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Ruthenium-Catalyzed C—H [4+2] Annulation of Quinazolinones with
Vinylene Carbonate
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Abstract Transition metal-catalyzed inert C—H annulation reaction, an efficient strategy in the field of organic chemistry, is
capable of constructing a series of carbon- or heterocycle molecules. Very recently, organic chemists have commenced to em-
ploy vinylene carbonate as a carbon synthon for the efficient construction of non-substituted heterocyclic compounds, which
benefits with the enriched product structure, quite simple and concise reaction system, and the sole carbonic acid as
by-product. A new type of C—H [4+2] cyclization reaction of quinazolinone with ethylene carbonate catalyzed by ruthenium
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is proposed, and 2,3-fused quinazolinone derivatives are obtained with good yields.
Keywords ruthenium catalysis; C—H cyclization reaction; vinylene carbonate; fused quinazolone
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Scheme 1 Synthesis of fused quinazolinones from vinylene carbonate
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AgSbFs NN, DCE N, 140 CZ ST M
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Table 1 Optimization of the reaction conditions

Q (6] catalyst (5 mol%)
NH )k additive (20 mol%)
_ + O O

N)\© >:< solvent, heating, 12 h

o O

H H
1a 2
Entry Catalyst Additive Temp./C Solvent Yield®/% of 3a  Yield/% of 4a

1 Cp*Rh(MeCN)3(SbFs)2 100 1,4-Dioxane 32 T race
2 [Ru(p-cymene)Clz]2 AgSbFe 100 1,4-Dioxane 35 Trace
3 [Cp*Co(CO)I2]2 AgSbFs 100 1,4-Dioxane 17 Trace
4 [Cp*IrCl2]2 AgSbFs 100 1,4-Dioxane 24 Trace
5 [Ru(p-cymene)Clz]2 100 1,4-Dioxane 12 Trace
6 AgSbFe 100 1,4-Dioxane Trace Trace
7 [Ru(p-cymene)Clz]2 AgSbFs 100 PrOH Trace Trace
8 [Ru(p-cymene)Clz2]2 AgSbFs 100 Toluene Trace Trace
9 [Ru(p-cymene)Clz]2 AgSbFs 100 DMF 21 Trace
10 [Ru(p-cymene)Clz2]2 AgSbFs 100 DCE 42 Trace
11 [Ru(p-cymene)Clz]2 AgSbFe 100 MeCN 26 Trace
12 [Ru(p-cymene)Clz]2 AgOTf 100 DCE 28 Trace
13 [Ru(p-cymene)Clz]2 AgNThH 100 DCE 25 Trace
14 [Ru(p-cymene)Clz]2 AgOAc 100 DCE Trace Trace
15 [Ru(p-cymene)Clz]2 AgSbFs 50 DCE Trace 58
16 [Ru(p-cymene)Clz2]2 AgSbFs 60 DCE Trace 82
17 [Ru(p-cymene)Clz2]2 AgSbFs 70 DCE Trace 71
18 [Ru(p-cymene)Clz]2 AgSbFs 80 DCE 15 14
19 [Ru(p-cymene)Clz]2 AgSbFs 120 DCE 53 Trace
20 [Ru(p-cymene)Clz2]2 AgSbFs 140 DCE 61 Trace

214 [Ru(p-cymene)Clz]2 AgSbFs 140 DCE 75 Trace

“@Reaction conditions: 1a (0.2 mmol), 2 (0.4 mmol), catalyst (5 mol%), additive (20 mol%), solvent (2.0 mL), heating under Ar for 12 h in pressure tubes. * Isolated

yield of 3a. ¢ isolated yield of 4a. ¢ Air atmosphere.
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Table 2 Substrate scope of 2-substituted quinazolinones
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SN
X=NMe, O, S -
1a~1n 1a' ~ 1 1a" ~ 1b" 2 3a ~3n, 3a' ~ 3i', 3a" ~ 3b"
0O H 0 H 0O H 0O H o H
NS NS N NS NS
F Br CFs
3a75% 3b 73% 3c 70% ¢ 3d 68% 3e 71%
(6] H (0] H (e}

7/ /N /
Me Me Me
Me

3b' 76% 3c'83% 3d' 86%

O H O H O H
d\N e d\N e ©\)LN N
N/ Z p N/ // N/ &

N (0] S

Me
39' 75% 3h'71% 3i'67%

H H
Cory oLyt C
N N N7

OMe

3f' 54%

O H o H
N N> e

3a" 56% 3b" 47%

4 Reaction conditions: 1 (0.2 mmol), 2 (0.4 mmol), [Ru(p-cymene)Cly], (5 mol%), AgSbF (20 mol%), DCE (2.0 mL) under air at 140 C for 12 h in pressure tubes.
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Table 3  Substrate scope of 2-aryl-6-hydroxyquinazolinones

0 (0] [Ru(p-cymene)Cls], (5 mol%) o OH
Ny ONH AgSbFg (20 mol% N
R P + o0 98bFs ( * R1-- N
7 N >:(H DCE, 60 °C, 12 h, air NN @
H
1 2 4a ~ 4k

o O %21 Gy Oy O

4a 82% 4b 65%

4c 69%

4d 70% 4e 74%

g, OO ol o e ol

4f73% Br 4g 80%

4h 86%

4i 85% 4j 81% 4k 78%

4Reaction conditions: 1 (0.2 mmol), 2 (0.4 mmol), [Ru(p-cymene)Cl ], (5 mol%), AgSbFs (20 mol%), DCE (2.0 mL) under air at 60 ‘C for 12 h in pressure tubes.
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Scheme 2 Gram-scale experiments and late-stage functionalization
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Scheme 3 Mechanism research experiments
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S H- 5 W Wbk 3T [1,2-b] W W bk -8- W (3a): 13 €1 [F] 4k,
36.9 mg, 7% 75%. m.p. 174~176 ‘C; '"H NMR (400
MHz, CDCL) d: 9.05 (d, J=8.0 Hz, 1H), 8.63 (d, J=7.8
Hz, 1H), 8.46 (d, J=8.1 Hz, 1H), 7.93~7.81 (m, 2H),
7.71 (t, J=7.4 Hz, 1H), 7.68~7.57 (m, 2H), 7.51 (t, J=
8.0 Hz, 1H), 7.00 (d, J=7.8 Hz, 1H); '3C NMR (100 MHz,
CDCly) J: 159.4, 147.5, 146.1, 134.7, 132.9, 132.1, 128 4,
127.5, 127.4, 127.2, 1272, 126.4, 125.7, 121.9, 117.8,
113.1; HRMS (ESI) caled for CisH;N;O [M+ H] "
247.0871, found 247.0869.

3-F-8 H- S W THK [ 1,2-5] W ML Ik -8- i (3b): 1 {4 [l
&, 38.6 mg, 7&K 73%. m.p. 197~199 °C; 'H NMR (400
MHz, CDCls) &: 9.14 (t, J=9.0 Hz, 1H), 8.70 (d, J=7.8
Hz, 1H), 8.48 (d, J=8.0 Hz, 1H), 7.96~7.84 (m, 2H),
7.54 (t, J=8.1 Hz, 1H), 7.42~7.35 (m, 1H), 7.32~7.29
(m, 1H), 6.99 (d, J=7.8 Hz, 1H); *C NMR (100 MHz,
CDCls) d: 165.11 (d, J=254.0 Hz), 159.2, 147.3, 145.6,
1352, 135.1, 135.0, 130.5, 130.4, 127.3, 125.8, 123.8,
123.2, 117.6, 116.85 (d, J=23.1 Hz), 112.3,111.73 (d, J=
22.1 Hz); 'F NMR (376 MHz, CDCl3) §: —101.7; HRMS
(ESI) caled for CisHoFN,O [M+H]" 265.0777, found
265.0778.

