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2H), 5.78 — 5.68 (m, 1H), 5.06 (d, J = 10.3 Hz, 1H), 4.95 (s, 1H), 4.82 (s, 2H), 3.82 — 3.76 (m,
1H), 2.81 (s, 1H), 2.71 (s, 3H), 2.49 (s, 1H), 2.08 (d, J = 10.9 Hz, 3H), 1.94 (d, J = 15.0 Hz,
3H), 1.72 (s, 4H), 1.59 (d, J = 7.0 Hz, 6H);
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N
Oé

o™~ 4 3 T NMR (400 MHz, CDCI3)Jy 6 8.87 (d, J=2.1 Hz, 1H), 7.91 (td, J =
79, 1.5 Hz, 1H), 7.78 (d, J = 8.0 Hz, 1H), 7.54 (t, J = 7.9 Hz, 2H), 7.39 (d, J = 7.7 Hz, 1H),
721 (d, J=8.5 Hz, 2H), 5.72 (ddt, J = 16.4, 10.2, 6.2 Hz, 1H), 5.07 (dd, J = 10.2, 1.1 Hz, 1H),
496 (dd, J = 17.1, 1.2 Hz, 1H), 4.77 (d, J = 6.2 Hz, 2H), 4.25 — 4.10 (m, 2H), 3.95 (s, 1H),
2.73 (s, 1H), 2.56 (dt, J = 15.5, 10.8 Hz, 1H), 2.28 (d, J = 7.9 Hz, 1H), 2.14 (d, J = 10.6 Hz,
1H), 2.05 — 1.97 (m, 1H), 1.78 (dd, J = 19.0, 8.5 Hz, 1H), 1.67 (dt, /= 10.1, 6.1 Hz, 3H), 1.61
(s, 6H), 1.59 — 1.44 (m, 1H), 1.34 — 1.26 (m, 3H);

AT: -~

O
3 , . 'H NMR (400 MHz, MeOD) A & 8.84 (d, J= 1.4 Hz, 1H), 8.00 (td, J
=709, 4.0 Hz, 1H), 7.83 — 7.76 (m, 1H), 7.67 (dd, J = 7.7, 0.7 Hz, 1H), 7.60 (dd, J = 8.4, 5.7
Hz, 2H), 7.19 (dd, J = 13.2, 8.6 Hz, 2H), 5.73 (ddd, J = 17.0, 6.1, 4.1 Hz, 1H), 5.08 — 5.03 (m,
1H), 4.95 (d, J = 1.3 Hz, 1H), 4.86 — 4.79 (m, 2H), 2.72 (s, 1H), 2.58 (s, 1H), 2.27 (d, J = 6.7
Hz, 1H), 2.13 (d, J = 10.0 Hz, 1H), 1.96 (d, J = 10.2 Hz, 1H), 1.80 — 1.66 (m, 4H), 1.64 — 1.52

- H '"H NMR (400 MHz, CDCl3) 9 & 8.86 (d, J = 4.2 Hz, 1H), 7.97 — 7.88
(m, 1H), 7.79 (d, J = 8.0 Hz, 1H), 7.53 (dd, J = 12.3, 8.5 Hz, 2H), 7.39 (d, J = 7.6 Hz, 1H),
7.28 — 7.15 (m, 2H), 5.80 — 5.65 (m, 1H), 5.06 (d, J = 10.0 Hz, 1H), 4.95 (d, J = 17.1 Hz, 1H),
477 (d, J = 6.0 Hz, 2H), 3.10 (d, J = 12.1 Hz, 3H), 2.98 (s, 3H), 2.67 — 2.57 (m, 1H), 2.14 (dd,
J =209, 10.3 Hz, 1H), 2.06 — 1.97 (m, 2H), 1.92 (d, J = 14.0 Hz, 1H), 1.78 — 1.66 (m, 4H),
1.61 (s, 6H), 1.49 (dd, J = 22.8, 12.2 Hz, 1H);
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o , 22 'TH NMR (400 MHz, CDCls) & §8.85(d, J=4.7Hz, 1H), 7.91 (dt, J =
10.7, 7.9 Hz, 1H), 7.78 (d, J = 7.8 Hz, 1H), 7.53 (dd, J = 12.0, 8.5 Hz, 2H), 7.39 (dd, J = 7.6,
2.4 Hz, 1H), 7.22 (dd, J = 19.5, 8.5 Hz, 2H), 5.71 (ddt, J = 16.4, 10.2, 6.2 Hz, 1H), 5.06 (d, J =
10.2 Hz, 1H), 4.95 (d, J = 17.1 Hz, 1H), 4.77 (d, J = 6.1 Hz, 2H), 4.21 (dd, J = 16.4, 8.6 Hz,
2H), 4.10 — 4.02 (m, 2H), 2.63 — 2.52 (m, 2H), 2.35 — 2.20 (m, 2H), 2.15 — 2.07 (m, 1H), 2.00
(dd, J =13 .4, 3.0 Hz, 2H), 1.92 — 1.83 (m, 1H), 1.79 — 1.63 (m, 4H), 1.60 (s, 6H), 1.48 (ddd, J
=247, 12.5, 2.5 Hz, 1H);

