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be particularly used as a drug for treating inflammatory diseases.
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'"H NMR (300 MHz, Chloroform-d) 6 8.15 (s, 1H), 4.38 (q, /= 7.1 Hz, 2H), 1.39 (t, J= 7.1
Hz, 3H).
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T EERSHE ENTLAL Canlilk 288 2.085=20:1) , BRI G E R 0.21g, P23 94.48%.
'"H NMR (300 MHz, Chloroform-d) & (ppm) 8.13 (s, 1H), 7.31 (dt, J = 6.7, 2.1 Hz, 2H), 7.26
—7.16 (m, 2H), 4.34 (q, J = 7.1 Hz, 2H), 1.36 (t, ] = 7.1 Hz, 3H).
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# 73.46%. 'H NMR (300 MHz, Chloroform-d) & 8.53 (s, 1H), 7.85 (s, 1H), 7.75 (d, ] = 8.0
Hz, 2H), 7.33 (s, 3H), 7.23 — 7.08 (m, 4H), 4.37 (q, ] = 7.1 Hz, 2H), 2.46 (s, 3H), 1.40 (t, ] =
7.1 Hz, 3H).
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3H).
SEfdg 3
WNSzhEw) 1 K9P 2 Tk & R 54 A4
G5 gt Wt
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3-1

@*

'"H NMR (300 MHz, DMSO-dy) § 10.13 (s, 1H),

7.89 (s, 1H), 7.80 (d, J = 8.1 Hz, 2H), 7.4 (dd, J

= 8.5, 7.3 Hz, 2H), 7.30 (d, J = 7.9 Hz, 2H), 7.26
—7.16 (m, 3H), 2.38 (s, 3H).

3-2

'H NMR (300 MHz, DMSO-d) 6 10.18 (s, 1H),

7.86 (s, 1H), 7.76 (d, J = 7.8 Hz, 2H), 7.44 (q, J =

7.6 Hz, 1H), 7.28 (d, J= 7.8 Hz, 2H), 7.11 — 6.97
(m, 3H), 2.35 (s, 3H).

3-3

'H NMR (300 MHz, DMSO-dy) & 10.26 (s, 1H),
7.88 (s, 1H), 7.83 (d, T = 7.9 Hz, 2H), 7.49 — 7.39
(m, 1H), 7.32 (d, J = 8.1 Hz, 3H), 7.29 — 7.21 (m,

2H), 2.39 (s, 3H).

3-4

'"H NMR (300 MHz, DMSO-d¢) & 10.13 (s, 1H),
7.84 (s, 1H), 7.74 (d, T = 8.1 Hz, 2H), 7.51 — 7.40
(m, 2H), 7.28 (d, J = 7.9 Hz, 2H), 7.24 — 7.14 (m,

2H), 2.36 (s, 3H).

3-5

Cl

'H NMR (300 MHz, DMSO-d) § 10.17 (s, 1H),

7.87 (s, 1H), 7.75 (d, J = 8.3 Hz, 2H), 7.44 (t, J =

8.4 Hz, 1H), 7.30 (d, J = 8.2 Hz, 2H), 7.28 — 7.23
(m, 2H), 7.20 — 7.10 (m, 1H), 2.37 (s, 3H).

3-6

'H NMR (300 MHz, DMSO-d,)3 10.24 (s, 1H),
7.87 (s, 1H), 7.82 (d, J = 7.9 Hz, 2H), 7.60 (dd, J
=79, 1.6 Hz, 1H), 7.46 — 7.34 (m, 1H), 7.33 —
7.20 (m, 4H), 2.37 (s, 3H).

3-7

'"H NMR (300 MHz, DMSO-d¢) § 10.21 (s, 1H),
7.92 (s, 1H), 7.78 (d, J = 8.5 Hz, 2H), 7.73 (d, J =
7.9 Hz, 21), 7.35 (d, J = 8.5 Hz, 21), 7.28 (d, J =

7.9 Hz, 21), 2.36 (s, 3H).

FsC

'H NMR (300 MHz, DMSO-dy) § 13.34 (s, 1H),
10.16 (s, 1H), 7.87 (s, 1), 7.70 (d, J= 8.2 Hz,
2H), 7.64 (t, J= 8.1 Hz, 1H), 7.54 (d, J= 7.8 Hz,
1), 7.48 (d, J= 1.3 Hz, 2H), 7.27 (d, J = 8.0 Hz,
2H), 2.35 (s, 3H).

L
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@] @]
/Q/‘fm kaH "H NMR (300 MHz, DMSO-dg) 5 10.18 (s, 1H),
3-9 e 7.85 (s, 1H), 7.82 — 7.70 (m, 4H), 7.45 — 7.35 (m,
e @ 2H), 7.31 (d, J = 8.0 Hz, 2H), 2.37 (s, 3H).
(0] (0]
MN \ " '"H NMR (300 MHz, DMSO-d¢) & 10.16 (s, 1H),
3-10 d 7.87 (s, 1H), 7.73 (d, J = 8.2 Hz, 2H), 7.43 (d, J =
8.7 Hz, 211, 7.32 — 7.25 (m, 4H), 2.37 (s, 3H).
QOCF,
0] (0]
MN \\S OH 'H NMR (300 MHz, DMSO-dy) § 10.19 (s, 1H),
- d 8.01 (d, ] = 8.9 Hz, 2H), 7.90 (s, 1H), 7.73 (d, ] =
8.1 Hz, 2H), 7.32 — 7.20 (m, 4H), 2.55 (s, 3H),
2.36 (s, 3H).
(0]
0] (0]
MN \\S OH 'H NMR (300 MHz, DMSO-dy) § 13.15 (s, 2H),
13 d 10.20 (s, 1H), 7.98 (d, J = 8.8 Hz, 2H), 7.92 (s,
1H), 7.73 (d, J= 7.9 Hz, 2H), 7.27 (d, J= 7.9 Hz,
2H), 7.24 (d, J = 8.8 Hz, 2H), 2.35 (s, 3H).
4 OH
0] Q
/®/€|N O oH '"H NMR (300 MHz, DMSO-dy) § 13.33 (s, 1H),
13 g 10.17 (s, 1H), 7.89 (s, 1H), 7.87 (d, T = 8.2 Hz,
2H), 7.69 (d, T = 7.9 Hz, 2H), 7.32 — 7.21 (m,
4H), 2.34 (s, 3H).
A\
N
6] (@]
/®/‘£|N ® OH '"H NMR (300 MHz, DMSO-d¢) & 10.22 (s, 1H),
14 g 7.96 (d, J= 8.8 Hz, 2H), 7.92 (s, 1H), 7.72 (d, J =
8.0 Hz, 210, 7.37 (d, J = 8.9 Hz, 211), 7.28 (d, J =
. 7.9 Hz, 2H), 3.20 (s, 3H), 2.36 (s, 3H).
o=
0] (0]
/@z‘gN Ao 'H NMR (300 MHz, DMSO-dg) § 10.11 (s, 1H),
i O\ s 7.87 (s, 1H), 7.82 (d,J = 8.0 Hz, 2H), 7.31 (d, J =