2-50-8H- S MWk [ 1,2-b] W LIk -8- i (3¢): 1 {0 [
£, 39.3 mg, 7&K 70%. m.p. 204~207 ‘C; 'H NMR (400
MHz, CDCLy) 6: 9.01 (s, 1H), 8.62 (d, J=7.8 Hz, 1H),
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8.46 (d, J=8.0 Hz, 1H), 7.90 (d, J=4.0 Hz, 2H), 7.67 (d,
J=8.4 Hz, 1H), 7.62~7.51 (m, 2H), 6.99 (d, /] =7.8 Hz,
1H); 3C NMR (100 MHz, CDCL3) d: 159.1, 147.2, 144.9,
1349, 134.6, 132.4, 1312, 128.7, 127.7, 127.6, 127.3,
126.8, 126.1, 122.2, 117.8, 112.1; HRMS (ESI) calcd for
CisH10CIN,O [M+H]" 281.0482, found 281.0479.

3-PR-8 H- S WE IR [ 1,2-5] W IR -8- i (3d): 1 £ []
1K, 44.2 mg, 7=F 68%. m.p. 221~224 C; "H NMR (400
MHz, CDCl:) 0: 8.91 (d, J=8.6 Hz, 1H), 8.65 (d, J=7.9
Hz, 1H), 8.46 (d, J=8.1 Hz, 1H), 7.88 (d, J=4.0 Hz, 2H),
7.80~7.72 (m, 2H), 7.58~7.51 (m, 1H), 6.93 (d, J=7.8
Hz, 1H); 3C NMR (100 MHz, CDCls) §: 159.1, 147.3,
145.5, 134.9, 134.3, 131.6, 128.9, 128.8, 127.5, 127.3,
127.1, 126.2, 126.0, 123.2, 117.8, 111.7; HRMS (ESI)
caled for CisHioBrN.O [M + H] " 324.9977, found
324.9973.

3- =0 2 -8 - S WA IR O [ 1,2-] s M K -8- il (3e):
H @ E K, 44.6 mg, P#F 71%. mp. 212~214 ‘C; 'H
NMR (400 MHz, CDCL3) 6: 9.18 (d, J=8.4 Hz, 1H), 8.70
(d, J=7.9 Hz, 1H), 8.47 (d, J=7.6 Hz, 1H), 7.96~7.83
(m, 4H), 7.58 (t, J=8.1 Hz, 1H), 7.05 (d, J=7.8 Hz, 1H);
13C NMR (100 MHz, CDCl3) d: 159.0, 147.1, 145.0, 135.0,
133.7 (q, J=32.8 Hz), 132.9, 129.9, 128.1, 127.7, 127.3,
126.4, 124.5 (q, J=3.3 Hz), 123.6 (q, J=271.0 Hz), 123.5
(q, J=3.8 Hz), 123.3, 118.0, 112.1; '°F NMR (376 MHz,
CDCl3) 0: —62.9; HRMS (ESI) caled for C;7H;oF3N2O
[M+H]" 315.0745, found 315.0739.

1- F 3 -8 - S W Ik - [ 1,2-B] W4 4 K -8- T (36): 19 £
[E4A, 39.5 mg, P& 76%. m.p. 158~162 ‘C; 'H NMR
(400 MHz, CDCL3) d: 8.62 (d, J=8.0 Hz, 1H), 8.46 (d, J=
8.1 Hz, 1H), 7.91~7.81 (m, 2H), 7.58~7.49 (m, 2H), 7.45
(d, J=7.6 Hz, 2H), 6.96 (d, J=8.0 Hz, 1H), 3.25 (s, 3H);
13C NMR (100 MHz, CDCl3) d: 159.5, 146.9, 141.7, 134.6,
134.4, 132.6, 131.0, 127.7, 127.0, 125.8, 125.0, 121.6,
117.3, 113.9, 27.0; HRMS (ESI) caled for Ci7H;3N,O
[M+H]" 261.1028, found 261.1031.

2- F B -Q H- S W Wk [ 1,2-b] W M bR -8- i (3g): 1A {1
1k, 41.6 mg, F“F 80%. m.p. 159~162 ‘C; 'H NMR
(400 MHz, CDCL3) J: 8.98 (d, J=8.6 Hz, 1H), 8.68 (d, J=
7.8 Hz, 1H), 8.48 (d, J=8.1 Hz, 1H), 7.96~7.82 (m, 2H),
7.57~7.50 (m, 2H), 7.40 (s, 1H), 6.98 (d, J=7.8 Hz, 1H),
2.65 (s, 3H); 3C NMR (100 MHz, CDCls) 6: 159.3, 147.6,
146.0, 145.0, 134.7, 133.3, 127.3, 127.3, 126.0, 125.4,
124.0, 122.6, 121.4, 117.6, 112.5, 14.9; HRMS (ESI) calcd
for C17H;3N,0 [M+H]" 261.1028, found 261.1027.
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3- VAR k-8 - S W K [ 1,2-0] P2 AR -8- il (3h):
B [E 14, 46.9 mg, F7H 85%. m.p. 234~237 ‘C; 'HNMR
(400 MHz, CDCL3) d: 9.04 (d, J=9.0 Hz, 1H), 8.69 (d, J=
7.8 Hz, 1H), 8.48 (d, J=8.0 Hz, 1H), 7.96~7.81 (m, 2H),
7.51 (t, J=8.0 Hz, 1H), 7.26 (d, J=9.0 Hz, 1H), 7.05 (d,
J=2.5 Hz, 1H), 7.00 (d, J=7.8 Hz, 1H), 4.00 (s, 3H); 1*C
NMR (100 MHz, CDCl;) 0: 162.8, 159.4, 147.8, 146.2,
1349, 134.7, 129.3, 1273, 127.2, 125.2, 122.5, 117.4,
117.3, 113.1, 108.1, 55.6; HRMS (ESI) calcd for Ci7Hs-
N,O, [M-+H]" 277.0977, found 277.0971.

3-Tii Y 2 -8 H- S W Bk - [1,2-5] W WA k-8 - 1 (31): [
E AR, 47.9 mg, 773 82%. m.p. 212~215 C; 'H NMR
(400 MHz, CDCL3) J: 8.46 (d, J=7.8 Hz, 1H), 8.41 (d, J=
8.1 Hz, 1H), 8.35 (d, J=2.7 Hz, 1H), 7.85~7.76 (m, 2H),
7.50~7.40 (m, 2H), 7.22 (dd, J=8.6, 2.7 Hz, 1H), 6.88 (d,
J=17.7 Hz, 1H), 4.00 (s, 3H); *C NMR (100 MHz, CDCl;)
0: 159.7, 159.3, 147.3, 145.6, 134.4, 128.7, 127.7, 127.4,
127.1, 126.7, 125.4, 121.8, 119.6, 117.6, 112.6, 108.0,
55.7; HRMS (ESI) caled for C;7H;3N,OS [M+ H] '
293.0749, found 293.0746.