gm

, 7 '"H NMR (400 MHz, CDCl3) 4§ 8.86 (s, 1H), 7.93 — 7.85 (m, 1H), 7.78
(d, J=7.8 Hz, 1H), 7.52 (d, J = 8.5 Hz, 2H), 7.39 (dd, J = 7.6, 0.7 Hz, 1H), 7.19 (d, /= 8.5 Hz,
2H), 5.71 (ddt, J = 16.4, 10.2, 6.2 Hz, 1H), 5.05 (dd, J = 10.2, 1.1 Hz, 1H), 4.94 (dd, J = 17.1,
13 Hz, 1H), 477 (d, J = 6.2 Hz, 2H), 4.11 (d, J = 8.9 Hz, 1H), 324 (t, J = 7.0 Hz, 4H), 2.52 —
2.43 (m, 1H), 2.14 — 2.00 (m, 3H), 1.92 (d, J = 11.2 Hz, 4H), 1.60 (s, 6H), 1.45 (dt, J = 14.9,
7.5 Hz, 2H), 1 23 — 1.08 (m, 2H);
_/=

N
@\é

, . TH NMR (400 MHz, CDCI3) A & 8.84 (d, J=3.7 Hz, 1H), 7.94 (dd, J
=14.8, 6.9 Hz, 1H), 7.76 (d, J = 7.9 Hz, 1H), 7.58 — 7.50 (m, 2H), 7.42 (dd, J = 7.5, 4.1 Hz,
1H), 7.22 (dd, J = 15.8, 8.5 Hz, 2H), 5.71 (dd, J = 11.5, 5.4 Hz, 2H), 5.07 (d, J = 10.2 Hz, 1H),
495 (d,J=17.1 Hz, 1H), 4.77 (d, T = 6.1 Hz, 2H), 2.82 — 2.72 (m, 1H), 2.60 (s, 1H), 2.12 —
2.01 (m, 3H), 1.92 (d, T = 12.5 Hz, 1H), 1.81 — 1.67 (m, 3H), 1.62 (s, 6H), 1.54 — 1.43 (m, 1H),
0.93 —0.78 (m, 3H), 0.52 (s, 2H);
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[o]

i

W0, 3L 'H NMR (400 MHz, CDCls) 4 §8.88 (s, 1H), 7.91 (t, J = 7.9 Hz, 1H),
7.77 (d, ] = 7.9 Hz, 1H), 7.56 (d, J = 8.5 Hz, 2H), 7.40 (d, ] = 7.4 Hz, 1H), 7.19 (d, J = 8.5 Hz,
2H), 5.78 — 5.66 (m, 1H), 5.07 (dd, J = 10.2, 1.0 Hz, 1H), 4.96 (dd, J = 17.1, 1.2 Hz, 1H), 4.77
(d, J = 6.2 Hz, 2H), 4.42 (d, J = 7.6 Hz, 1H), 3.49 — 3.35 (m, 1H), 3.04 (s, 3H), 2.57 — 2.46 (m,
[H), 2.29 - 2.17 (i, 2H), 2.05 ~ 1.96 (m, 8H), 1.56-1.65 (m , 2H), 1.41-1.50 (m, 2H);

i

19 , H 'H NMR (400 MHz, MeOD) ¥ & 8.84 (s, 1H), 8.02 (m, 1H), 7.80 (m,
1H), 7.72-7.58 (m, 3H), 7.25 (m, 2H), 5.73 (ddt, J = 16.5, 10.3, 6.1 Hz, 1H), 5.05 (dd, J = 10.2,
1.0 Hz, 1H), 4.95 (d, 1H), 4.83 (d, J = 6.1 Hz, 2H), 3.54-3.42 (m, 1H), 2.59 (m, 1H), 2.14 (m,
H), 1.98 (i, 2H), 1.83 (m, 1H), 1.68 (m, 2H), 1.60 (s, 6H), 1.50 (m, 2H);

L~

, H TH NMR (400 MHz, DMSO) 4 § 10.28 (s, 1H), 8.88 (d, ] = 1.8 Hz,
1H), 8.09 — 7.97 (m, 1H), 7.75 (d, J = 8.4 Hz, 1H), 7.66 (dd, J = 20.6, 8.5 Hz, 3H), 7.19 (dd, J
=11.1, 8.7 Hz, 2H), 5.74 — 5.61 (m, 1H), 5.00 (d, J = 10.2 Hz, 1H), 4.82 (d, J = 17.1 Hz, 1H),
4.69 (d, J = 5.5 Hz, 2H), 3.23 (s, 1H), 2.74 (t, ] = 12.1 Hz, 1H), 2.53 (s,1H), 2.12 (d, J = 10.1

Hz, 1H), 1.98 (d, J = 13.2 Hz, 1H), 1.82 (d, J = 13.2 Hz, 2H), 1.77-1.57 (m, 3H), 1.49 (d, J =
18.2 Hz, 6H);

_/_
)ﬁj,f
% b
, H TH NMR (400 MHz, DMSO) & § 10.27 (s, 1H), 8.89 (s, 1H),
8.12 (s, 1H), 7.74 (dd, J = 22.6, 8.3 Hz, 3H),7.64 (d, ] = 7.3 Hz, 1H), 7.37 (d, ] = 8.5 Hz, 2H),
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5.76-5.61 (m, 1H), 5.34 (s, 1H), 5.01 (dd, T = 10.3, 1.2Hz, 1H), 4.84 (d, J = 17.1 Hz, 1H), 4.70
(d, J=5.7 Hz, 2H), 3.62 (s, 1H), 3.12 (s, 1H), 2.71-2.58 (m,8H), 2.38 (d, J = 9.2 Hz, 2H), 1.47
(s, 6H), 1.32-1.24 (m, 1H);