8.0 Hz, 2H), 7.24 (d, J = 8.5 Hz, 2H), 7.12 (d, J =
8.6 Hz, 2H), 2.38 (s, 3H), 2.30 (s, 3H).
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0]
/@z‘gN f;ko'* "H NMR (300 MHz, DMSO-dy) 5 10.09 (s, 1H),
e o\ $ 7.82 (s, 1H), 7.76 (d, J = 8.1 Hz, 2H), 7.27 (dd, J
— 8.0, 3.2 Hz, 3H), 7.05 — 6.92 (m, 3H), 2.35 (s,
Q 3H), 2.29 (s, 3H).
/Qj % . 'H NMR (300 MHz, DMSO-dg) & 10.19 (s, 1H),
- N 7.93 —7.85 (m, 3H), 7.37 (dd, J= 7.8, 5.6 Hz,
g 3M), 7.34 — 7.27 (m, 1H), 7.27 - 7.15 (m, 21),
\@ 2.43 (s, 30), 2.35 (s, 3).
@] @]
MN o 'H NMR (300 MIIz, DMSO-dy) § 10.16 (s, 111),
i b 7.86 (d, J= 7.9 Hz, 211), 7.85 (s, 111), 7.32 (d, J =
7.9 Hz, 2H), 7.29 — 7.14 (m, 21), 7.07 — 6.95 (m,
2H), 3.77 (s, 3H), 2.39 (s, 3H).
b
7 S 'H NMR (300 MHz, DMSO-d) & 10.12 (s, 1H),
/Q/%N O on 7.84 (s, 1H), 7.79 (d, J = 8.1 Hz, 2H), 7.27 (d, J =
3-19 d 8.1 Hz, 2), 7.23 (d, J = 8.5 Hz, 2H), 7.11 (d, J =
Q 8.6 Hz, 2H), 2.57 (q, J = 7.6 Hz, 211), 2.34 (s,
3M), 1.14 (t, J = 7.6 Hz, 310).
0] (0]
/@JHN Ao 'H NMR (300 MHz, DMSO-d) & 13.12 (s, 1H),
\ 4 10.06 (s, 111), 7.82 (s, 1), 7.76 (d, J= 8.1 Iz,
3-20 9 2H), 7.32 — 7.16 (m, 4H), 7.15 — 7.04 (m, 2H),
2.58 —2.51 (m, 2I0), 2.35 (s, 31T, 1.55 (b, J= 7.3
Hz, 211), 0.85 (t, J = 7.3 Hz, 31).
{ 5 "H NMR (300 MHz, DMSO-dg) 5 10.09 (s, 1H),
/Q/%N \ J o 7.85 (s, 1H), 7.78 (d,J = 8.2 Hz, 2H), 7.28 (dd, J
321 g — 8.4, 1.6 Hz, 4H), 7.12 (d, J = 8.6 Hz, 2H), 2.89
(h,J= 6.9 Hz, 1H), 2.36 (s, 3H), 1.17 (d, J = 6.9
Hz, 6H).
@] o]
/Q/ﬁN Y or 'H NMR (300 MIIz, DMSO-dy) § 10.07 (s, 111),
2 J° 7.84 (s, 1H), 7.76 (d, J = 7.8 Hz, 2I1), 7.41 (d, J =
8.4 Hz, 2H1), 7.27 (d, J = 7.8 Hz, 2H), 7.11 (d, J =
8.4 Hz, 211), 2.34 (s, 3H), 1.25 (s, 9T0).

10
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'"H NMR (300 MHz, DMSO-d¢) & 10.12 (s, 1H),
10.05 (s, 1), 7.84 (s, 1), 7.82 (d, J= 8.2 Hz,

o)
/QJ Xy’ “OH
\ s
Q 2H), 7.63 (d,J=9.0 Hz, 2H), 7.31 {(d, /= 7.9 Hz,
>:< 0
HN—<
o)
N ~OH
S
NH 0
0 s7
=G
0
~ ~OH
S
NH
o]

3-23
2H), 7.18 (d, J= 9.0 Hz, 2H), 2.38 (s, 3H), 2.05
(s, 3H).

o]

L

'H NMR (300 MHz, DMSO-d) § 10.12 (s, 1H),
10.05 (s, 1H), 7.84 (s, 1H), 7.82 (d, J= 8.2 Hz,
2H), 7.63 (d, J= 9.0 Hz, 2H), 7.31 (d, /= 7.9 Hz,
2H), 7.18 (d, J = 9.0 Hz, 2H),4.01 (dd,J=13.5,
6.0 Hz, 2H), 3.80 (dd, J=13.5, 6.1 Hz, 2H), 3.74
-3.62 (m, 1H), 3.43(1,/=5.3 Hz, 2H), 2.39 (s,
3H).

'H NMR (300 MHz, DMSO-d) § 10.12 (s, 1H),
10.05 (s, 1H), 7.84 (s, 1H), 7.82 (d, J= 8.2 Hz,
2H), 7.63 (d, J= 9.0 Hz, 2H), 7.31 (d, /= 7.9 Hz,
2H), 7.18 (d, J = 9.0 Hz, 2H), 3.82 (ddd, J=11.9,
7.1, 5.0 Hz, 2H), 3.74 - 3.62 (m, 1H),3.38

(ddd,J=11.6, 7.4,4.9 Hz, 2H), 3.29 (td,/ = 5.7,
Lb 4.4 Hz, 2H), 2.39 (s, 3H), 1.65 (dddd, J=13.5,
(0]

7.3,6.3,5.0 Hz, 2H), 1.53 (q, J =5.8 Hz, 2H).

3-24

o]
HN
1
O ;
0]
/@J'(*N@)k
Q
325 Q
SEhw] 4 FSZitap S
[¢] Q [¢] o]
VS
/O/ISW\@)LO /®/‘£|N\@)LOH
[0} o]
4 5

BB—: 5-  (6-HEENMbE-3-F25) FAIL) -4-fiHFLmEyy-2-F R ZE4b)

W 5-JR-4-THFEWEW -2- FH R 2.185(0.20g, 0.7 Immol)¥E-T N,N-_ H F& F L f% (4mL) 1,
I K2CO3(0.20g, 1.43mmol)Fl 3-F3%-6-HIZEIENE(0.12g, 1.07mmol), & il T FRE G4
4h, RMN5ESTE, MUK, ZEROEEFEE (3 ) . &IFANVUE, BAmaihkeesgk, L
7K NapSO, T BRI ENTaif Canlilk/ 2/ 285=20:1) , HE%RFHOFEE 0.21g,
P % 94.48%. "H NMR (300 MHz, DMSO-dy) & 8.65 (d, J = 2.9 Hz, 1H), 8.07 (s, 1H), 7.92
(dd, T =8.6, 3.0 Hz, 1H), 7.47 (d, J = 8.6 Hz, 1H), 4.27 (q, J = 7.1 Hz, 2H), 2.55 (s, 3H), 1.25
(t, ] =7.1 Hz, 3H).