3-$2 5L -8 H- S WE BRI [ 1,2-5] e e IR -8- i (3j): 1 (4
[, 34.5 mg, =% 66%. m.p. 277~280 ‘C; 'H NMR
(400 MHz, DMSO-ds) 6: 10.66 (s, 1H), 8.84 (d, J=8.9 Hz,
1H), 8.54 (d, J=7.8 Hz, 1H), 8.32 (d, J=8.0 Hz, 1H), 7.92
(t, J=7.7 Hz, 1H), 7.82 (d, J=8.3 Hz, 1H), 7.54 (t, J=7.7
Hz, 1H), 7.26~7.13 (m, 3H); 3C NMR (100 MHz,
DMSO-ds) d: 161.7, 158.9, 147.7, 146.2, 135.3, 135.1,
129.3, 127.2, 127.1, 125.3, 122.2, 119.0, 118.4, 117.0,
113.5, 111.1; HRMS (ESI) calcd for CisH;1N,0, [M+H]"
263.0821, found 263.0826.

SH-ZK J[6,7] 57 W Wbk 3T [ 1,2-5] 0 W Wbk -5- i (3K): [
B E 1A, 47.9 mg, F7H 81%. m.p. 239~242 ‘C; 'HNMR
(400 MHz, CDCls) d: 9.56 (s, 1H), 8.51 (d, J=7.9 Hz,
1H), 8.46 (d, J=7.9 Hz, 1H), 8.14 (d, J=8.1 Hz, 1H), 8.01
(s, 1H), 7.99~7.92 (m, 2H), 7.91~7.85 (m, 1H), 7.66~
7.57 (m, 2H), 7.54 (t, J=8.0 Hz, 1H), 7.05 (d, J=7.9 Hz,
1H); 3C NMR (100 MHz, CDCls) §: 159.3, 147.1, 146.3,
1349, 134.7, 132.6, 129.4, 129.1, 128.2, 128.0, 127.6,
127.5, 127.3, 126.7, 126.0, 124.9, 120.9, 118.5, 113.2;
HRMS (ESI) caled for CooHisN2O [M+H]™ 297.1028,
found 297.1027.

11-H -8 H- S s IR I [ 1,2-b] 7 MR -8-FR (31): 13
[E4A, 39.0 mg, =& 75%. m.p. 193~196 ‘C; 'H NMR
(400 MHz, CDCL) d: 9.03 (d, J=8.0 Hz, 1H), 8.63 (d, J=
7.8 Hz, 1H), 8.34 (d, J=8.2 Hz, 1H), 7.76~7.58 (m, 4H),
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7.33 (d, J=8.1 Hz, 1H), 7.00 (d, J=7.8 Hz, 1H), 2.58 (s,
3H); *C NMR (100 MHz, CDCl3) J: 159.3, 147.6, 146.2,
145.8, 132.8, 132.0, 128.3, 127.5, 127.4, 127.1, 127.0,
126.3, 121.9, 115.4, 112.8, 22.1; HRMS (ESI) calcd for
Ci7H13N,O [M+H]" 261.1028, found 261.1023.

10- 48 25 -8 1~ 7 W B 5 [1,2-B] W4 1 W -8- i (3m):
A, 43.1 mg, =% 78%. m.p. 205~207 C; 'H
NMR (400 MHz, CDCl3) 6: 9.00 (d, J =8.0 Hz, 1H), 8.63
(d, J=7.8 Hz, 1H), 7.81 (d, J=9.0 Hz, 1H), 7.77 (s, 1H),
7.72~7.57 (m, 3H), 7.47 (d, J=9.0 Hz, 1H), 7.00 (d, J=
7.9 Hz, 1H), 3.98 (s, 3H); '*C NMR (100 MHz, CDCl5) ¢:
159.1, 157.7, 144.2, 142.4, 132.3, 131.6, 129.2, 128.4,
127.6, 126.8, 126.4, 125.9, 121.9, 118.3, 113.2, 105.6,
55.8; HRMS (ESI) caled for C7H;3N,O, [M+ H]'
277.0977, found 277.0979.

12-50-8 H- 7 W Wbk I [ 1,2-b] W ML bk -8 - (3n): 1 {2 ]
14, 35.9 mg, & 64%. m.p. 225~228 C; 'H NMR (400
MHz, DMSO-ds) d: 9.05 (d, J=8.0 Hz, 1H), 8.59 (d, J=
7.8 Hz, 1H), 8.31 (d, J=8.0 Hz, 1H), 8.13 (d, J=7.6 Hz,
1H), 7.97~7.77 (m, 3H), 7.57 (t, J=7.9 Hz, 1H), 7.40 (d,
J=17.8 Hz, 1H); '3C NMR (100 MHz, DMSO-dj) J: 158.8,
146.8, 143.9, 135.3, 133.5, 133.4, 131.0, 129.3, 127.4,
1272, 126.4, 126.3, 122.2, 119.4, 114.2; HRMS (ESI)
caled for CisH;o)CINO [M + H]© 281.0482, found
281.0479.

13- 35 H5) e 5 [2,3":3,4] L W@ FF: [2,1-b] WA Wk Tk -
S5(13H)-id(3a"): A EEA, 47.8 mg, 5% 80%. m.p.
190~193 °C; 'H NMR (400 MHz, CDCl3) 6: 8.62 (d, J=
7.4 Hz, 1H), 8.40 (d, J=8.0 Hz, 1H), 7.92 (d, J=7.9 Hz,
1H), 7.82~7.69 (m, 2H), 7.55~7.43 (m, 2H), 7.43~7.25
(m, 3H), 4.57 (s, 3H); 3C NMR (100 MHz, CDCl;) o:
159.3, 147.2, 141.5, 141.0, 134.2, 128.3, 127.2, 126.8,
126.7, 124.5, 121.0, 120.7, 120.5, 120.4, 118.3, 116.0,
110.1, 107.0, 32.8; HRMS (ESI) caled for CioH14N;O
[M+H]" 300.1137, found 300.1131.

10-50-13- H 35 05] Wk 3 [2',3":3, 4 W 0 3 [2,1-b] s 4
Wk-5(13H)-F(3b"): B A EE, 50.7 mg, /7% 76%. m.p.
264~268 °C; 'H NMR (400 MHz, CDCl3) d: 8.75 (d, J=
6.8 Hz, 1H), 8.51 (d, J=7.9 Hz, 1H), 8.00 (s, 1H), 7.89~
7.79 (m, 2H), 7.56~7.41 (m, 4H), 4.71 (s, 3H); *C NMR
(100 MHz, CDCls) J: 159.4, 147.3, 139.9, 134.5, 129.4,
127.4, 127.1, 127.0, 126.7, 125.0, 122.1, 120.0, 119.9,
118.9, 116.4, 111.4, 106.8, 33.2; HRMS (ESI) calcd for
CioH;3CIN;O [M+H]" 334.0747, found 334.0739.