)\/ﬁ o
Che

1-32

o~ , H: 'TH NMR (400 MHz, DMSO) 4 § 10.26 (s, 1H), 8.88 (s, 1H), 8.07
(t, J=7.8 Hz, 1H), 7.76 (d, ] = 8.0 Hz, 1H), 7.65 (dd, ] = 14.5, 7.9 Hz, 2H), 7.22 (d, ] = 8.5 Hz,
2H), 5.74 — 5.60 (m, 1H), 5.35 (s, 1H), 5.00 (d, J = 10.3 Hz,1H), 4.83 (d, ] = 17.1 Hz, 1H), 4.69
(d, T = 5.6 Hz, 2H), 3.74 (s, 3H), 3.24 — 3.15 (m, 1H), 2.77 (t, J = 12.0 Hz, 1H), 2.37 (d, J =
14.0 Hz, 1H), 2.25 (td, J = 13.4, 4.6 Hz, 1H), 1.99 — 1.84 (m, 3H), 1.67 — 1.50 (m, 2H), 1.49 (d,
J=14.0Hz, 6H)

)\ﬂf

N
% it
1-33
HN_

7.94 (d,J = 7.9 Hz, 2H), 7.67 (d, ] = 7.6 Hz, 2H), 7.62 (d, J = 8.6 Hz,2H), 7.28 (d, ] = 8.5 Hz,
2H), 5.83-5.74(m, 1H), 5.09 (dd, J = 7.9, 4.4 Hz, 3H), 4.98 (dd, J = 17.1, 1.3 Hz, 2H), 4.85 (d,
J=6.7Hz, 2H), 2.87 (s, 1H), 2.64 (s, 1H), 2.47 (5, 3H), 1.97 - 1.67 (m,8H);

gm

, H: 'H NMR (400 MHz, MeOD) 4 § 8.86 (s, OH), 8.11-8.01 (m, 1H),

, H: '"H NMR (400 MHz, MeOD) 4 §8.87 (d, J = 6.6 Hz, 1H), 8.06 (t, ] =
7.9 Hz, 1H), 7.95 (d, J = 7.9 Hz, 1H), 7.68 (dd, J = 7.8, 5.4 Hz, 2H), 7.61 (d, J = 8.6 Hz, 1H),
7.41(d, J=8.4 Hz, 1H), 7.24 (t, ] = 8.7 Hz, 1H), 5.84 — 5.72 (m, 1H), 5.09 (d, J = 6.2 Hz,2H),
5.07 (d, J= 1.3 Hz, 1H), 5.02 — 4.94 (m, 2H), 4.90 (s, 2H), 4.84 (d, ] = 6.7 Hz, 2H), 3.15 (d, T =
2.6 Hz, 1H), 3.08 (s,1H), 2.95 (s, 1H), 2.71 (s, 1H), 2.43 (s, 1H), 1.93-2.03 (m, 3H), 1.76 (s,
2H), 1.51 (s, 1H), 1.31(d, J =4.3 Hz, 3H), 0.89 (dd, J = 20.1, 9.0 Hz, 4H);
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\
P>
N

[o]
N
@@

, 2 TH NMR (400 MHz, CDCl3) 4 6 8.87-8.79 (m, 1H), 8.14-8.07 (m,
1H), 8.04-7.96 (m, 1H), 7.89-7.80 (m, 1H), 7.61-7.50 (m, 2H), 7.38-7.32 (m, 1H), 7.25 — 7.19
(m, 1H), 7.01 (t, J = 3.4 Hz, 1H), 5.72 (ddd, J = 16.6, 11.1, 8.6 Hz, 1H), 5.17 — 5.09 (m, 2H),
5.04 —4.98 (m, 1H), 4.98 — 4.92 (m, 1H), 4.87 — 4.77 (m, 2H), 4.73 — 4.64 (m, 2H), 4.20 — 4.06
(m, 1H), 3.47 — 3.38 (m, 1H), 3.38 — 3.29 (m, 1H), 3.05-2.98 (m, 1H), 2.49-2.35 (m, 2H),
2.27-2.17 (m, 1H), 2.07-1.86 (m,4H), 1.75-1.60 (m, 3H):

N7 —
X ,NJ_
N N

7N 9

HN

OH

I-37

ar , . '"H NMR (400 MHz, CDCls) 4 6 8.77 (s,1H), 8.16-8.07 (m, 1H), 8.03
(d, T=17.6 Hz, 1H), 7.83-7.75 (m, 1H), 7.56 (dd, J = 12.6, 6.1 Hz, 2H), 7.33 (d, J = 8.5 Hz, 1H),
721 (d, J=8.5Hz, 1H), 5.72 (dd, J = 17.0, 10.3 Hz, 1H), 5.13 (dd, J = 9.1, 6.1 Hz, 2H), 4.96
(d, J=17.0 Hz, 2H), 4.81 (d, J = 7.2 Hz, 2H), 4.69 (d, J = 6.2 Hz, 2H), 4.41 — 4.28 (m, 2H),
3.86 (s, 1H), 3.77 (t, T = 6.6 Hz, 1H), 3.63-3.50 (m, 2H), 2.98 (m, 1H), 2.15 (m, 1H), 1.97 (dd,
J7=189,96 FZ, 2H), 1.78 (d, J = 5.0 Hz, 2H), 1.65 (d, J = 8.7 Hz, 2H);