BB 5. (6-FHFnE-3-3E) F|EL) 4- (4-HERHBESR) Wy -2-HE 20

4

¥ 5- C (o-HIZFRmEne-3-35) ) -4-fiHFEmEny-2- R £.05(0.15g, 0.49mmol)iE T~ 4
BE 7K (10/D(m)E SIS H, A NHCl (0.26g, 4.87mmol), 0°C 44T S8 I N8k
(0.27g, 4.87mmol), JINSEEESG, AL+ 30min, 85 CHIFRIMA 4h. RNELE,
R L e, R R 25987045 51 iR

W SRR AT 4ml JoKIYERRRRNE ST, 0°C %0 a2 =
Z.H(0.98g, 0.97mmol) AN 4- F L 9 £(0.98g, 0.63mmol), MASEHG, BE iR

11
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4h. RMIEAEE, MUK, CERAEEFE (3R . &IFaNH, ek, 1
7K Na,SO4 T4, wEBALET 4t CaMlt/ MR LHE=8:1) , 52k E Gk 0.13g,
P % 67.4%. "H NMR (300 MHz, DMSO-dq) & 10.16 (s, 1H), 8.38 (d, J = 3.0 Hz, 1H), 7.92 (s,
1H), 7.76 (d, J = 7.9 Hz, 2H), 7.53 (dd, J = 8.6, 3.0 Hz, 1H), 7.29 (dd, J = 8.4, 2.3 Hz, 3H),
427 (q,J=7.1 Hz, 2H), 2.45 (s, 3H), 2.36 (s, 3H), 1.28 (t, J = 7.1 Hz, 3H).
BB= 5 ( (6-HFENMEng-3-3L) F|IL) -4- (4-HIIRHBEEIL) HEV-2-HE(5)
W 5- (4-FR L) -4- (4- W EER AR S ) ey -2-H R 2.8 (100.00mg, 0.253mmol)
T WY SRR 1/ DCmDIESEFIH, N 4mol/L 1Y LiIOH ¥ (1mL) , JnkE
SRR SN Sh. N 5E4 ), WIN IN [ HCL B E W pH= 5~7, 2k&Editk: 30min,
ik, BREGaEE 75.5mg, 7EFEN 77.75%. 1H NMR (300 MHz, DMSO-dg) 8 10.13 (s,
1H), 8.37 (d, J = 3.0 Hz, 1H), 7.85 (s, 1H), 7.76 (d, T = 7.8 Hz, 2H), 7.51 (dd, J = 8.6, 3.0 Hz,
1H), 7.28 (d, J = 8.1 Hz, 3H), 2.43 (s, 3H), 2.35 (s, 3H).
SEds 6
st 4 RS 5 S & R Sk S 4
U gt Wt
'H NMR (300 MHz, DMSO-dj) § 13.32 (s, 1H),
10.18 (s, 1H), 8.51 (d, /= 2.9 Hz, 1H), 8.39 (dd,
ﬁ% J=4.6,13 Hz, 1H), 7.86 (s, 1H), 7.73 (d, J= 8.2
Hz, 2H), 7.59 (ddd, J=8.5, 3.0, 1.3 Hz, 1H),
W 7.44 (dd, J=8.5,4.6 Hz, 1H), 7.28 (d, J = 8.0
Hz, 2H), 2.35 (s, 3H).

6-1

'H NMR (300 MHz, DMSO-d) § 10.19 (s, 1H),
8.17 (dd, J=3.2, 1.6 Hz, 1H), 7.91 — 7.80 (m,
2H), 7.76 (d, J = 8.0 Hz, 2H), 7.31 (d, J = 8.0 Hz,
2H), 7.26 (dd, J = 8.9, 3.3 Hz, 1H), 2.38 (s, 3H).

6-2

'H NMR (300 MHz, DMSO-d,) 5 10.17 (s, 1H),

\C(\L 7.85 (s, 1H), 7.74 (d, J = 7.8 Hz, 2H), 7.60 (d, J =
S 7.0 Hz, 1H), 7.47 (t, J = 8.1 Hz, 1H), 7.29 (d, J =
b 7.8 Hz, 2H), 6.53 (d, J=9.3 Hz, 1H), 6.31 (t, J =

6.8 Hz, 1H), 2.36 (s, 3H)

'H NMR (300 MHz, DMSO-dy) 5 10.13 (s, 1H),
8.37(d, J=3.0 Hz, 1H), 7.85 (s, 1H), 7.76 (d, J =
7.8 Hz, 2H), 7.51 (dd, J = 8.6, 3.0 Hz, 1H), 7.28
(d, J=8.1 Hz, 3H), 2.43 (s, 3H), 2.35 (s, 3H).

Ok
@*
Ok
@”

6-4

12
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8.33(d, J=3.1 Hz, 1H), 7.98 — 7.87 (m, 2H),
7.82 (d, J=18.1 Hz, 2H), 7.30 (td, J= 6.5, 3.1 Hz,

Q 3H), 2.37 (s, 3H).

F

0O e}
/@JSN AoH 'H NMR (300 MHz, DMSO-dy) 5 10.35 (s, 1H),
» \ _d 7.85 (s, 1H), 7.77 (dd, J = 8.0, 6.3 Hz, 4H), 7.32
) o]

o] (o]
/Q%.fo“\ona ' NMR (300 MHz, DMSO-dq) 5 10.09 (s, 1H),
S
O
o=

(d,J=17.9 Hz, 2H), 6.18 (d, J = 7.7 Hz, 2H), 2.37

@ (s, 3H).
9.03 (d, J= 4.8 Hz, 1H), 7.82 (s, 1H), 7.80 (d, J =

0
/Z 7 HN\Q)\
6-7
q 7.6 Hz, 2H), 7.28 (d, J = 7.9 Hz, 2I1), 7.05 (d, J =

N
(6]
N ~OH
\ S
N?’j 4.8 Hz, 1H), 2.34 (s, 3H).
S

'"H NMR (300 MHz, DMSO-dg) § 10.09 (s, 1H),

S 7 AR 8
o o [¢] o]
/O",(*N\@)Lo/\/@/‘ﬁN\@)LOH
R I v

IR AR5 O HIZRESS) WEWy-2-HER L 1E(7b)

W 5-IR-4-THFEIEW; 2- R 2.185(0.15g, 0.53mmol)is T FHZKGmL)H, AR
(3.61mg, 0.016mmol), BINAP(13.34mg, 0.021mmol)fH#ER4(0.244g, 0.750mmol), S
¥, TIAZE 115°C, Smin Z 5N 4-FHEEIKZ(0.069g, 0.643mmol), M 4h. M5
&G, WERRLAAIUAT, ERAEN L ChME/ 2R 4EE=15:1) , BIK G
14 0.92g, 7% 56.09%. "H NMR (300 MHz, DMSO-dq) & 10.76 (s, 1H), 7.88 (s, 1H), 7.43 —
7.37 (m, 2H), 7.31 (d, J = 8.4 Hz, 2H), 4.21 (q, J = 7.1 Hz, 2H), 2.35 (s, 3H), 1.23 (t, ] = 7.1
Hz, 3H).