11,13- 7 B 05| W 521,323, 4] ML I FF[2, 1-B7 1 M R -
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S5(13H)-id (3¢"): AE[EMA, 51.9 mg, 7% 83%. m.p.
232~236 °C; 'H NMR (400 MHz, CDCL;) §: 8.58 (d, J=
7.4 Hz, 1H), 8.39 (d, J=8.1 Hz, 1H), 7.80~7.69 (m, 3H),
7.38 (t, J=8.1 Hz, 1H), 7.32~7.28 (m, 1H), 7.16 (s, 1H),
7.05 (d, J=8.1 Hz, 1H), 4.52 (s, 3H), 2.52 (s, 3H); 13C
NMR (100 MHz, CDCLy) d: 159.3, 147.3, 141.9, 141.0,
137.2, 134.1, 127.9, 1272, 126.7, 124.2, 122.6, 120.6,
120.0, 118.8, 118.2, 115.9, 109.8, 107.0, 32.7, 22.3; HRMS
(ESI) caled for CyH;6N;O [M+H]" 314.1293, found
314.1291.

10- Y48 5 - 13- I R NG| e [2',3":3, 4] ML IE JF[2,1-b] W
MR -5(13H)- i (3d"): A &K, 56.6 mg, =% 86%.
m.p. 184~189 ‘C; 'H NMR (400 MHz, CDCL) &: 8.68
(d, J=7.5 Hz, 1H), 8.47 (d, J=8.1 Hz, 1H), 7.86~7.79
(m, 2H), 7.49~7.35 (m, 4H), 7.21 (d, J=9.0 Hz, 1H),
4.64 (s, 3H), 3.96 (s, 3H); 3C NMR (100 MHz, CDCl;) §:
159.5, 154.9, 147.3, 141.3, 137.0, 134.3, 128.7, 127.3,
126.8, 124.6, 121.3, 120.1, 117.9, 117.7, 116.2, 111.2,
107.2, 101.2, 559, 33.1; HRMS (ESI) caled for
CaoH N30, [M+H]" 330.1243, found 330.1247.

14- F LRI BE FE[3",2":4" 5L 4 [2',3":3,4] M i I
[2,1-b]HE K-8 (14H) - (3e"): F{alE1Ak, 46.8 mg, =%
78%. m.p. 254~258 ‘C; '"H NMR (400 MHz, CDCls) ¢:
8.74 (d, J=6.0 Hz, 1H), 8.69-8.62 (m, 1H), 8.46 (d, J=
6.8 Hz, 1H), 8.28 (d, J=6.8 Hz, 1H), 7.89~7.78 (m, 2H),
7.51~7.38 (m, 2H), 7.30~7.23 (m, 1H), 4.73 (s, 3H); 1*C
NMR (100 MHz, CDCly) d: 159.3, 151.1, 147.8, 147.3,
141.0, 134.5, 129.0, 128.8, 127.3, 127.1, 125.0, 119.2,
118.2, 116.9, 116.4, 114.1, 106.7, 32.0; HRMS (ESI) calcd
for C1sH13N,O [M+H]" 301.1089, found 301.1095.

13- 5 25 0] w3 [2',33,4] Ak BE I [1,2-b] S5 W K -
S5(13H)-Hd (3f): H il A&, 404 mg, 7% 54%. m.p.
235~238 ‘C; 'H NMR (400 MHz, CDCl3) 6: 8.85 (d, J=
5.6 Hz, 1H), 8.57 (d, J=8.1 Hz, 1H), 8.00 (d, J=5.7 Hz,
1H), 7.60 (t, J=8.1 Hz, 1H), 7.48~7.28 (m, 11H), 7.16 (s,
1H), 5.90 (s, 2H); '3C NMR (100 MHz, CDCls) d: 160.0,
141.7, 137.1, 135.5, 132.1, 130.5, 130.2, 129.4, 128.2,
128.0, 126.1, 126.0, 125.9, 125.1, 122.1, 121.4, 120.2,
120.0, 119.7, 116.6, 110.1, 106.3, 97.4, 49.5; HRMS (ESI)
calcd for CoHoN,O [M+H]" 375.1497, found 375.1492.

1- FF 3 b w5 I [2,3":3,4] ML e I [2,1-b] 1 A ik -
T H)-Fi 3g"): A @ 4, 37.3 mg, 7% 75%. m.p.
226~230 ‘C; 'H NMR (400 MHz, CDCl3) 6: 8.59 (d, J=
7.5 Hz, 1H), 8.46 (d, J=8.2 Hz, 1H), 7.83~7.72 (m, 2H),
7.42 (t, J=8.1 Hz, 1H), 7.17 (d, J=2.8 Hz, 1H), 7.10 (d,
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J=17.6 Hz, 1H), 6.47 (d, J=2.7 Hz, 1H), 4.51 (s, 3H); 1*C
NMR (100 MHz, CDCLy) d: 159.6, 147.8, 141.4, 1342,
132.5, 127.5, 127.3, 126.6, 123.9, 123.7, 118.9, 116.0,
109.2, 102.7, 38.0; HRMS (ESI) caled for CisH;2N;O
[M+H]" 250.0980, found 250.0978.

TH-WRIR F[2',3":3, 41 ML IE FF[2,1-b] W PERRR-7- i (3R"):
A A, 33.4 mg, 2% 71%. m.p. 206~209 C; 'H
NMR (400 MHz, CDCL3) : 8.79 (d, J=7.5 Hz, 1H), 8.49
(d, J=8.2 Hz, 1H), 7.99~7.93 (m, 2H), 7.89 (t, J=8.4
Hz, 1H), 7.51 (t, J=7.4 Hz, 1H), 7.13 (d, J=7.6 Hz, 1H),
6.90 (d, J=1.9 Hz, 1H); 3C NMR (100 MHz, CDCl;) ¢:
158.9, 148.9, 147.9, 1449, 139.0, 135.1, 128.6, 127.5,
127.1, 125.1, 122.7, 116.5, 108.0, 107.0; HRMS (ESI)
caled for C14HoN,0, [M+H]237.0664, found 237.0667.

TH-WEWy F£[2',3":3,4] L IE - [2, 1-5] W W bk -7l (3i):
H @ E A, 33.7 mg, P“F 67%. mp. 208~211 C; 'H
NMR (400 MHz, CDCL3) 6: 8.80 (d, J=7.6 Hz, 1H), 8.48
(d, J=8.0 Hz, 1H), 7.90~7.80 (m, 3H), 7.53~7.46 (m,
1H), 7.39 (d, J=5.2 Hz, 1H), 7.23 (d, J=7.7 Hz, 1H); 13C
NMR (100 MHz, CDCLy) d: 159.3, 148.1, 144.1, 141.0,
134.9, 133.5, 133.3, 127.4, 126.8, 125.0, 124.5, 123.2,
116.8, 109.2; HRMS (ESI) caled for C1sHoN,OS [M+H]"
253.0436, found 253.0429.