N
)I\ Z
HN N
1-3
I
N

8.10 (dd, T = 17.9, 7.6 Hz, 1H), 7.81- 7.72 (m, 1H), 7.63-7.49 (m, 2H), 7.25 (d, J = 8.4 Hz,
1H), 7.19 (d, J = 8.3 Hz, 1H), 5.70 (d, J = 6.8 Hz, 1H), 5.15 (d, J = 10.1 Hz, 1H), 5.14 — 5.07
(m, 1H), 4.95 (d, T = 16.6 Hz, 1H), 4.83 (t, ] = 6.7 Hz, 2H), 4.71 (s, 2H), 2.54 (dd, J = 24.9,
12.6 Hz, 2H), 2.30 (d, J = 11.2 Hz, 1H), 2.18 (d, J = 13.5 Hz, 1H), 2.02 (d, J = 12.9 Hz, 1H),
1.96-1.80 (m, 2H), 1.78 (d, J = 16.1 Hz, 1H), 1.49 (dd, J = 26.4, 11.2 Hz, 2H);

N_/=
N
/ o]
= OH
8

, H: 'TH NMR (400 MHz, CDCl3) 46 8.69 (s, 1H), 8.18 (d, J = 8.0 Hz, 1H),
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o

Eee™a
N
A

N

/ N\

, 3 '"H NMR (400 MHz, Methanol-ds) 4 6 8.85 (d, /= 1.1 Hz, 1H), 8.05
(td, J = 7.9, 4.8 Hz, 1H), 7.96 — 7.86 (m, 1H), 7.67 (d, J = 7.6 Hz, 1H), 7.59 (ddd, J = 9.2, 4.6,
2.3 Hz, 2H), 7.25 — 7.19 (m, 1H), 7.19 — 7.11 (m, 1H), 5.78 (ddt, J = 16.5, 10.1, 6.1 Hz, 1H),
5.12 — 5.07 (m, 2H), 5.06 (t, J = 1.3 Hz, 1H), 4.98 (dd, J = 17.0, 1.4 Hz, 1H), 4.90 (d, J = 1.4
Hz, 2H), 4.25 — 4.19 (m, 1H), 4.14 (dd, J = 14.1, 7.1 Hz, 1H), 2.34 — 2.12 (m, 2H), 2.07 (dd, J
=17.0, 4.1 Hz, 1H), 1.99 — 1.82 (m, 1H), 1.74 — 1.65 (m, 2H), 1.65 — 1.53 (m, 2H), 1.31 (d, J =
42 Hz, 3H) 120 -1.25 (m, 2H);

N
% CVC
CoOH , H: 'TH NMR (400 MHz, Methanol-d4) & & 8.84 (s, 1H), 8.05 (t, J=7.9
Hz, 1H), 7.92 (d, J = 8.1 Hz, 1H), 7.66 (dd, J = 7.6, 0.9 Hz, 1H), 7.63 — 7.53 (m, 2H), 7.22 —
7.14 (m, 2H), 5.84 — 5.74 (m, 1H), 5.10 — 5.07 (m, 2H), 5.06 (q, J = 1.3 Hz, 1H), 4.98 (dq, J =

17.0, 1.4 Hz, 1H), 4.89 (dt, J = 6.1, 1.4 Hz, 2H), 2.71 (d, J = 6.9 Hz, 1H), 2.59 (s, 1H), 2.24 (dd,
J=16.4,7.8 Hz, 2H), 2.04 (d, J = 8.5 Hz, 1H), 1.73 (td, J = 10.9, 6.8 Hz, 6H);

— N 0
)NI\ = N_/_ A2 NN_/_ N\ D N—/= NS /T - N —
HN” N7 N HN L Ay LN | N "
N HN”NT N N PN P
/N 7\ N HN™ °N HN” N HNZ NP N
\ =, & /N /N /N
— OH = ) \ 3
OH o OH = b OH
N
[ ] N 0PN
PLN o N (_7 L 020 07 0H |
o
— N7 — N7 = N o | N
NN . " ‘/I/(N_/_ N ,N—/— N W HNNZ N
A N HNNTTN Z | N
HNNTTN HN™ N N HN7NT TN HNZSNZN A
/ R‘ 4 '{‘ & ) N =
=~ oH = b O ~ ) -
OH OH
N N
0 & b4 ! ! Y
~ N OH N NS N A N H N
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N J_

N
@ s
PN (I-1-1), H 'H NMR (400 MHz, MeOD) >4 & 8.85 (s, 1H), 8.46 (s, 2H),

7.99 (t, ] = 7.9 Hz, 1H), 7.79 (d, ] = 8.0 Hz,1H), 7.65 (dd, J = 16.6, 8.1 Hz, 3H), 7.22 (d, ] =
8.6 Hz, 2H), 5.73 (ddt, J = 16.3, 10.2, 6.1 Hz, 1H), 5.05(dd, J = 10.3, 1.1 Hz, 1H), 4.93 (dd, J =
17.1, 1.3 Hz, 1H), 4.82 (d, J = 6.1 Hz, 2H), 2.90 (s, 6H), 2.60 (d,J = 8.4 Hz, 1H), 2.21 (s, 2H),
2.10 (d, J = 10.6 Hz, 2H), 1.70 (d, T = 11.4 Hz, 4H), 1.59 (s, 6H);