PB4 G-HERHBER) -5- GFTHREIE) MEY-2-FR 4B85(7)

K AT FE-5-OnF IR 28 ey -2- FH R 2 196(0.15g, 0.49mmol)iA T Z 1 /7K (10/1)(5ml)
TREIEFIH, I\ NHLCI (0.26g, 4.90mmol), 0°C 414 N 18I N84 (0.27g, 4.90mmol),
TINSEYRSG, 2RsRBisE 30min, 85CRIFINM 4h. RN EL NG, AR LR, WE
PR 25 VA A5 B8 CA IR Y

W SRR AT 4ml JoKIYERRRRNE ST, 0°C %0 a2 =
Z.H(0.99g, 0.99mmol) AN 4- F L 9 £7(0.98g, 0.64mmol), MIASEH)G, BE iR
4h. RMSEEE, MK, ORI 3R . &IFEHUMH, HMmmeaihketig, 1
/K NaSO4 T4 . BERAEE T 4lidh, Bk 2/ 2 H=8:1) , B3I E A 0.12g, 7~
# 62.0%. "HNMR (300 MHz, DMSO-ds) & 9.82 (s, 1H), 8.69 (s, 1H), 7.87 (d, J = 8.1 Hz,
2H), 7.79 (s, 1H), 7.32 (d, J = 8.0 Hz, 2H), 7.13 (s, 4H), 4.23 (q, ] = 7.1 Hz, 2H), 2.38 (s, 3H),
2.25 (s, 3H), 1.27 (t, ] = 7.1 Hz, 4H).

13
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4- (A-WFEFEHBREIL) -5- PRI ZREFE) BEW)-2-HFR(])
W 4- (4- W FE R IR ) -5- O H 2RSS ) ey -2- FHRR 241 ( 100.00mg, 0.253mmol)

AT /USRI 1/ DCm)REEFIF, N 4mol/L B LiOH & (1mL) , Jn&e,
FIF RN She RNSEL)E, N IN B HClL R 2 E W pH= 5~7, 48845+ 30min,

Vg, 158 A (H K 45.5mg, 77 %4 49.0%. 'H NMR (300 MHz, DMSO-d) 8 11.90 (s, 1H),
10.28 (s, 1H), 7.78 (d, ] = 7.4 Hz, 2H), 7.53 (d, ] = 8.2 Hz, 2H), 7.39 (d, ] = 7.5 Hz, 2H), 7.11

(d, J=8.2 Hz, 2H), 2.40 (s, 3H), 2.25 (s, 3H)-

St 9
szt 7 RS 8 JiiE A & R Sk S 4
U ghk= Wt
/®/§N N j OH '"H NMR (300 MHz, DMSO-d,) & 11.91 (s, 1H),
ot \ 10.27 (s, 1H), 7.78 (d, ] = 7.4 Hz, 2H), 7.53 (d, J
HN = 8.2 Hz, 2H), 7.42 (d, J = 7.5 Hz, 2H), 7.29 —
7.19 (m, 3H), 2.40 (s, 3H).
0] (0]
/@/‘SN ﬁ)km ' NMR (300 MHz, DMSO-dy) 8 11.90 (s, 1H),
0 N 10.29 (s, 1H), 7.78 (d, ] = 7.4 Hz, 2H), 7.69 (d, ]
= 8.2 Hz, 2H), 7.39 (d, ] = 7.5 Hz, 2H), 7.28 (d. J
Q = 8.3 Hz, 2H), 2.42 (s, 3H).
2
o o | .
/@)ﬁN ﬁ)LOH H NMR (300 MHz, DMSO-dy) § 11.90 (s, 1H),
\ d 10.28 (s, 1H), 7.78 (d, ] = 7.4 Hz, 2H), 7.53 (d, J
9-3 HN = 8.2 Hz, 2H), 7.39 (d, T = 7.5 Hz, 2H), 7.11 (4, J
= 8.2 Hz, 2H), 2.57 (q, J = 7.6 Hz, 2H), 2.40 (s,
3H), 1.14 (t, J = 7.6 Hz, 3H).
(0] (0]
/mukaH 'H NMR (300 MHz, DMSO-d;) § 11.90 (s, 1H),
0 W 10.28 (s, 1H), 7.78 (d, J = 7.4 Hz, 2H), 7.53 (d, J
=8.2 Hz, 2H), 7.39 (d, J = 7.5 Hz, 2H), 7.11 (d, J
Q\ =8.2 Hz, 2H), 2.89 (h, J = 6.9 Hz. 6H).

St 10 KRSt 11
[0} Q 0] [0}
/O/ISW\@)LO /®/‘£|N\@)LOH
S S
10 Q 11 Q

W 4-FEFE-5- CHFH2RIRIE) MEWy-2-HER ZFE(7b)

W 5-JR-4-THFEWEW -2- FH R 2.185(0.20g, 0.7 Immol)¥E-T N,N-_ H F& F L f% (4mL) 1,
I K2CO5(0.20g, 1.43mmol)Fl 4-F LA M(0.13g, 1.07mmol), =L NHEAY 4h.

14
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RN SEA G, IiK, GERGHEZERL (3 70 « & IFA A, MR EhK Bk, Jo7K NaxSOs
T, Rl COME/ 2R 2 lE=20:1) , BRFEFEE 0.16g, 7% 73.2%.
'H NMR (300 MHz, DMSO-dj) & 8.10 (s, 1H), 7.74 — 7.64 (m, 2H), 7.51 — 7.42 (m, 2H), 4.24
(q, ] =7.2 Hz, 2H), 2.43 (s, 3H), 1.23 (t, ] = 7.1 Hz, 3H).