13- 5E-13,13a- &5 W I [2',3":3, 4] 0L BE 3 [2,1-6]
WA IR -5(8a)-(3j'): It [ 44, 58.5 mg, f=% 78%.
'H NMR (400 MHz, CDCl3) J: 8.82 (d, J=7.5 Hz, 1H),
8.51 (d, J=8.1 Hz, 1H), 8.09 (d, J=7.9 Hz, 1H), 7.85~
7.73 (m, 2H), 7.63~7.53 (m, 3H), 7.47 (d, J=7.5 Hz,
1H), 7.38 (t, J=7.5 Hz, 1H), 7.31~7.21 (m, 5H), 6.63 (s,
2H); *C NMR (100 MHz, CDCl3) J: 159.5, 147.4, 141.5,
141.0, 138.6, 134.4, 128.6, 1282, 127.4, 127.2, 127.1,
126.9, 124.7, 121.6, 121.3, 121.1, 120.7, 118.9. 116.3,
111.1, 107.1, 49.0; HRMS (ESI) calcd for Ci7Hi3N,0,
[M+H]" 376.1450, found 376.1448.

13- 3-2,3- — HI 4 J-13,13a- A M5 M [2',3":3.4]
MERE[2,1-b]HEMEMR-5(8aH)-BH (3K"): FIEA[E {4, 70.5 mg,
=% 81%. '"H NMR (400 MHz, CDCls) J: 8.80 (d, J=7.4
Hz, 1H), 8.03 (d, J=7.9 Hz, 1H), 7.72 (s, 1H), 7.53~7.46
(m, 3H), 7.37~7.24 (m, 6H), 7.02 (s, 1H),6.57 (s, 2H),
4.06~4.00 (m, 6H); 3C NMR (100 MHz, CDCls) §:
158.4, 155.7, 148.3, 144.1, 141.1, 140.1, 138.7, 128.6,
128.1, 127.2, 127.0, 126.7, 121.7, 121.0, 120.7, 120.5,
118.8, 111.0, 109.7, 106.8, 106.6, 105.4, 56.3, 48.9; HRMS
(ESI) caled for C;7Hi3N,O, [M+H]" 436.1661, found
436.1657.
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3-FHIE-7- 2K 3 -6,7- -1 L H-MHIE 3 [2,1-b] v M b -
11-FA3a"): AMEAE, 39.0 mg, 723 56%. m.p. 167~
170 C; 'H NMR (400 MHz, CDCl3) d: 9.03 (d, J=8.0
Hz, 1H), 8.63 (d, J=7.8 Hz, 1H), 8.34 (d, J=8.2 Hz, 1H),
7.76~7.58 (m, 4H), 7.33 (d, J=8.1 Hz, 1H), 7.00 (d, J=
7.8 Hz, 1H), 2.58 (s, 3H); '*C NMR (100 MHz, CDCls) ¢:
159.3, 147.6, 146.2, 145.8, 132.8, 132.0, 128.3, 127.5,
127.4, 127.1, 127.0, 1263, 121.9, 115.4, 112.8, 22.1;
HRMS (ESI) caled for C7H;sNoO [M+H]™ 261.1028,
found 261.1023.

2- HUAR B -7- W -6, 7- & -11H-ME g F1[2,1-5] W
WR-11-FH (3b"): A B E A, 43.1 mg, 7= 47%. m.p.
148~152 ‘C; 'H NMR (400 MHz, CDCls) d: 9.00 (d,
J=8.0 Hz, 1H), 8.63 (d, J=7.8 Hz, 1H), 7.81 (d, J=9.0
Hz, 1H), 7.77 (s, 1H), 7.72~7.57 (m, 3H), 7.47 (d, J=9.0
Hz, 1H), 7.00 (d, J=7.9 Hz, 1H), 3.98 (s, 3H); 3C NMR
(100 MHz, CDCls) §: 159.1, 157.7, 144.2, 142.4, 132.3,
131.6, 129.2, 128.4, 127.6, 126.8, 126.4, 125.9, 121.9,
118.3, 1132, 105.6, 55.8; HRMS (ESI) caled for
C17H13N,0, [M+H]" 211.0871, found 211.0866.

323 6-3 K23 A F oLk ER(4)89 & &

] [ NG AR IS I 2- 75 ik IR 1 (0.2
mmol). BRI 24 G 2 (0.4 mmol). [Ru(p-cymene)Cla],
(0.01 mmol). AgSbF (0.04 mmol)f1 DCE (2.0 mL). Sz
IREYIEM 60 CHFE 12 h. BEFAHEZIR)E, |
B I I e e PR IR B AR, A A R
B TG00 ot Y00 o ek s vk (PR iV A T b/ TR &
g, V. V=5 DALk RE ) 4.

6- ¥ FE-5,6- - 5 -8 H- 5 WE IR [ 1,2-b] W M I -8-
(4a): FIEAEA, 43.3 mg, /=% 82%. m.p. 232~236 C;
'H NMR (400 MHz, DMSO-ds) J: 8.42 (d, J=7.8 Hz,
1H), 8.20 (d, J=7.9 Hz, 1H), 7.89~7.81 (m, 1H), 7.75 (d,
J=8.1 Hz, 1H), 7.59~7.50 (m, 2H), 7.49~7.36 (m, 2H),
6.82~6.60 (m, 2H), 3.34 (d, J=17.4 Hz, 1H), 3.16 (d, J=
15.9 Hz, 1H); 3C NMR (100 MHz, DMSO-ds) d: 160.7,
148.6, 147.9, 1352, 1352, 132.3, 129.5, 128.8, 127.9,
127.4, 127.4,127.1, 127.0, 121.1, 71.6, 34.8; HRMS (ESI)
caled for C;7Hi3N,O, [M + H] © 265.0977, found
265.0972.

3-JR-6-F5FE-5,6- A -8H- 7 WEIR I [1,2-5] W M Ik -
8-Ff(4b): A EA, 44.5 mg, F%F 65%. mp. 244~
247 °C; 'H NMR (400 MHz, DMSO-ds) J: 8.34 (d, J=8.4
Hz, 1H), 8.22 (d, J=7.9 Hz, 1H), 7.88 (t, J=8.5 Hz, 1H),
7.77 (d, J=8.3 Hz, 1H), 7.73~7.64 (m, 2H), 7.57 (t, J=
8.1 Hz, 1H), 6.80 (d, J=4.6 Hz, 1H), 6.71~6.68 (m, 1H),
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3.36 (d, J=16.2 Hz, 1H), 3.24 (d, J=16.6 Hz, 1H); *C
NMR (100 MHz, CDCL) d: 160.6, 148.0, 147.6, 137.7,
135.3, 132.1, 130.6, 129.4, 128.1, 127.9, 127.4, 127.0,
126.0, 1212, 71.6, 34.5; HRMS (ESI) caled for
Ci7H13N,0, [M+H]" 343.0082, found 343.0079.

6-F2 Fk-3- = g5 1 5L -5,6- -8 H-F MR I 1,2-b]
M4 Ik -8- T (4¢): [ (0 [E 44, 45.8 mg, P5F 69%. m.p.
238~241 °C; 'H NMR (400 MHz, DMSO-ds) J: 8.62 (d,
J=8.2 Hz, 1H), 8.25 (d, J=17.9 Hz, 1H), 7.96~7.87 (m,
2H), 7.83 (d, J=8.6 Hz, 2H), 7.61 (t, J=7.5 Hz, 1H), 6.73
(s, 1H), 3.54~3.29 (m, 2H); '3C NMR (100 MHz,
DMSO-ds) 6: 160.4, 147.5, 136.5, 135.3, 132.2 (q, J=32.4
Hz), 128.2, 128.1, 127.7, 127.0, 126.5 (q, J=3.8 Hz),
124.4 (q, J=272.7 Hz), 121.4, 71.5, 34.6; ""F NMR (376
MHz, CDCl;) ¢6: — 60.4; HRMS (ESI) caled for
Ci7H13N,0, [M+H]" 333.0851, found 333.0855.