N7 e
HN)I\N/ N'N
9 ¢
¢ = OH
N (I-1-2), H 1TH NMR (400 MHz, CDCI3) & §8.86 (s, 1H), 8.54 (s, 1H),

795 (t, J=7.9 Hz, 1H), 7.75 (d, J = 8.0 Hz, 1H), 7.59 (d, J = 8.5 Hz, 2H), 7.43 (d, J = 7.6 Hz,
1H), 7.32 (d, J = 8.5 Hz, 2H), 5.72 (ddt, J = 16.5, 10.3, 6.2 Hz, 1H), 5.06 (d, J = 10.2 Hz, 1H),
4.95 (dd, J = 17.1, 1.0 Hz, 1H), 4.75 (d, J = 6.1 Hz, 2H), 3.05 (m, 1H), 2.93 (m, 1H), 2.68 (s,
6H), 2.32 (m, 2H), 1.84 (m, 6H), 1.60 (s, 6H):

o)
N —
W

HN” N~ N

N
ij Yy
Y OH

N
<_7 (I-3-1), £ 'H NMR (400 MHz, CDCI3) & & 8.87 (s, 1H), 7.90

(t,J=7.9 Hz, 1H), 7.78 (d, J = 8.0 Hz, 1H), 7.53 (d, J = 8.5 Hz, 2H), 7.39 (dd, J = 7.6, 0.5 Hz,
1H), 7.20 (d, J = 8.5 Hz, 2H), 5.72 (ddt, ] = 16.4, 10.2, 6.2 Hz, 1H), 5.06 (dd, J = 10.2, 1.0 Hz,
1H), 4.95 (dd, J=17.1, 1.2 Hz, 1H), 4.76 (d, ] = 6.2 Hz, 2H), 4.04 (s, 1H), 2.66 (m, 4H), 2.58 —
2.47 (m, 1H), 2.16 (m, 4H), 1.96 (m, 2H), 1.87 — 1.78 (m, 4H), 1.60 (s, 6H), 1.58 — 1.39 (m,
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4H);
o)
N

N7 e
L

OH

Q (I-3-2), H 'H NMR (400 MHz, CDCI3) 4 & 8.87 (s, 1H), 7.92

(t,J=7.9 Hz, 1H), 7.80 (d, ] = 8.0 Hz, 1H), 7.52 (d, J = 8.5 Hz, 2H), 7.38 (d, J = 7.6 Hz, 1H),
7.29 (t,J = 4.2 Hz, 2H), 5.79 — 5.66 (m, 1H), 5.06 (dd, J = 10.2, 1.0 Hz, 1H), 4.96 (dd, J = 17.1,
1.2 Hz, 1H), 4.77 (d, J = 6.2 Hz, 2H), 4.02 (s, 1H), 2.70 — 2.50 (m, SH), 2.26 (s, 1H), 1.98 (m,
4H), 1.82 (s, 4H), 1.69 — 1.56 (m, 10H);

(o]
Beste
; OH
O

N
< (I-8-1), H: 'H NMR (400 MHz, CDCl3) 7 & 8.86 (s, 1H), 7.93 —
7.85 (m, 1H), 7.78 (d, J = 7.8 Hz, 1H), 7.52 (d, J = 8.5 Hz, 2H), 7.39 (dd, J = 7.6, 0.7 Hz, 1H),
7.19 (d, J = 8.5 Hz, 2H), 5.71 (ddt, J = 16.4, 10.2, 6.2 Hz, 1H), 5.05 (dd, J = 10.2, 1.1 Hz, 1H),
494 (dd, J=17.1, 1.3 Hz, 1H), 4.77 (d, ] = 6.2 Hz, 2H), 4.11 (d, ] = 8.9 Hz, 1H), 3.24 (t, ] =
7.0 Hz, 4H), 2.52 — 2.43 (m, 1H), 2.14 — 2.00 (m, 3H), 1.92 (d, J = 11.2 Hz, 4H), 1.60 (s, 6H),
1.45 (dt, J = 14.9, 7.5 Hz, 2H), 1.23 — 1.08 (m, 2H);
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(0]
N e
; =~ oH

N
"V (I-8-2), H: 'HNMR (400 MHz, CDCls) A 8 8.87 (s, 1H), 7.92 (d,

J=7.8Hz, 1H), 7.80 (d, J = 8.0 Hz, 1H), 7.52 (d, ] =8.4 Hz, 2H), 7.39 (d, J = 7.6 Hz, 1H), 7.29

- 7.25 (m, 2H), 5.82 - 5.63 (m, 1H), 5.12 - 4.91 (m, 2H), 4.78(d, J = 6.2 Hz, 2H), 4.01 (s,
1H), 3.17 (s, 4H), 2.53 (s, 1H), 2.33 (s, 1H), 2.06 (d, J = 4.4 Hz, 2H), 1.89 (d,J = 11.6 Hz, 2H),
1.75 (d,J = 14.1 Hz, 2H), 1.59 (d, T = 17.2 Hz, 8H), 1.46 (t, J = 13.1 Hz, 2H);