BB 4 G-FEREEPEEI) -5- CFTHRRIE) BV -2-F R Z85(7)

W 4-FiEFE-5- O I 2R R 25 DIEE N -2- TR 4. 186(0.15g, 0.46mmol)ia T L EE/7K (10/1)(5ml)
RATEFIT, I NHLCL (0.25g, 4.64mmol), 0°C 414 R G218 N 2k45(0.26g, 4.64mmol),
TINSEYRSG, 2RsRBisE 30min, 85CRIFINM 4h. RN EL NG, AR LR, WE
PR 25 VA A5 B8 CA IR Y

W SRR AT 4ml JoKIYERRRRNE ST, 0°C %0 a2 =
ZH(0.94g, 0.93mmol) AN 4- F L 9 £7(0.94g, 0.60mmol), MIASEHG, BE iR
4h. RMSEEE, MK, ORI 3R . &IFEHUMH, HMmmeaihketig, 1
7K NaSO4 T4t . BEERATEMT 44l Chmik/ 2M 2 /E=8:1) , 53 E Al 0.11g, 7~
# 57.6%. 1HNMR (300 MHz, DMSO-dq) & 10.14 (s, 1H), 7.99 (s, 1H), 7.82 (d, J = 8.3 Hz,
2H), 7.33 (d, J = 7.8 Hz, 2H), 7.27 (d, ] = 8.3 Hz, 2H), 7.19 (d, ] = 8.4 Hz, 2H), 4.27 (q, ] =
7.2 Hz, 2H), 2.38 (s, 3H), 2.27 (s, 3H), 1.27 (t, J = 7.1 Hz, 3H).

SB= 4 A-FEEFHEIL) -5- CFHRRIE) MED-2-FFR(])

W 4- (4- W FE R IR ) -5- O H 2RSS ) ey -2- FHRR 241 ( 100.00mg, 0.253mmol)
T WY SRR (L DCmDRS S FIF, M 4mol/L 1Y LIOH 8 (1mL) , Jike,
PR N She RNVSEAE, A IN [ HCL A ZIATR pH= 4, 28845+ 30min, &
e, BE A G A 88.7mg, 77E A 95.0%. 'H NMR (300 MHz, DMSO-ds) § 10.10 (s, 1H),
7.92 (s, 1H), 7.83 (d, J = 8.2 Hz, 2H), 7.31 (d, J = 8.2 Hz, 2H), 7.23 (d, ] = 8.2 Hz, 2H), 7.16
(d, ] = 8.4 Hz, 2H), 2.36 (s, 3H), 2.25 (s, 3H).

SEdgl 12

WS 10 JeSzifl 11 J7 k2 & T 51k &9

G5 gt Wt

/®/‘§N N j OH 'H NMR (300 MHz, DMSO-d;) §10.07 (s, 1H),
o \ 7.92 (d, J = 7.9 Hz, 2H), 7.53 (d, J = 8.2 Hz, 2H),
s 742 (d, J = 7.9 Hz, 2H), 7.31 — 7.20 (m, 3H),

@ 2.39 (s, 3H).

0] (0]

/@me S B '"H NMR (300 MHz, DMSO-dy) & 10.08 (s, 1H),
s > 7.92 (d, I = 7.9 Hz, 2H), 7.53 (d, ] = 8.2 Hz, 2H),
7.42 (d, ] = 7.9 Hz, 2H), 7.28 (d, ] = 8.3 Hz, 2H),

Q 239 (s, 3H).

'
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/@)EN ﬁ)oLOH 'H NMR (300 MHz, DMSO-dy) $10.09 (s, 1H),
\ ¢ 7.92 (d, T =7.9 Hz, 2H), 7.53 (d, J = 8.2 Hz, 2I1),
12-3 S 742 (d, T =7.9 Hz, 2H), 7.28 (d, ] = 8.3 Hz, 2I1),
2.57(q, T = 7.6 Hz, 2I0), 2.40 (s, 3H), 1.14 (t, ] =

7.6 Hz, 3H).

o] [0}
@ﬁNfﬁLOH 'H NMR (300 MHz, DMSO-dy) 310.08 (s, 1H),
S
S

7.98 (d, J = 8.2 Hz, 2H), 7.64 (d, ] = 7.3 Hz, 2H),
7.51(d, J = 8.2 Hz, 2H), 7.40 (d, ] = 7.3 Hz, 2H),
2.39 (s, 3H).

12-4

CF,

SERE 13 FASEH] 14
@] 0 o] 0
S
Q Q
13 14

BB 5o ( (6-HFREMEnE-3-F) HF) 4- CEHFEEIE) BE-2-HRR 2 13)

¥ 5- C (o-HIFEMEmE-3-F8) L) 4-THFEMEN) -2-HR £15(0.15g, 0.49mmol)ix T &
BE 7K (10/D(m)E SIS H, A NHCl (0.26g, 4.87mmol), 0°C 44T S8 I N8k
(0.27g, 4.87mmol), JINSEEESG, AL+ 30min, 85 CHIFRIMA 4h. RNELE,
R L e, R R 25987045 51 iR

W E—BRRT R T 4ml JoKIUERRRIKE I, 0°CH M FRIEMH N =2 K&
(0.98g, 0.97mmol)F1 7K F 1t 5(0.85g, 0.63mmol), MG, BEREHEE 4h. KNV 5E
&JE, MUK, CROBEFEE (3 ) . &3HAVME, AWM EEKEE, 1K Na,SO4
Tl BERFE ST ChMEY 4R 20=8:1) , HRkEARK 0.11g, 773 57.6%.
'H NMR (300 MHz, DMSO-dy) 6 10.36 (s, 1H), 8.55 (d, J = 2.9 Hz, 1H), 7.95 (s, 1H), 7.83
(m, 3H), 7.63 — 7.44 (m, 4H), 4.29 (q, ] = 7.1 Hz, 2H), 2.53 (s, 3H), 1.28 (t, = 7.1 Hz, 3H).

BB 5. (6-HFEMEnE-3-3E) FHIE) -4 CRHBLEIE) M -2-HRR(14)

¥ 5- C (o-HIFRbE-3-35) FIL) 4- CRABEE) MV -2-FE ZEE (100.00mg,
0.262mmol) ¥ 1~ FH /WY SR R (1/ D2m)E A ¥ 7, M 4mol/L [¥) LiOH 33K ( 1mL),
Inke, SRR N She RV IE4)E, TN IN [ HCL B EIE W pH= 4, k435 +E 30min,
U, 158 A (H 1K 83.5mg, 7 %4 90.1%. 'H NMR (300 MHz, DMSO-dg) & 10.27 (s, 1H),
8.38 (d, J = 3.1 Hz, 1H), 7.84 (dd, J = 9.6, 2.6 Hz, 3H), 7.62 — 7.50 (m, 2H), 7.50 — 7.41 (m,
2H), 7.28 (d, J = 8.6 Hz, 1H), 2.43 (s, 3H).
SEgl 15
WS 13 Sl 14 7S] & R 554
95 3 Eky PR

16
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i @/‘(HN N o 'H NMR (300 MHz, DMSO-dy) § 13.27 (s, 1H),

s 10.27 (s, 1H), 8.38 (d, J = 3.0 Hz, 1H), 7.93 (dd,
J =89, 5.4 Hz, 2H), 7.85 (s, 1H), 7.53 (dd, J =
/ 8.5, 3.0 Hz, 1H), 7.33 (m, 3H), 2.45 (s, 3H).

