 8.95 (s, 1H), 8.20-8.18
(m, 1H), 7.82 (s, 1H), 7.60-7.58 (d,J = 8.0 Hz,
1H), 7.19-7.08 (m, 3H), 5.49 (s, 1H), 4.57-4.54
(d, J=12.0 Hz, 1H), 4.50-4.37 (m, 1H), 4.15-
4.12 (d, J=12.8 Hz, 1H), 3.95-3.91 (m, 1H),
3.85-3.82 (d, J = 10.8 Hz, 1H), 3.66-3.61 (m,
2H), 3.55-3.50 (m, 1H), 3.29-3.24 (m, 1H), 3.06
(s, IH), 2.90 (s, 2H), 2.69-2.67 (m, 1H), 2.13-
2.09 (m, 1H), 2.04-1.99 (m, 1H), 1.78-1.74 (m,
2H), 1.29-1.23 (m, 1H)

516

H6-13-2

IG
(Hex:EtOH:DEA=4
0:60:0.3)

(DMSO-ds, 400 MHz): 6 8.95 (s, 1H), 8.19-8.18
(d,J=7.2 Hz, 1H), 7.82 (s, 1H), 7.60-7.58 (d, J
=8.4 Hz, 1H), 7.19-7.08 (m, 3H), 5.48 (s, 1H),
4.57-4.54 (d, J=11.2 Hz, 1H), 4.52-4.47 (m,
1H), 4.16-4.12 (d, ] = 13.2 Hz, 1H), 3.95-3.92
(m, 1H), 3.85-3.83 (d, /= 10.8 Hz, 1H), 3.67-
3.61 (m, 2H), 3.55-3.49 (m, 1H), 3.28-3.21 (m,
1H), 3.06 (s, 1H), 2.90 (s, 2H), 2.69-2.67 (d, J =
9.2, 1H), 2.12-2.11 (m, 1H), 2.03-1.98 (m, 1H),
1.77-1.71 (m, 2H), 1.31-1.24 (m, 1H)

516
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Ho6-14

ID
(CO2:1PrOH:DEA =
(99:1:0.2% ~
40:60:0.2%)

(400 MHz, DMSO-de) 6 1.41 (d, J = 13.2 Hz,
2H), 1.47 - 1.62 (m, 2H), 2.27 - 2.44 (m, 2H),
2.83 (bs, 2H), 2.97 - 3.21 (m, 3H), 4.26 (dq, J =
55.1,12.7, 11.9 Hz, 4H), 4.54 (s, 2H), 5.63 (dd,
J=18.6,4.2 Hz, 1H), 6.64 - 6.73 (m, 1H), 7.11
(d,J=273 Hz, 2H), 7.50 (d, J = 8.2 Hz, 2H),
7.6§s (d,J=8.2Hz, 2H), 7.77(d,J= 1.7 Hz,
IH).

533

H6-15-1

IF (Hex:EtOH =
60:40)

(400 MHz, CDCLs): 0 7.88 (s, 1H), 7.57 (d, J =
8.4 Hz, 2H), 7.34 (d, J = 8.0 Hz, 2H), 6.95 (brs,
1H), 5.61-5.53 (m, 2H), 4.89 (br s, 1H), 4.31-
4.15 (m, 2H), 3.76-3.57 (m, 2H), 3.13-3.01 (m,
3H), 2.95-2.86 (m, 2H), 2.48-2.29 (m, 3H),
2.13-2.02 (m, 1H), 1.84-1.81 (m, 1H), 1.63-1.57
(m, 1H).

553

H6-15-2

IF (Hex:EtOH =
60:40)

(400 MHz, CDCL3): 0 7.88 (s, 1H), 7.57 (d, J =
8.4 Hz, 2H), 7.34 (d, J = 8.4 Hz, 2H), 6.95 (brs,
1H), 5.61-5.58 (m, 1H), 5.50 (br s, 1H), 4.90 (br
s, TH), 4.31-4.16 (m, 2H), 3.76-3.64 (m, 2H),
3.14-3.01 (m, 3H), 2.93-2.88 (m, 2H), 2.48-2.29
(m, 3H), 2.13-2.02 (m, 1H), 1.85-1.81 (m, 1H),
1.66-1.58 (m, 1H).