[}
DS

2
N

HN”™ °N
N 0
G

Y OH

EE (I-15-1), 3% '"H NMR (400 MHz, MeOD) 4 & 8.84 (s, 1H), 8.04 (t, /=79
Hz, 1H), 7.92 (d, J = 8.1 Hz, 1H), 7.67 (d, J = 7.6 Hz, 1H), 7.60 (d, J = 8.6 Hz, 2H), 7.21 (d, J
= 8.6 Hz, 2H), 5.78 (ddt, J = 16.3, 10.3, 6.1 Hz, 1H), 5.12 — 5.05 (m, 3H), 4.98 (dd, J = 17.1,
1.3 Hz, 1H), 4.89 (d, J = 6.1 Hz, 2H), 4.84 (s, 2H), 3.68 (s, 2H), 2.97 — 2.86 (m, 1H), 2.66 (s,
6H), 2.60 — 2.50 (m, 1H), 2.15 (d, J = 8.6 Hz, 2H), 2.04 (d, J = 9.0 Hz, 2H), 1.66 — 1.54 (m,
4H);

N (I-15-2), H 'H NMR (400 MHz, MeOD) 4 § 8.83 (s, 1H), 8.04 (t, J=7.9

Hz, 1H), 7.92 (d, J = 8.0 Hz, 1H), 7.67 — 7.62 (m, 1H), 7.59 (d, J = 8.6 Hz, 2H), 7.29 (d, ] = 8.5
Hz, 2H), 5.76 (ddt, T = 16.3, 10.2, 6.1 Hz, 1 H), 5.10 — 5.02 (m, 3H), 4.96 (dd, J=17.1, 1.3 Hz,
1H),4.87 (d, J = 6.8 Hz, 2H), 4.82 (d, ] = 6.8 Hz, 2H), 2.73 (d, J = 4.2 Hz, 1H), 2.29 (d, J =
21.9 Hz, 7H), 2.04 — 1.90 (m, 4H), 1.66 (dd, J = 15.6, 6.1 Hz, 4H);
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0O
N

Beecy

N

N
@ @w@
~ho
N
< (1-36-1), 2 'H NMR (400 MHz, CDCl3) 4 5 8.88 (d, ] = 2.6

Hz, 1H), 8.09 (dd, J = 15.0, 7.8 Hz, 1H), 7.99-7.83 (m, 2H), 7.54 (t, J = 9.5 Hz, 2H), 7.39 (d, J
=8.7Hz, 1H), 7.21 (d, ] = 8.5 Hz, 1H), 5.74 (dq, J = 10.5, 5.9 Hz, 1H), 5.12 (t, J = 8.8 Hz, 3H),
4.99 (d, T=17.1 Hz, 1H), 4.80 (d, J = 6.3 Hz, 2H), 4.67 (d, ] = 6.0 Hz, 2H), 3.39-3.24 (m, 4H),
2.60-2.34 (m, 3H), 2.14 (dt, T = 14.0, 6.8 Hz, 3H), 1.96 (d, J = 10.8 Hz, 4H), 1.55-1.37 (m,
2H), 1.27-1.12 (m, 2H);

0

N

Beet

N

N
@ QC/O
~ho
N
Q (1-36-2), H 'H NMR (400 MHz, MeOD) 4 § 8.86 (s, 1H),

8.02 (dt, J = 24.0, 7.9 Hz, 3H), 7.64 (dd, J = 27.1, 8.1 Hz, 3H), 7.27 (t, J = 8.6 Hz, 2H), 7.01—
6.91 (m, 3H), 6.72-6.64 (m, 3H), 5.79 (ddd, J = 16.3, 11.2, 6.1 Hz, 1H), 5.10-5.05 (m, 2H),
485 (d, J = 6.8 Hz, 2H), 2.57 (d, J = 10.7 Hz, 1H), 2.48-2.28 (m, 3H), 2.23-2.06 (m, 3H),
1.98-1.71 (m, 6H), 1.58 (dd, J = 23.2, 12.9 Hz, 3H), 1.44 (ddd, J = 16.1, 13.2, 3.5 Hz, 2H),
1.19-1.00 (m, 2H);
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0
N e

NS (I-41-1), H 'H NMR (400 MHz, Chloroform-d) 4y & 9.00 (s,

1H), 8.30 (d, J = 8.6 Hz, 1H), 8.22 (d, J = 2.4 Hz, 1H), 7.96 (t, ] = 7.9 Hz, 1H), 7.73 (dd, J =
8.1, 0.8 Hz, 1H), 7.55 (dd, J = 8.7, 2.4 Hz, 1H), 7.44 (dd, J = 7.7, 0.8 Hz, 1H), 5.77 — 5.66 (m,
1H), 5.12 - 5.05 (m, 1H), 4.97 (dq, J = 17.0, 1.4 Hz, 1H), 4.76 (dt, ] = 6.3, 1.3 Hz, 2H), 2.70 (s,
1H), 2.56 (s, 6H), 2.23 (q, T = 9.5 Hz, 4H), 2.11 — 2.01 (m, 4H), 1.58 (t, J = 10.3 Hz, 6H);

Roats
@ Oy

/N\ (1-41-2), H '"H NMR (400 MHz, Chloroform-d) 4 §8.99 (s, 1H),

8.54 (s, 1H), 8.32 (d, J = 8.7 Hz, 1H), 8.26 (d, ] = 2.4 Hz, 1H), 8.10 (t, ] = 7.7 Hz, 1H), 7.92 (s,
1H), 7.78 (dd, J = 8.1, 0.8 Hz, 1H), 7.47 — 7.41 (m, 1H), 5.79 — 5.71 (m, 1H), 5.08 (dq, J = 10.1,
1.2 Hz, 1H), 4.97 (dq, J = 17.0, 1.3 Hz, 1H), 4.77 (dt, J = 6.2, 1.4 Hz, 2H), 3.99 (s, 1H), 2.75 (d,
J=11.0 Hz, 1H), 2.52 (s, 6H), 2.32 — 2.18 (m, 1H), 2.09 (d, J = 14.4 Hz, 4H), 1.31 (d, T =22.8
Hz, 4H) ;