15-1 0

) mN o '"H NMR (300 MHz, DMSO-d;) & 10.34 (s, 1H),

s 8.40 (d, J = 3.1 Hz, 1H), 7.85 (d, J = 1.6 Hz, 3H),
7.62 — 7.51 (m, 3H), 733 (d, ] = 8.6 Hz, 1H),
/ 2.46 (s, 3H).

15-2 Q

7 ? 'H NMR (300 MHz, DMSO-d) 6 10.15 (s, 1H),
HN—S 8.39 (d, ] = 3.0 Hz, 1H), 7.84 (s, 1H), 7.77 (d, ] =
15-3 g 8.3 Hz, 2H), 7.54 (dd, T = 8.5, 2.9 Hz, 1H), 7.31
(= (d, ] = 8.1 Hz, 3H), 2.65 (q, ] = 7.5 Hz, 2H), 2.45
N (s, 3H), 1.18 (t, T = 7.6 Hz, 3H).

o o 'H NMR (300 MHz, DMSO-dg) & 10.18 (s, 1H),
WN P OH 8.45 (d, J = 3.0 Hz, 1H), 7.84 (s, 1H), 7.76 (d, J =
. o\ s 8.3 Hz, 2H), 7.66 (dd, ] = 8.6, 2.9 Hz, 1H), 7.41

(d, ] = 8.7 Hz, 1H), 7.29 (d, ] = 8.3 Hz, 2H), 2.60
p (t, ] = 7.5 Hz, 2H), 2.48 (s, 3H), 1.59 (h, J = 7.3
Hz, 2H), 0.88 (t, J = 7.3 Hz, 3H).

7 ? 'H NMR (300 MHz, DMSO-d) 6 10.26 (s, 1H),
)/Q)fw Yo" 8.47 (d, ] =3.0 Hz, 1H), 7.86 (s, 1H), 7.77 (d, ] =
15-5 g 8.3 Hz, 2H), 7.72 (dd, T = 8.6, 2.9 Hz, 1H), 7.45

(= (d, 7= 8.8 Hz, 1H), 7.33 (d, J = 8.3 Hz, 2H), 2.92
N (p, T=7.0 Hz, 1H), 1.19 (d, T = 6.9 Hz, 6H).

? Q 'H NMR (300 MHz, DMSO-dy) § 10.23 (s, 1H),
%@Jﬁ’“ &Y " 8.48 (d, ] = 3.0 Hz, 1H), 7.86 (s, 1H), 7.81 — 7.74
15-6 g (m, 2H), 7.70 (dd, ] = 8.6, 3.0 Hz, 1H), 7.50 (d, J

(= = 8.5 Hz, 2H), 7.45 (d, J = 8.6 Hz, 1H), 2.50 (s,
N 3H), 1.29 (s, 9H).

//@Jf*” Ao 'H NMR (300 MHz, DMSO-dg) & 10.34 (s, 1H),
g = s 838 (d, 1= 3.1 Hz, 1H), 7.84 (t, ] = 4.3 Hz, 3H),
- o}

7.63 — 7.49 (m, 3H), 7.31 (d, J = 8.6 Hz, 1H),
\ _/ 4.42 (s, 1H), 2.45 (s, 3H).

17
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//@/‘fm N OH 'H NMR (300 MHz, DMSO-dy) § 13.32 (s, 1H),
Lo N s 10.55 (s, 1H), 8.39 (d, J = 3.0 Hz, 1H), 7.99 (s,
4 4H), 7.88 (s, 1H), 7.54 (dd, ] = 8.5, 3.0 Hz, 1H),
\_/ 7.31(d, J = 8.5 Hz, 1H), 2.45 (s, 3H).
(0] (0]

8.38 (d, ] = 3.0 Hz, 1H), 8.03 (d, J = 8.3 Hz, 2H),

. @me \@)kOH 'H NMR (300 MHz, DMSO-dg) 5 1049 (s, 1H),
2 {
S
0]

15-9
7.87 (d, ] = 7.0 Hz, 3H), 7.53 (dd, J = 8.5, 3.0 Hz,

\ ¢ 1H), 7.29 (d, J = 8.5 Hz, 1H), 2.44 (s, 3H).
0 9 '"H NMR (300 MHz, DMSO-dy) § 13.21 (s, 1H),
\omN O or 10.06 (s, 1H), 8.37 (d, J = 3.0 Hz, 1H), 7.84 (d, J
15-10 g = 8.6 Hz, 3H), 7.51 (dd, J = 8.6, 3.0 Hz, 1H),
9 7.29 (d, J = 8.7 Hz, 1H), 7.01 (d, J = 9.0 Hz, 2H),

N 3.81 (s, 3H), 2.4 (s, 3H).

. 7 ? 'H NMR (300 MHz, DMSO-d) 6 10.45 (s, 1H),
Y@meﬁk on 8.38 (d, T = 3.1 Hz, 1H), 8.02 (d, J = 8.4 Hz, 2H),
15-11 "o g 7.93 (d, J = 8.4 Hz, 2H), 7.86 (s, 1H), 7.54 (dd, J

= 8.6, 3.1 Hz, 1H), 7.30 (d, J = 8.6 Hz, 1H), 2.44

\
Q (s, 3H).
SERE 13 FASEH] 14
o] Q 0 0o
Jx o N N
Q Q

16 17

W 4- (6-FIRMBERLIE) -5- ¢ (o-FiFknbng-3-58) FIL) Meny-2-FER Z R (16)

¥ 5- C (o-HIFEMEmE-3-F8) L) 4-THFEMEN) -2-HR £15(0.15g, 0.49mmol)ix T &
BE 7K (10/D(m)E SIS H, A NHCl (0.26g, 4.87mmol), 0°C 44T S8 I N8k
(0.27g, 4.87mmol), JINSEEESG, AL+ 30min, 85 CHIFRIMA 4h. RNELE,
FHEE PR a8, o R 2508 ISR Gtk

W B BRI WIE T 4ml oK Z ST ERRE A, RN 6- HY BRI Ik L
(0.10g, 0.73mmol), = Z.J#%(0.10g, 0.97mmol)F1K4%45 & FI(PyBOP)(0.38mg, 0.73mmol),
MASEREE, =iE RN 10h. RMTRE, IERENGY, ERMAK, Z2RC
BRI (30, GIFANE, AMME KRGS, Tk NapySO, T4 . fERT = et
CRIME R 2H5=2:1), 158 3 B [E 4k 0.09g,77 % 43.6%. 'H NMR (300 MHz, DMSO-ds)
8 10.43 (s, 1H), 8.87 (d, J = 3.0 Hz, 1H), 8.40 (d, ] = 2.9 Hz, 1H), 8.09 (dd, ] = 8.1, 2.4 Hz,
1H), 7.96 (s, 1H), 7.56 (dd, ] = 8.5, 3.0 Hz, 1H), 7.39 (d, J = 8.1 Hz, 1H), 7.31 (d, ] = 8.5 Hz,