553

H6-16-1

IC
(CO2:MeOH:DEA
=70:30:0.3)

(400 MHz, DMSO-de): 6 7.78 (d, J= 2.0 Hz,
1H), 7.67 (d, J = 8.4 Hz, 2H), 7.49 (d, J= 8.4
Hz, 2H), 7.16 (s, 1H), 7.08-7.02 (m, 2H), 5.64-
5.61 (m, 1H), 4.47-4.17 (m, 3H), 3.56-3.16 (m,
11),3.30-3.25 (m, 1H), 3.06-3.03 (m, 211), 2.88
(s, 2H), 2.67-2.65 (m, 1H), 2.40-2.33 (m, 1H),
2.12-2.08 (m, 1H), 2.02-1.96 (m, 1H), 1.74-1.67
(m, 2H), 1.30-1.22 (m, 1H)

535

H6-16-2

IC
(CO2:MeOH:DEA
=70:30:0.3)

(400 MHz, DMSO-de): 6 7.78 (d, J= 2.0 Hz,
1H), 7.67 (d, J= 8.4 Hz, 2H), 7.49 (d, J= 8.4
Hz, 2H), 7.16 (s, 1H), 7.08-7.04 (m, 2H), 5.64-
5.61(m, 1H), 4.35-4.17 (m, 3H), 3.67-3.63 (m,
1H), 3.22-3.18 (m, 1H), 3.05-3.04 (m, 2H), 2.88
(s, 2H), 2.68-2.64 (m, 1H), 2.41-2.34 (m, 1H),
2.13-2.08 (m, 1H), 2.01-1.96 (m, 1H), 1.72-1.68
(m, 2H), 1.28-1.24 (m, 1H)

535

H6-17

(400 MHz, CDCI3) 6 1.40 (m, 1H), 1.50 (m,
1H), 1.56 - 1.64 (m, 1H), 2.10 (td, J= 10.4, 3.4
Hz, 1H), 2.17 (td, ] = 11.4, 2.5 Hz, 1H), 2.40

(dtt, J=18.2,9.0, 4.2 Hz, 1H), 2.77 - 2.97 (m,
2H), 3.00 (d, J= 1.2 Hz, 3H), 3.09 (dddd, J =
17.2,12.9, 6.5, 3.6 Hz, 1H), 3.27 (m, 1H), 4.00
- 4.12 (m, 1H), 4.15-4.35 (m, 2H), 4.98 (brd, J=
7.3 Hz, 1H), 5.36-5.40 (m, 2H), 5.60 (q, J = 8.5
Hz, 1H), 6.88 (s, 1H), 7.35 (d, J = 7.0 Hz, 2H),
7.58 (d,J= 8.2 Hz, 2H), 7.85 (dd, J=7.8, 1.5
Hz, 1H).

533
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H6-17-1

ID
(CO2:iPrOH:DEA =
99:1:0.2% ~
55:45:0.2%)

(400 MHz, CDCl3) 6 1.40 (m, 1H), 1.54 (dd, J =
12.1,4.0 Hz, 1H), 1.57 - 1.65 (m, 1H), 2.10 (t, J
=10.3 Hz, 1H), 2.18 (td, J= 11.4,2.8 Hz, 1H),
2.38 (m, 1H), 2.77 - 3.06 (m, 6H), 3.11 (ddd, J
= 14.6, 5.6, 2.8 Hz, 1H), 3.29 (td, /= 9.9, 4.4
Hz, 1H), 4.07 (ddd, J= 14.6, 7.7, 3.2 Hz, 1H),
4.13 - 4.39 (m, 2H), 5.01 (m, 1H), 5.62 (dd, J =
8.5, 5.8 Hz, 1H), 5.67 (brs, 1H), 6.90 (s, 1H),
7.35(d, J= 8.2 Hz, 2H), 7.58 (d, J=8.2 Hz,
2H), 7.84 (d, J= 1.5 Hz, 1H).

533

H6-17-2

ID
(CO2:1PrOH:DEA =
99:1:0.2% ~
55:45:0.2%)

(400 MHz, CDCls) 6 1.40 (m, 1H), 1.49 (tt, J =
12.2, 6.1 Hz, 1H), 1.60 (m, 1H), 2.10 (t, J= 10.4
Hz, 1H), 2.18 (td, J= 11.3, 2.7 Hz, 1H), 2.40
(qd, J=13.3, 5.4 Hz, 1H), 2.78 - 3.12 (m, 7TH),
327 (td, J=9.9, 4.4 Hz, 1H), 4.08 (ddd, J =
14.6, 7.7, 3.1 Hz, 1H), 4.14 - 438 (m, 2H), 5.00
(brs, 1H), 5.60 (m, 1H), 5.72 (brs, 1H), 6.89 (s,
1H), 7.35 (d, J= 8.2 Hz, 2H), 7.58 (d, J = 8.1
Hz, 2H), 7.86 (d, J= 1.5 Hz, 1H).