Horpr, R FRIR T AN S

(I-8-1), H 'HNMR (400 MHz, CDCl3) Ef 1.23 - 1.08 [,
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Horp, BRI A E

TTHEF:
[o]
N e
HNJI\/ij:f"\l
! = OH
FE T IR A T CREE IS 18]y 10.55min [N (I-1-1): Agilent 1260 /& ZZAH

BB B AK (0.1%F 1), sl B: 2 HE; FERFE]: 15min; FE2Y: Waters 2 &)
Xselect, Sum, 4.6x250mm; FBRJEWEAR, 5%IR50AH B—50%i s B;

[o}

HN)NI\Nj NIN_/=
&
= OH
T I %A% T AR BE N 1) 49 10.78min 1N (I-1-2): Agilent 1260 /& ZiBiAH

A RN A K (0.1% ), WshAH B:2.E; HEE: 15min; #2%. Waters A
Xselect, Sum, 4.6x250mm; FfJE UL, 5% B0 B—50%3i 0 4H B

0]
N™ e
HN)\N N
Y OH
N
TE IR AR EE R4 11.01min E’JQ (I-3-1): Agilent 1260

U ELE A TEENAE AK (0 1% FER), WBEIH B:4E; FERFIE: 15mins A4
Waters /& 7] Xselect, Sum, 4.6x250mm; P 5 ¥, 5% 504 B—50%i504H B;
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o)
N™ X -
o
HN” N~ N

OH

Q

N
TE R IR 2% T LR BN (8] 4 11.20min E’JQ (I-3-2): Agilent 1260
B ASGRHETEAG B AK (01%F IR, Wiaht B: Mg FHERTE: 15min; A2
Waters 22 7] Xselect, Spum, 4.6x250mm; FfE ¥R, 5%iR3IHH B—50%is)AH B;

o]

joace
HN N
74

N

¥

OH

8

N
TR TR 10.78min 0 & (1-8-1): Agilent 1260 5%
WO ATE; WahAH AK (0.1%FER), IRahtd B:ZJE: FERFA]: 15min; F:%Y: Waters

AT Xselect, 5Sum, 4.6x250mm; A6 EEIR, 5% 3 B—50%i 54 B;
[o]
N

N _/=

OH

()

N
(E R T AR 11.00 min 19 (1-8-2): Agilent 1260 =%k
WAHEIEA; WA A:/K (0. 1% FER), st B: 25 FERFE: 15min; #E7%Y: Waters
] Xselect, Sum, 4.6x250mm; B6EHENR, 5% 80 B—50%ia)4H B;
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HN"ﬁ\Nt N'N_/=
7N 9
FE IR AT EREE A A 7.02min M (I-15-1): Agilent 1260 & RRAH 4

A AN AK (0.1%FER), sl B:ZME: HMFE: 15min; #E%Y: Waters A7)
Xselect, Sum, 4.6x250mm; A5 EHEMN, 5% BNAH B—95%in 5)4H B

HN)NLN: N'N_/=
7N 9
FE T IR A T EREE IS 1]y 7.16min [ (I-15-2): Agilent 1260 &= RRAH €

WA WBENAE AK (01%F ), Vst B:40E; HERE: 15min; FF4Y: Waters 2]
Xselect, Sum, 4.6x250mm; A5EHEM, 5% BNAH B—95%imn 514H B

(0]

N

NS e
O
@ @v@

HO

S

N
T2 IR &A% T AR EE I [0/ 7.14min [ < (I-36-1): Agilent 1260

AR B RENG IREIAE AK (01%F IR, BN B: 4 HERFE: 15min; A2
Waters /A 7 Xselect, 5um, 4.6x250mm; 630, 5% 5N B—95%ii 504 B;

0

N

)OZS
HN N
N
OWC/O

HO

Q)

N
15 R RAAF N AR I R4 7.15min (1) \0% (I-36-2): Agilent 1260

142



WO 2020/259703 PCT/CN2020/098611

A RENG B AK (01%FER), WENHH B:4JE; HERF: 15min; A7
Waters 2 7] Xselect, Sum, 4.6x250mm; 5 Z ¥, 5% 504 B—95%ii A B;

Ronrs
@ Oy

FE T IR AT T OREE I 1)y 6.17min EI’J/ ~ (I-41-1): Agilent 1260

BOBRARVEAL; VB A7K (0.1%F 1R, VshM B: 2 FERFE]): 15min; %Y. Waters
N Xselect, Sum, 4.6x250mm; A6 EENR, 5% ENAH B—95% i 54 B;

0
HN’I\
C" CN
TE RS N OREEI )4 6.28min E@/ ~ (I-41-2): Agilent 1260 5

BOBAHEEABAL: JRBIAH AK (0.1%F L), WiaNAH B: i ARTE: 15min; #:%Y: Waters
A7) Xselect, Sum, 4.6x250mm; A5 U, 5% EIH B—95%iis)4H B;