6- 72 Jk-3-H s J-5,6- — -8 H- ¢ ME bR - [ 1,2-b ] v 1A
WK-8-HF(4d): A ELE A, 45.1 mg, 723 70%. m.p. 258~
262 C; 'H NMR (400 MHz, DMSO-ds) d: 8.53 (d, J=
7.8, Hz, 1H), 8.23 (d, J=8.0 Hz, 1H), 8.07~7.97 (m, 2H),
7.89 (t, J=8.5, Hz, 1H), 7.80 (d, J=8.3 Hz, 1H), 7.59 (t,
J=8.1 Hz, 1H), 6.86~6.67 (m, 2H), 3.93 (s, 3H), 3.44~
3.33 (m, 2H); '3C NMR (100 MHz, DMSO-ds): 166.2,
160.5, 147.8, 147.6, 135.7, 135.3, 132.9, 132.6, 130.3,
128.1, 128.0, 127.7, 127.7, 127.0, 121.3, 71.6, 52.8, 34.7,
HRMS (ESI) caled for Ci7H;3N,0, [M+H]™ 323.1032,
found 323.1028.

6-F2 K -3- = g AR B -5,6- A -8H-FEMKIF[1,2-b]
W L IRR-8- T (de): (LA, 51.5 mg, /& 74%. m.p.
182~185 C; '"H NMR (400 MHz, DMSO-ds) J: 8.54 (d,
J=8.7 Hz, 1H), 8.24 (d, J=8.0 Hz, 1H), 7.89 (t, J=8.5
Hz, 1H), 7.79 (d, J=7.5 Hz, 1H), 7.58 (d, J=7.5 Hz, 1H),
7.55~7.37 (m, 2H), 6.83 (s, 1H), 6.71 (s, 1H), 3.40 (d, J=
16.6 Hz, 1H), 3.31 (d, J=16.7 Hz, 1H); 3C NMR (100
MHz, DMSO-ds) 6: 160.5, 151.2, 147.6, 138.1, 135.3,
129.8, 128.0, 127.9, 127.4, 127.0, 121.8, 121.3, 121.2,
120.5 (d, J=257.2 Hz), 71.5, 34.7; '9F NMR (376 MHz,
CDCl3) 6: —57.4; HRMS (ESI) caled for C;7Hi;3N20;
[M+H]" 349.0800, found 349.0803.

2-1R-6-F2FE-5,6- — Z(-8H- 5 WE IR [ 1,2-b] 1/ M2 Ik -
8-l (4f): I AE A, 49.9 mg, F7FE 73%. m.p. 266~
269 °C; 'H NMR (400 MHz, DMSO-ds) J: 8.62 (d, J=2.1
Hz, 1H), 8.31 (d, J=8.0 Hz, 1H), 7.97 (t, J=7.6 Hz, 1H),
7.90 (d, J=8.1 Hz, 1H), 7.83 (d, J=8.1 Hz, 1H), 7.66 (t,
J=17.5 Hz, 1H), 7.51 (d, J=8.1 Hz, 1H), 6.87 (d, J=4.5
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Hz, 1H), 6.78 (s, 1H), 3.39 (d, J=17.3 Hz, 2H), 3.31 (d,
J=16.6 Hz, 1H); 3C NMR (100 MHz, DMSO-ds) §:
160.5, 147.5, 147.3, 135.3, 134.8, 134.6, 131.8, 130.9,
129.5, 128.0, 127.5, 127.0, 121.3, 120.3, 71.5, 34.4;
HRMS (ESI) caled for C7H3sN,0, [M+H]" 343.0082,
found 343.0079.

1-5-6-F2 3L -5,6- — -8 H- 5 WE IR [ 1,2-b] e M pf -
8-Fi(4g): HEEMK, 47.7 mg, % 80%. m.p. 198~
201 ‘C;'H NMR (400 MHz, DMSO-ds) 6: 8.25 (d, J=8.0
Hz, 1H), 7.90 (t, J=8.4 Hz, 1H), 7.77 (d, J=8.1 Hz, 1H),
7.66~7.47 (m, 3H), 7.43 (d, J=7.3 Hz, 1H), 6.62 (s, 1H),
3.36 (d, J=16.2 Hz, 1H), 3.21 (d, J=16.2 Hz, 1H); 1*C
NMR (100 MHz, DMSO-de) d: 160.3, 147.0, 146.4, 138.9,
135.2, 133.2, 132.3, 131.2, 128.6, 128.1, 127.8, 126.9,
126.8, 121.1, 71.4, 36.2; HRMS (ESI) calcd for C;7H;3N,-
0, [M+H]" 299.0587, found 299.0585.

6- 2 Fk-1-H JE-5,6- - E -8 H- 7 WEMR F [ 1,2-B] W Wk Ik
-8-Ff(4h): HEEE, 47.8 mg, F5F 86%. m.p. 239~
242 “C;'H NMR (400 MHz, DMSO-ds) 6: 8.24 (d, J=7.9
Hz, 1H), 7.87 (t, J=8.5 Hz, 1H), 7.75 (d, J=8.2 Hz, 1H),
7.57 (T, J=8.1 Hz, 1H), 7.41 (t, J=7.5 Hz, 1H), 7.31 (d,
J=17.5Hz, 1H), 7.26 (d, J=7.4 Hz, 1H), 6.63 (s, 1H), 3.30
(d, J=16.0 Hz, 1H), 3.15 (d, J=16.2 Hz, 1H), 2.86 (s,
3H); *C NMR (100 MHz, DMSO-ds) J: 160.6, 149.1,
147.3, 139.6, 136.4, 135.0, 131.5, 131.1, 127.9, 127.7,
127.5, 127.3, 126.8, 120.8, 71.3, 36.1, 24.2; HRMS (ESI)
caled for C;7H;3sN.O, [M + H] " 279.1134, found
279.1131.

6-F5E-3-H 4 JE-5,6- -8 H- 7 WE bR - [1,2-] W 14
Wk-8-HF(4i): FEA, 50.0 mg, % 85%. m.p. 238~
241 “C;'H NMR (400 MHz, DMSO-ds) 6: 8.37 (d, J=8.6
Hz, 1H), 8.20 (d, J=8.0 Hz, 1H), 7.85 (t, J=8.4 Hz, 1H),
7.73 (d, J=8.3 Hz, 1H), 7.52 (t, J=8.1 Hz, 1H), 7.08~
6.96 (m, 2H), 6.75~6.65 (m, 2H), 3.89 (s, 3H), 3.33 (d,
J=14.8 Hz, 1H), 3.18 (d, J=16.6 Hz, 1H); 3C NMR (100
MHz, DMSO-ds) : 159.1, 157.7, 144.2, 142.4, 132.3,
131.6, 129.2, 128.4, 127.6, 126.8, 126.4, 125.9, 121.9,
1183, 113.2, 105.6, 55.8; HRMS (ESI) caled for
C17H13N,0, [M+H]" 295.1083, found 295.1081.