533

H6-18-1

IG (Hex:EtOH =
60:40)

(400 MHz, DMSO-ds): 6 8.93 (s, 1H), 8.16 (d, J
=2.0 Hz, 1H), 7.97 (s, 1H), 7.80 (s, 1H), 7.70
(s, 1H), 7.56-7.54 (d, J = 8.0 Hz, 1H),7.25 (s,
1H), 5.66-5.64 (m, 1H), 4.83-4.71 (m, 2H),
4.33-4.26 (m, 2H), 3.92 (s, 2H), 3.61 (s, 2H),
3.46 (s, 2H), 3.08 (s, 2H), 2.59-2.55 (m, 1H),
2.08-1.96 (m, 2H), 1.57-1.53 (m, 1H);

536

H6-18-2

IG (Hex:EtOH =
60:40)

(400 MHz, DMSO-ds): 68.93 (s, 1H), 8.17 (d, J
=8.4 Hz, 1H), 7.94 (s, 1H), 7.80 (s, 1H), 7.69
(s, 1H), 7.55 (d, J= 8.4 Hz, 1H).7.24 (s, 1H),
5.66-5.63 (m, 1H), 4.77-4.70 (m, 1H), 4.30-4.27
(m, 2H), 3.89 (s, 3H), 3.36-3.25 (m, 3H), 3.13-
3.11 (m, 2H), 2.88(s, 1H), 2.54-2.53 (m, 1H),
2.05-1.99 (m, 2H), 1.24-1.22 (m, 1H);

536

H6-19-1

IC (Hex:EtOH:DEA
=40:60:0.3)

(400 MHz, CDCl3): 68.82 (s, 1H), 7.85 (d, ] =
8.4 Hz, 2H), 7.36 (d, ] = 8.4 Hz, 1H), 6.95 (brs,
1H), 5.67 (q, J= 4.4 Hz, 1H), 5.54 (br s, 1H),
4.94 (brs, 1H), 4.33-4.19 (m, 2H), 3.72-3.65
(m, 2H), 3.14-3.01 (m, 3H), 2.94-2.87 (m, 2H),
2.68-2.64 (m, 1H), 2.49-2.30 (m, 2H), 2.14-2.04
(m, 1H), 1.86-1.82 (m, 1H), 1.61-1.57 (m, 1H).

554

H6-19-2

IC (Hex:EtOH:DEA
=40:60:0.3)

(400 MHz, CDCls): 68.82 (s, 1H), 7.85 (d, /=
8.8 Hz, 2H), 7.36 (d, J = 8.4 Hz, 1H), 6.95 (brs,
1H), 5.69-5.65 (m, 1H), 5.51 (br s, 1H), 4.92 (br
s, 1H), 4.33-4.19 (m, 2H), 3.76-3.59 (m, 2H),
3.14-3.02 (m, 3H), 2.94-2.87 (m, 2H), 2.68-2.64
(m, 1H), 2.48-2.30 (m, 2H), 2.21-2.01 (m, 1H),
1.85-1.82 (m, 1H), 1.64-1.57 (m, 1H).