18



WO 2024/255920 PCT/CN2024/107199

1H), 4.28 (q, J = 7.1 Hz, 2H), 2.53 (s, 3H), 2.45 (s, 3H), 1.28 (t, ] = 7.1 Hz, 3H).
BB 4 (6-WIRRMEEIEED) -5- ( (6-HIZEMEnE-3-35) HIE) MEM-2-HER(17)
W 4- C6-F FEMNMERLZIE) -5- ( Co-HFEMEnE-3-38) L) MEWy-2-F R 2. B8 (100.00mg,

0.262mmol) ¥ 1~ FH /WY SR R (1/ D2m)E A ¥ 7, M 4mol/L [¥) LiOH 33K ( 1mL),

Inke, IR R N She SN 584 fE, SN IN 1 HCL R B VAR pH= 5~6, 4k S35 £ 30min,

U, 158 A GH {1 56.0mg, 77 %4 60.3%. 'H NMR (300 MHz, DMSO-ds) 8 10.11 (s, 1H),

8.54 (s, 1H), 8.04 (d, J = 3.0 Hz, 1H), 7.76 (d, J = 9.6 Hz, 1H), 7.53 (s, 1H), 7.19 (dd, J = 8.5,

3.1 Hz, 1H), 7.03 (4, J = 8.1 Hz, 1H), 6.95 (d, J = 8.5 Hz, 1H), 2.18 (s, 3H), 2.10 (s, 3H)-
SEfs 18

Ingzitey] 16 K Sl 17 TRl & 3 54

G5 23N 15 WA KA
B 7 ? '"H NMR (300 MHz, DMSO-d) § 10.32 (s, 1H),
/WN ®. on 8.51 (d, J=2.2 Hz, 1H), 8.44 (d, ] = 3.0 Hz, 1H),
18-1 g 8.01(d, J = 7.0 Hz, 2H), 7.85 (dd, J = 8.0, 2.5 Hz,
o 1H), 7.61 (dd, J = 8.5, 3.0 Hz, 1H), 7.31 (d, T =
N 8.5 Hz, 1H), 2.46 (s, 3H), 2.39 (s, 3H).
N/\j Q . '"H NMR (300 MHz, DMSO-d) § 10.46 (s, 1H),
AN ® 9.10 (d, T = 1.6 Hz, 1H), 8.65 (d, J = 1.6 Hz, 1H),
18-2 g 8.42 (d, J = 3.0 Hz, 1H), 7.92 (s, 1H), 7.60 (dd, J
o = 8.5, 3.0 Hz, 1H), 7.31 (d, ] = 8.6 Hz, 1H), 2.60
N (s, 3H), 2.45 (s, 3H).
0] (0]
TMN N, ~OH 'H NMR (300 MHz, DMSO-dy) § 10.61 (s, 1H),
183 N o\ s 9.04 (s, 2H), 8.41 (d, ] = 3.0 Hz, 1H), 7.91 (s,
_ 1H), 7.58 (dd, J = 8.6, 3.0 Hz, 1H), 7.33 (d, ] =
\_¢ 8.6 Hz, 1H), 2.68 (s, 3H), 2.45 (s, 3H).
7 2 'H NMR (300 MHz, DMSO-d,)  9.82 (s, 1H),
\/NQJ'(*N W o 8.36 (d,J=2.9 Hz, 1H), 7.83 (s, 1H), 7.74 (d, ] =
18-4 g 9.0 Hz, 2H), 7.49 (dd, J = 8.5, 3.0 Hz, 1H), 7.28
o (d,J=38.5Hz, 1H), 6.70 (d, J = 9.2 Hz, 2H), 2.97
N (s, 6H), 2.43 (s, 3H).
. 9/,? q o '"H NMR (300 MHz, DMSO-d) § 13.28 (s, 1H),
N /" BN O 9.88 (s, 1H), 8.37 (d, I = 3.0 Hz, 1H), 8.26 (s,
18-5 g 1H), 7.92 (s, 1H), 7.84 (s, 1H), 7.50 (dd, ] = 8.5,
o 3.0 Hz, 1H), 7.29 (d, J = 8.6 Hz, 1H), 3.85 (s,
N 3H), 2.44 (s, 3H).
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AR @I T R G I 25 822 5000 M &5 R0

SRS TV

Faft P2Y 1, 52U HEK293 ##kET 75T DMEM £:7R3EH (& 10%06 7 ik
100U/ml FHEZRA 100ug/ml FEHR) , SCITEM BRI, MR FRE,
BN 1x10° DML, T 37°C. 95%0,. 5%CO, WEF M TR, A IBMX
] PDEs 351, PARIE cAMP £E— MR 7K | SR AC 3317 Forskolin (30pM)
R cAMP 197742, TS IIAARMREE 15246 &4 (0.01. 0.1 1. 10+ 100nm) ,
PA PPTN /E A IR . BEE DI 1uM 1 P2Y 14 32488777 UDPG, 4 h J& cAMP Glo™
Assay 1\ jfl& (PROMEGA Co. Ltd, EED AN cAMP [ & & . R#E cAMP &=
THE H A 1A .

R 1WA YIEAH KRS P2Y 14 2R B 2 1H :
%5  Inhibition @ 100nM i Inhibition @ 100nM a5 Inhibition @, 100nM

2 70.40% 3-21 54.29% 12-3 67.55%
3-1 44.14% 3-22 34.62% 12-4 82.45%
3-2 69.61% 3-23 81.09% 14 86.87%
3-3 66.04% 3-24 75.64% 15-1 75.65%
3-4 30.93% 3-25 49.53% 15-2 75.44%
3-5 36.21% 5 99.37% 15-3 46.44%
3-6 40.44% 6-1 61.99% 15-4 85.64%
3-7 62.62% 6-2 88.39% 15-5 78.65%
3-8 52.83% 6-3 74.88% 15-6 86.14%
39 57.06% 6-4 81.35% 15-7 94.63%
3-10 32.73% 6-5 75.54% 15-8 76.44%
3-11 34.45% 6-6 43.55% 15-9 82.14%
3-12 44.14% 6-7 60.26% 15-10 91.34%
3-13 46.24% 8 75.62% 15-11 79.31%
3-14 62.81% 9-1 82.35% 17 65.11%
3-15 88.39% 9-2 55.67% 18-1 45.11%
3-16 55.84% 9-3 71.45% 18-2 48.19%
3-17 45.83% 9-4 59.76% 18-3 56.17%
3-18 69.80% 11 75.64% 18-4 46.78%
3-19 67.36% 12-1 57.55% 18-5 45.75%
3-20 66.32% 12-2 61.38%