Mo, o RARI AR

EXE

HNT NN N HNT N TN HN NN 74
" G Yy Yy
7\ /\ =, - H
= - OH OH
OH OH
; N N N
A N . QO QO AV .
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AN NS o
3. PIBORIEE R 1~12 rh 22D TG A A T T 73 AR Ek A i e v 2545 0 £
Wl &L, KO s ATk
Tk, AR TARDR: DB AW T-1A EH PRI & AR A e 2k
AV I-1B; PR . AW T-1B 5441 T-1C 7EAHEFIFBIE AT T RSS2
EER/BIE

NH,

Z X
|

0 o N ):I« W
A
x = N =
)N'\/I«fo 1 P ,N—/_ _me
Sg7 NN ¢ NN
@\ SR S @\ T = R?
- -

1I-1A 11-1B

I 2, HARETRLE: DR, %A%H&&®%@@4»0Qm)%m%ﬁ
FLAY) 11-2B (R A-(C=0)-0H); U . WA 11-2B 53 WA HIERIH &
ﬁA&fﬁﬁ%A%n(Nﬁ«:mNN“N“>

" )\ﬁf = _/_
(; @ E—— ¢ QRZ W ¢ @
w27 28

14—t -1C P &4:
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NH,
Z "X
\I

A
II-1C

Hr, X4 CHEUN, A [5E SCIIBMZR 1~12 h 2= —Ti ik .
15, QA ESR 14 Prd g ansX -1C Prsfiie ey, HEEET, Moyl 1C pr

NIAEY:
NH,

A
1C

Horb, A A RUYEUREY Cs-Coo BRfE2E, R' J9-NR!PR!™ B-C(=O)R'?, Bk

RI3. RUMHIRYS 58 SCIAURIE R 1~12 H &2 /b—TiFTiA
16. TIALRIELR 14 Frid sl I-1C Frosife &4, HERMERE T, Hovtm ’ME—7

R IE AW
Ji% a:

oy $OO
H@O@ PO O
OG0 w00 O-O-0

-N
@ <:> <> H: 'H NMR (400 MHz, CDCl3) 74 & 7.08 — 6.96 (m, 2H),

6.70 — 6.60 (m, 2H), 3.57 (s, 2H), 3.22 (t, ] = 7.0 Hz, 4H), 2.38 (tt, J = 12.1, 3.2 Hz, 1H), 2.15
~1.95 (m, 5H), 1.95 — 1.81 (m, 4H), 1.51 — 1.30 (m, 2H), 1.21 — 1.04 (m, 2H):

-0
’ , £ '"H NMR (400 MHz, MeOD) 4 § 7.10 — 6.97 (m,

2H), 6.74 — 6.63 (m, 2H), 4.22 — 4.08 (t, J = 8.0 Hz,, 4H), 3.47 — 3.38 (m, 1H), 2.61 — 2.52 (m,
1H), 2.52 — 2.28 (m, 2H), 1.92 — 1.62 (m, 8H).
17. — P X AL 24 S B2 R R s BT il B9 25 mT F TR 7 A/ El i
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Bi. 5 WEE1 SilA7 5< 255 BUSAE ;

Bk B4R X AR ER 1~12 2D —TFTR B XTI BT (34 R R i s e 25
tEY . K25 br s HEmaY. H25% B MERE Ay, HARE
PR R .

18. —FZg Y, HAEYm X Az ik

Bk 458 X AR EER 1~12 v 22D —TRBTA 1 =X 1T BTz 16 R P i 5 s g ¢
WaEw. HZ5% Erl sz ish . HEREY . 2% Bl i nvadm &y, HAR
P 2R

19. —Fpdls, HAEMR X MbtEziY,

Bk 458 X BRI ER 1~12 vh 20— BT i X T0 BTz 16 R e i 5 s g
EY . HZ% brlish . REAEay. H25% B2 Mk aw. AR
B 2R

20. — A ATBCMIER 19 Firid (94L& 78 1 & P T F0 A0/BRIG 7R 8 1 210 HO RS2

21 — Pl X AER & 2P M RLH] PR B 2RI 2 I A T S /A
T RBIE

BT B4R X R R 1~12 2D —TFTA B XTI BT (34 R e s g 25
WaEY. HZ% Bz HERaw. HE% bl fshridmnamw. R
P BRI .

22, —MHUBZMERIR YRR, FrR R ZIAIY BT X A F T IR A/EG
JTRBIE

Bk B4R X AR R 1~12 20— TRFTA B 51 TT o (30 AL nde i 5 i g 25
WaEY. HZ% PRz s HEREw . HE% Ll s nidmaw . HR
FE B A

23, — MG, HADE IR ESR 19 Bk (46 Az F kL.

24, —PLAEH S, HAEAMAEM A NAMAEY B:

Bk Z5a &4 A BRI X A2 F 4Rk

Bk 2520 &4 B A48 SR 23 A0 2] FH AL

Bk B4 X AR R 1~12 v 22D — BT 1 X 10 BTz 16 b P i 5 s g
WEY . K75 Brlish. REAEY. B35 B2 M E s ey, AR
B 2R

25, — MG AI/ECTRT Y WEEL S 28 PR BURAE I 757, AR B F A
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I ERR X

P& 5T X IR ZER 1~12 o 2 /D — TR (02K X Frogs (1 i r i i e 2%
WaEY . W2 BTz sk JERIEY) . 8 B s ay . AR
P Z A

26. — MR YT AN/EFRBAEAE 5 VE,  HALHS i) 8 i AR T A RCE R AN UMK 19
P A A
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