554
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H6-20 (400 MHz, CDCl3) 6 1.41 (m, 1H), 1.50 (m, 534
1H), 1.61 (m, 1H), 2.04 - 2.24 (m, 2H), 2.66
(qd,J=13.1,4.8 Hz, 1H), 2.78 - 2.96 (m, 2H),
299(d,J=19Hz 3H),3.11 (dddd, J = 14.5,
8.7,5.5,2.9 Hz, 1H), 3.29 (brd, /= 9.7 Hz, 1H),
4.06 (m, 1H), 4.15 - 4.39 (m, 2H), 5.11 (m, 1H),
5.35 (m, 1H), 5.67 (td, J= 8.9, 4.8 Hz, 1H), 5.76
(m, 1H), 6.89 (d, /J=39Hz 1H),737(d,J=
8.2 Hz, 1H), 7.72 - 7.96 (m, 2H), 8.70 - 8.94
(m, 1H).
H6-21-1 | 1) OJ-H (Hex:IPA = | ND 527
98:2)
2)1G
(Hex:EtOH:DEA =
80:20:0.3)
H6-21-2 | 1) OJ-H (Hex:IPA = | ND 527
98:2)
2)1G
(Hex:EtOH:DEA =
80:20:0.3)
H6-21-3 | 1) OJ-H (Hex:IPA = | (400 MHz, CDs;0D) 6 7.97 (s, 1H),7.69 (s, 1H), | 527
98:2) 7.60 (d, /J=8.0 Hz, 1H), 7.48 (d, /= 8.0 Hz,
2)1G 1H), 7.39-7.43 (t, /= 8.0, 1H), 4.91-4.94 (m,
(Hex:EtOH:DEA = | 1H), 3.86-3.95 (m, 3H), 3.56-3.62 (m, 2H),
80:20:0.3) 3.49-3.51 (m, 2H), 3.38-4.45 (m, 1H), 2.94-2.97
(m, 3H), 2.79 (d, J=16,1H), 1.96-2.09 (m, 2H),
1.64-1.68 (m, 1H),1.47-1.28(m, 3H), 0.91 (d,
J=8.0 Hz, 3H)
H6-21-4 | 1) OJ-H (Hex:IPA = | (400 MHz, CD3;0D) ¢ 7.96 (s, 1H), 7.70 (s, 1H), | 527
98:2) 748 (d, /=8 Hz, 1H), 7.39-7.43 (t,J = 8 Hz,
2)1G 1H), 4.91-4.95 (m, 1H), 3.85-3.96 (m, 3H),
(Hex:EtOH:DEA = | 3.56-3.60 (m, 2H), 3.50-3.52 (m, 2H), 3.36-3.42
80:20:0.3) (m, 1H), 2.94-3.02 (m, 3H), 2.77 (d, /=12 Hz,
1H), 1.96-2.10 (m, 2H), 1.62-1.66 (m, 1H),
1.27-1.47 (m, 2H),0.91 (d, J=8 Hz, 3H).
H6-22-1 | 1) OD-H (400 MHz, CDCl3) 6 8.02 (d, /= 0.8 Hz, 1H), 527
(Hex:IPA=98:2) 7.56 (d, J= 8.0 Hz, 2H), 7.50 (d, J = 8.0, 2H),
2) 1C (Hex:EtOH 6.91 (s, 1H), 5.55-5.56 (m, 1H), 5.48-5.50 (m,
=60:40) 1H), 5.37-5.38 (m, 1H), 5.15-5.20 (m, 1H),
4.33-4.38 (dd, J=12.0, 4.0 Hz, 1H), 4.08-4.15
(m, 1H), 3.97-4.01 (m, 1H), 3.84-3.93 (m, 2H),
3.69-3.73 (dd, J=11.2, 4.0 Hz, 1H), 3.33-3.35
(m, 1H), 3.11-3.17 (m, 1H), 3.03-3.07 (m, 3H),
2.85-2.89 (m, 1H), 2.11-2.24 (m, 2H), 1.62-1.67
(m, 1H), 1.52-1.56 (m, 1H), 1.43-1.48 (m, 1H),
1.00 (d, /= 6.8 Hz, 2H)
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H6-22-2 | 1) OD-H (400 MHz, CDCl3) 6 8.02 (d, J= 1.2 Hz, 1H), 527
(Hex:TPA=98:2) 7.59 (d, J= 8.4 Hz, 2H), 7.54 (d, J = 8.4, 2H),
2) IC (Hex:EtOH 6.89 (s, 1H), 5.48-5.52 (m, 2H), 5.29-5.30 (m,
=60:40)) 1H), 5.15-5.20 (m, 1H), 4.34-4.39 (dd, /= 12.0,
4.0 Hz, 1H), 4.03-4.09 (m, 2H), 3.84-3.94 (m,
2H), 3.69-3.74 (dd, J=11.2, 3.6 Hz, 1H), 3.26-
3.36 (m, 1H), 3.13-3.23 (m, 1H), 3.03-3.07 (m,
3H), 2.85-2.89 (m, 1H), 2.10-2.22 (m, 2H),
1.62-1.65 (m, 1H), 1.49-1.54 (m, 1H), 1.43-1.47
(m, 1H), 1.00 (d, J= 6.8 Hz, 2H)
He6-22-3 | 1) OD-H ND 527
(Hex:IPA=98:2)
2) IC (Hex:EtOH
=60:40)
H6-22-4 | 1) OD-H ND 521
(Hex:IPA=98:2)
2) IC (Hex:EtOH
=60:40)
H6-23 ND 512
H6-24 ND 516
H6-25 ND 480
H6-25-1 ND 480
H6-26 ND 496
H6-27 ND 498
H6-28 ND 466
H6-29 ND 462
H6-30 ND 509
H6-31 ND 509
H6-32 ND 482
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>
Fit i I1C50 (nM)
H6-5 161 nM
H6-11-2 82 nM
H6-13-2 93 nM
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000000+ 0000000000000
goobo0obo0obUdyobobobobooo
Ooo0ooooooooooooooOooOoaodd
goooooooooooooooooodd
000000 o0ooooo0ooooooobooao
Ooo0ooooooooooooooooOoaodd
ooooooOoooOoao
Ooo0oo0oOooao
gobdby OOoboboboboboboono
ooooOooao
Oo0o0o0o0oao
% 3. RORy LE—5—79 &1 (Gald)
FraF £ | 1Cso (nM) | FFaFERER | 1Cso (nM)
He6-1 910 H6-15-2 25
H6-2 330 H6-16-1 14
H6-3 280 H6-16-2 10
Hé6-4 56 He6-17 10
H6-5 70 H6-17-1 26
H6-6 51 H6-17-2 31
H6-7-1 20 H6-18-1 140
H6-7-2 35 H6-18-2 60
H6-8 160 H6-19-2 46
H6-9-1 100 H6-20 488
H6-9-2 18 H6-21-3 86
H6-10-1 39 H6-21-4 120
H6-10-2 13 H6-22-1 44
H6-11-1 360 H6-22-2 60
H6-11-2 66 H6-23 190
H6-12-1 550 Ho6-24 140
H6-12-2 910 H6-25 88
H6-13-1 160 H6-25-1 66
H6-13-2 54 H6-26 440
Hé6-14 230 H6-27 210
H6-15-1 9 H6-28 300
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L&