AR A AN H] LPS 755 110 B 40 it 248 1 S 2 1) 25 BT 9T SR 86 7 vk

A THP-1 U 5577 F RPMI-1640 J5 723 (5 10%G4F 3%, 100 U/ml 55 &AM
100 ug/ml $EHR) , LIHTEEMER IR, BMAEERN 1x10° MIH/AL, 45T 37°C.
95% 03.5% CO 1R L4 8577 - SEAR T AFFLIIA 100 ng/ml PMA ¥ F 24 h 53 THP-1
U N E R . TSR M B FRE I Z & 5 (2.5 5. 10 uM) F1 PPTN (5
uM) BT, 1 h 5 R0 I LR ER 100ng/ml [ LPS, 3h J5 AN LIREA
S5mM [{) ATP, 1 h J5Wl5E i F186x:

Western Blot YA 4N T UDPG/P2Y 14 285 S ER P A RIE, 4R 0K

20
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1-4 ffi7x, LPS &R THP-1 401 PoY 14 2R MM SR ARIAR ET &, FEmiEfik
1 ARFE SRS YIRS AR T PoY 14 2R R Mo B RiE, SR
R H LI R D (2 2 1 22 5 PPTN ARELH 7 TR RCR , SR SLIR 45 IR A St (5
% ELISA i\ & GRS Ik g iy 722 BiEh IL-1p IKSE, &4
Pl 5 o, LPS &5 THP-1 gt 725 idh IL-1p K P2 E T a, #ERIER D),
ANEIFE 325 A Y BE e AN IR FE 1 N VA G 1 7 28 LB v b TL-1B ZKF, SR st
MR 225, PPTN WAILE 7T HIHRSCE, KSRE RAasm(s.
S G T BEAR B4 K X Sk REHE 98 iRvA T4 F 1 24 BESIZER A 077 vk
HEVEFEIE S ICR /N, EHKE, 8K 12 h |, SAEEEN 25£2°C. 4N
FTUl: EH IR, BRI, A4l G2 SRR , RE—)MERE
JEVESS LSP 15 S Stk REHE AR, 1 1 X M4 R A & i i AR BE AR AR S NSl . &
AU T A TR EY 5 (5. 104 20 mg/kg) « HIZEKFL (10 mg/kg) -
WA 6h, VEN SmLPBS USRS . Kl SER0P & 2 M W T KR, 45 R nE
6-8 Flizn, LPS &RV RIS A 2 MR T R R G KR E TR, RRIERRT);
AFFIE 2R AV 6e 1 5 A FIFE B R RS 2 MR T 2R R R LK, SRR A4
LLEe IR s BB M 22 e M SRR AT T TR AR, R SIS 45 R 9o hl (5,
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SO

1 BT MENY-2-FRBRAT A S A R AR S 257 En] 3R 52 A L

R2
H_ AR
3
R\\( \ ¢
0 x
N\

I

R'#£H COOR’;

R*%EH HEME,

RO e AL, mpnEdk, mbmeit, mingdk, skeRIL, PRRIEIL. mbngdk. nbedk . mg
EFE . DRI ST TR RS 1 & 5 MEE FAIERIEEUR: Crefidt. MR, T .
BE, 2B, BB, ) Cla kiR, KR Cla i FE I, OH. CleiiF dE. —HE
3

X #%H O. S. NH;

R4i5'_ﬁ§:

R11

Ring AZRFE, MEmedE. WABRIE, MEnEt. mMEmedd, Mpnsdt, MEwpIL, BRmGIE. M
. SRMEME BKIREL. mpmpIL,

R>A H. Coylidt. Coskidt-Cos Mhidt. C,500CCH;. Co30CNMes. CosNMes:

R’ N H;

R¥IE [ H. Cy6 BEFE Cae HL5e3E . CH,CONH, . CH,COMes CH,CH,OH . CH,CH,Me.
(CH2)3OH\ (CH3)3OMC\ (CH2)4OH\ (CH2)4OM€\ (CH2)50H\ (CHz)QCOOH\ (CH2)3COOH\
(CH,);COOH. (CH,)sCOOH. (CH,).CH(CH;)COOH. C(CH,OH);. C(CH,OH),CHj .
CH,CH(CH3)OH. (CH,).CF3. (CH,);CF3 (CH,)sCF3.

A/\C A/\G A/\Q\go A/\ngo A/\@\
o 0 0 o
\(\G \(\GS Sso i_<>o t—Co
>0 ‘\ 07 “OH 07 "NH, OH

22
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SO

NH2 OH NH2

o) o)
] :j o} Cj f le)mHYIjJW%
OH NH> .

R"#%&H H. NO,. CN. OH. NH,. F. Cl. Br. I, Ciekidt. mf8-Cie ki, Cig
PR, RR-Cle A EE. CORY. CONR'RE. CO.R®. SO,NR'R®, SO;R.

2 AR HE BRI EESR 1 ATk (e my - 2- 3R BR AT LE W) K FL H AR SRR R 22 a2 26
HAREAE T,

R*¥E[ H B F;

R°N H. CHs. Cos $idE-Cag ki, C,500CCH;. C50CNMe,. Cr3NMe,.

3 ARPEAURIE SR 1 Tk ey -2- R W iT 26 W K e B AR S bR [ 242 T 3252 )
HAREAE T,

ROEEZEFE, mbngdt, mpwedt | myngdh. mRppL, FTIRZEEE. mbmgEdk, mpmkIk. ms
WEFE . IRPREEIE ST AT 1 2 2 NMEE FAIRBUREIR: Clekidt. &R . FE.
KA Cra i, OH. CigktRFE. —HERE.

4 ARYEBURIEESR 3 BTk (e my - 2- 3R BR AT 2E W) K FL H AR SR (R R 22 a2 26
HASEAET, RUYGEH:

R11

Ring NFEFE, mEmpEdt, MEBRIL, FEMpIL,

R"#%&H H. NO,. CN. OH. NH,. F. Cl. Br. I, Ciekidt. mf8-Cie ki, Cig
PR EE. AR-Cre ki IE. CONR'RY. CO.R®. SONR'R®., SO;R®;

R’ N H;

R¥IE [ H.Cy.6 Kt Cy6 FALEHRE . CH,CONH, . CH,COMe, « CH,CH,OH. CH,CH2Me.
(CH2)3OH N (CH3)3OMC N (CH2)4OH N (CH2)4OM€ N (CHz)QCOOH N (CH2)3COOH N
(CH,);COOH. (CH,),CH(CH;)COOH. C(CH,OH);. C(CH,OH),CH;. CH,CH(CH;)OH.
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O
i Cj NH,
SRR BURIEE SR 1 BT iR 1 MEN -2 R FRAT A S B B AR S M AR Je 2427 L] F252 1) £
HAFEAT, X (D WEWEE I ML EY:

%

e
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