5-¥2 3 -3a,4,5,12b-PU S -7TH-FR I 3 [2',3":3,4] ML g -
[2,1-b]EPEIbR-7-Fl(4j): ALK, 41.5 mg, 2% 81%.
m.p. 199~203 C; 'H NMR (400 MHz, DMSO-ds) o:
8.19 (d, J=7.9 Hz, 1H), 8.02 (d, J=1.8 Hz, 1H), 7.83 (t,
J=17.4 Hz, 1H), 7.69 (d, J=8.2 Hz, 1H), 7.51 (t, J=8.3
Hz, 1H), 6.77 (d, J=1.8 Hz, 1H), 6.68 (d, J=4.4 Hz, 1H),
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323 (d, J=17.3 Hz, 1H), 3.08 (d, J/=17.3 Hz, 1H); '*C
NMR (100 MHz, DMSO-dg) J: 160.5, 148.2, 147.7, 142.2,
142.0, 135.2, 127.4, 127.1, 126.8, 126.5, 121.2, 112.7,
73.6, 28.7; HRMS (ESI) calcd for C7H;3N,O, [M+H]"
255.0770, found 255.0775.

5-$23k-3a,4,5,12b-PU&(-7TH-WEW) F£[2',3":3 4]0 BE FF
[2,1-b]WEPembk-7-Fr(4k): I EEA, 42.4 mg, 72K 78%.
m.p. 253~255 C; 'H NMR (400 MHz, DMSO-de) §:
8.21 (d, J=8.0 Hz, 1H), 7.90 (d, J=5.0 Hz, 1H), 7.84 (t,
J=8.4 Hz, 1H), 7.68 (d, J=8.2 Hz, 1H), 7.52 (t, J=8.2
Hz, 1H), 7.20 (d, J=5.0 Hz, 1H), 6.73 (s, 1H), 3.49~3.03
(m, 2H); '*C NMR (100 MHz, DMSO-ds) d: 160.5, 147.9,
146.2, 141.4, 1352, 132.9, 129.8, 129.0, 127.1, 126.7,
121.2,73.3, 31.8; HRMS (ESI) calcd for C;7H3N,0, [M+
H]" 271.0541, found 271.0543.
324 RABER

) [N A H AR RS AN 2- 248 35 1 M R -4 (3 ) - il (1.0)
(1111.2 mg, 5.0 mmol). BRI Z MM 2 (860.4 mg, 10.0
mmol). [Ru(p-cymene)Cl], (153.1 mg, 0.25 mmol).
AgSbFs (343.6 mg, 1.0 mmol)f DCE (25.0 mL). ik
SYLENE 140 CHEEE 12 h. BERANE SRR, BE
Yy i v el R IR B VAR A A A LR
CTRPE R, 0 Rk R s AR RIS B 3a
(848.7 mg, =% 69%).
325 AAARFEE

IF1) B AR IR AR N 2- 2% Dk v IR ik -4(3 D) - il (1.2)
(44.4 mg, 0.2 mmol). KR ZMlE 2 (344 mg, 0.4
mmol). [Ru(p-cymene)Cl,], (6.1 mg, 0.01 mmol). AgSbFe
(13.7 mg, 0.04 mmol). D,O (0.2 mL)F! DCE (2.0 mL). %
RIVREPILEH 140 CHIFE 12 he BEEAERER, B
E I I R L SR IR R B B VAL A A A 2
R CEE VMR, T R i vk (e B A T R
LHiE, VI V=10 . DAIRRYIFEEY) 1a F1Y) 3a.
3.2.6 KIE %3

) 5 O PR I 2- 2 i Wk bR -4((3 ) -l (12) (0.20
mmol). 1a-Ds (0.20 mmol)~ K IV 2. 4% 2 (0.20 mmol).
[Ru(p-cymene)Clz]> (6.1 mg, 0.01 mmol). AgSbFs (13.7
mg, 0.04 mmol)fl DCE (2.0 mL). & &HITE MG
140 CHi#E 12 h. B/ HE =R, REVETESRE -
Tk 8 I R o 25 A R A FH A i TR R 2R 2 B R I
TR e R (Ve AR CBR R, VL V=
10 : DZALERRP15 274 3a 1 3a-Da.
327 RFRR

) S N RS N 2-(4-( = 480 PP 3 ) 2% 6 ) s e o -
4(3H)-Tif (1e, 0.20 mmol). 2-(4- FF 4 3 2 JE ) s 1A -

1548 http://sioc-journal.cn/

© 2023 Shanghai Institute of Organic Chemistry, Chinese Academy of Sciences

4(3H)-H(1h, 0.20 mmol), BRI ZMHE(2, 0.20 mmol),
[Ru(p-cymene)Cl]> (6.1 mg, 0.01 mmol), AgSbFs (13.7
mg, 0.04 mmol)f1 DCE (2.0 mL). <N &YITE S
140 CHifE 12 h. PEAHNZ SRS, BEYIES R
A 3 SRR R 2V . A8 R TR RN 2R 2 TR e R
T R SR (VR AR LR OB, VI V=
10 : DZLEE KPR 279 3e (5.1 mg, =% 8%)F1 3h
(35.3 mg, 7# 64%).
3.2.8  AARELE IS

] e B IS N 6- 38 56 -5,6- — & -8 H- 57 M Ik -
[1,2-b] MEIpR-8-Fl(4a, 0.20 mmol). [Ru(p-cymene)Cl,],
(6.1 mg, 0.01 mmol). AgSbFs (13.7 mg, 0.04 mmol)F!
DCE (2.0 mL). RPFVREWIFEH 140 CHiFE 12 h. BE
JEA AR EIR G, TRV O U B L
T A A e T R 2 TR R e Rt v e e i e € 2 (k
Wi AmEE 2R 28, Vi V=10 DAk RYE 3
P24 3a (38.4 mg, FEER 78%).

4 Bh #1 #} (Supporting Information) =4 3a~ 3n,
3a'~3K', 3a"~3b"fll 4a~4k [ 'H NMR. 3C NMR /%
19F NMR ¥ Bl LR GAR S50 . KIE SEIG ik &, ik btk
AT LA B 9 AT 3 (http://sioc-journal.cn/) - T 3.

References

[17 (a) Ikuta, A.; Urabe, H.; Nakamura, T. J. Nat. Prod. 1998, 61, 1012.
(b) Patil, S.; Kamath, S.; Sanchez, T.; Neamati, N.; Schinazi, R. F.;
Buolamwini, J. K. Bioorg. Med. Chem. 2007, 15, 1212.

(¢c) Chinigo, G M.; Paige, M.; Grindrod, S.; Hamel, E.;
Dakshanamurthy, S.; Chruszcz, M.; Minor, W.; Brown, M. L. J.
Med. Chem. 2008, 51, 4620.

(d) Gatadi, S.; Lakshmi, T. V.; Nanduri, S. Eur. J. Med. Chem.
2019, /70, 157.

[2] (a) Qiu,J. Y.; Zhou, Q. Q.; Zou, Y. T; Li, S. Q.; Yang, L. H.; Chen,
W.; Gao, J.; Gu, X. K. Eur. J. Med. Chem. 2022, 231, 114159.

(b) Soliman, A. M.; Karam, H. M.; Mekkawy, M. H.; Higgins, M.;
Dinkova-Kostova, A. T.; Ghorab, M. M. Eur. J. Med. Chem. 2020,
200, 112467.