3 mg/kg TO IL-17A OME (%)

H6-17-1

67%
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F i 17

RORy Gal4
Tl

[t/ [OF

AlogP
Canvas'

LipE
Canvas'

L5

AHIHIE TH RSN

ICs0 < 100 nM

24

3.09

4.39

(FFRFTHR 2)ICBNT
mRENAEaY

ICso < 100 nM!

182

4.62

2.94
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oooao
7% 4b:
EAT RORy Gald | (LahmoR AlogP | LipE
ek a Canvas' Canvas'
AHMETHREINS | 1Cs0 <500 nM 39 3.03 4.14
Lot
(ﬁ%‘q:j{ﬁﬁ DNTHBNT | ICs0 <500 nM! VA 4.81 2.67
Bl RENBILED
00000
Ooo00aod
% 4c:
F i ) RORy Gal4 L&D ALogP
71 (0.1 Canvas'
BEOVXIE 1uM T
D% FITET)
(R 3k )BT | 1Cs0 < 100 nM 1134 4.58
B RENB{LAD
(FFFCHR 22BNV T | ICso < 500 nM! 125° 4.67
BRENAL AW

VL EMOBITEDSEY il

2 (FRTCHR 2)ICBWTBIREN SR 81, 190, 197, 204, 224, 229, 230, 231,
232, 236, 237, 241, 258, 266, 287, 288, 293, KU 327 ® Gal4

3 (RFRTCER 2)ICBW T RSN FEMEH] 81, 190, 197, 204, 224, 229, 230, 231,
232, 236, 237. 241, 246, 258, 266. 267, 285. 287, 288, 293 KT 327 @ Gal4

4 <100 MEPICIHIT (RSO 2) THIAREN 2 EMHI: 17, 43, 62, 72, 74,

81,8994, 95, 111, 113, 115, 119, 128, 129. 131, 139. 140, 148. 159, 161. 164. 165.
166. 167, 168, 169. 182, 183. 185. 186. 188, 189. 190, 191. 192, 197. 198, 199. 200.
201. 202,203,204, 205. 206. 207, 208. 209, 210. 211. 220, 221, 222, 223, 224, 225,
226, 227, 228, 229. 230. 231, 232, 233, 234, 235, 236. 237,238, 239, 240, 241. 242,
243, 244, 247, 248, 253, 254, 255. 257, 258, 259, 260. 261. 262, 263. 264, 266. 273,
274, 279, 287, 288, 293, 295. 299. 301, 302, 303. 304, 305. 306, 307. 308, 313, 316.
320, 322, 323, 324, kU 327 ® Gal4d

S HTMA T, <500 REANCHBITFHFFFCER 2) THARSNDEHMEHI:30. 51, 52, 68,
91. 97. 98. 114, 246, 245, 267 KU 285 ® Gal4d
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