(c) Elfeky, S. M.; Sobahi, T. R.; Gineinah, M. M.; Ahmed, N. S.
Arch. Pharm. Chem. Life Sci. 2020, 353, 1900211.

(d) Hudson, L.; Mui, J.; Vazquez, S.; Carvalho, D. M.; Williams,
E.; Jones, C.; Bullock, A. N. Hoelder, S. J. Med. Chem. 2018, 61,
7261.

(e) Wang, S. Q.; Huang, W. Y.; Zhang, X. R.; Zhang, X. T.; Pan, C.
X. Chin. J. Org. Chem. 2020, 40, 959 (in Chinese).

(EME, W\, sK/AEE, sKBel®, MR, A Aues, 2020,
40,959.)

[3] (a)Ikuta, A.; Urabe, H.; Nakamura, T. J. Nat. Prod. 1998, 61, 1012.
(b) Patil, S.; Kamath, S.; Sanchez, T.; Neamati, N.; Schinazi, R. F.;
Buolamwini, J. K. Bioorg. Med. Chem. 2007, 15, 1212.

(¢) Chinigo, G. M.; Paige, M.; Grindrod, S.; Hamel, E;
Dakshanamurthy, S.; Chruszcz, M.; Minor, W.; Brown, M. L. J.
Med. Chem. 2008, 51, 4620.

(d) Khan, L.; Ibrar, A.; Ahmed, W.; Saced, A. Eur. J. Med. Chem.
2015, 90, 124.

[4] (a) Banerji, B.; Bera, S.; Chatterjee, S.; Killi, S. K.; Adhikary, S.
Chem.-Eur. J. 2018, 24, 17897.

Chin. J. Org. Chem. 2023, 43, 1537~1549



Chinese Journal of Organic Chemistry

[3]

(6]

(7]

(8]
(9]

[10]

Chin. J. Org. Chem. 2023, 43, 1537~1549

(b) Kim, S.; Jeoung, D.; Kim, K.; Lee, S. B.; Lee, S. H.; Park, M.
S.; Ghosh, P.; Mishra, N. K.; Hong, S.; Kim, 1. S. Eur. J. Org.
Chem. 2020, 2020, 7134.

(a) Wang, F.; Yu, S. J.; Li, X. W. Chem. Soc. Rev. 2016, 45, 6462.
(b) Kumar, D.; Vemula, S. R.; Cook, G. R. ACS Catal. 2016, 6,
3531.

(¢) Kim, D.-S.; Park, W.-J.; Jun, C.-H. Chem. Rev. 2017, 117, 8977.
(d) Hong, S. Y.; Park, Y.; Hwang, Y.; Kim, Y. B.; Baik, M.; Chang,
S. Science 2018, 359, 1016.

(e) Gandeepan, P.; Miiller, T.; Zell, D.; Cera, G; Warratz, S.;
Ackermann, L. Chem. Rev. 2019, 119, 2192.

(a) Lee, J. B.; Kang, M. E.; Kim, J.; Lee, C. Y.; Kee, J.-M.; Myung,
K.; Park, J.-U.; Hong, S. Y. Chem. Commun. 2017, 53, 10394.

(b) Yu, Y.; Yue, Y.; Wang, D.; Li, X.; Chen, C.; Peng, J. Synthesis
2016, 48, 3941.

(c) Banerji, B.; Bera, S.; Chatterjee, S.; Killi, S. K.; Adhikary, S.
Chem.-Eur. J. 2016, 22, 3506.

(a) Lu, H.; Yang, Q.; Zhou, Y.; Guo, Y.; Deng, Z.; Ding, Q.; Peng,
Y. Org. Biomol. Chem. 2014, 12, 758.

(b) Kumaran, S.; Parthasarathy, K. Eur. J. Org. Chem. 2020, 2020,
866.

(c) Huang, T.; Wang, T.; Shi, Y.; Chen, J.; Guo, X.; Lai, R.; Liu, X.;
Wu, Z.; Peng, D.; Wang, L.; Li, H.; Hai, L.; Wu, Y. Org. Lett. 2021,
23, 1548.

Cai, P;; Zhang, E.; Wu, Y.; Fang, T.; Li, Q.; Yang, C.; Wang, J.;
Shang, Y. ACS Omega 2018, 3, 14575.

Zhang, J.; Wang, X.; Chen, D.; Kang, Y.; Ma, Y.; Szostak, M. J.
Org. Chem. 2020, 85, 3192.

(a) Rohokale, R. S.; Kalshetti, R. G.; Ramana, C. V. J. Org. Chem.
2019, 84, 2951.

(b) Lou, M.; Deng, Z.; Mao, X.; Fu, Y.; Yang, Q.; Peng, Y. Org.

(1]

[12]

[13]

[14]

[15]

© 2023 Shanghai Institute of Organic Chemistry, Chinese Academy of Sciences

ARTICLE
Biomol. Chem. 2018, 16, 1851.

(a) Ghosh, K.; Nishii, Y.; Miura, M. ACS Catal. 2019, 9, 11455.

(b) Li, X.; Huang, T.; Song, Y.; Qi, Y.; Li, L.; Li, Y.; Xiao, Q.;
Zhang, Y. Org. Lett. 2020, 22, 5925.

(c) Li, Y.; Wang, H.; Li, Y.; Li, Y.; Sun, Y.; Xia, C.; Li, Y. J. Org.
Chem. 2021, 86, 18204.

(d) Huang, X.; Xu, Y.; Li, J.; Lai, R.; Luo, Y.; Wang, Q.; Yang, Z.;
Wu, Y. Chin. Chem. Lett. 2021, 32, 3518.

(e) Shi, B. S.; Guo, H. X.; Sun, W.; Sun, M. Tetrahedron Lett. 2022,
99, 153854.

(a) Nan, J.; Ma, Q.; Yin, J. C.; Liang, C.; Tian, L.; Ma, Y. M. Org.
Chem. Front. 2021, 8, 1764.

(b) Nan, J.; Yin, J. C.; Gong, X.; Hu, Y.; Ma, Y. M. Org. Lett. 2021,
23, 8910.

(c) Hu, Y.; Nan, J.; Yin, J. C.; Huang, G. J.; Ren, X.; Ma, Y. M. Org.
Lett. 2021, 23, 8527.

(a) Wang, Z. H.; Wang, H.; Li, L.; Zhou, M. D. Org. Lett. 2021, 23,
3,995.

(b) Chen, Y. C.; Huang, X.; Xu, Y. Y.; Li, J. L.; Lai, R. Z.; Guan,
M.; Wu, Y. Synlett 2021, 32, 1963

(a) Yang, Y.; Zhu, C.; Zhang, M.; Huang, S.; Lin, J.; Pan, X.; Su, W.
Chem. Commun. 2016, 52, 12869.

(b) Badolato, M.; Aiello, F.; Neamati, N. RSC Adv. 2018, 8, 20894.
(c) Gatadi, S.; Lakshmi, T. V.; Nanduri, S. Eur: J. Med. Chem. 2019,
170, 157.

(a) Huang, J.; Chen, W.; Liang, J. Z.; Yang, Q.; Fan, Y.; Chen, M.
W.; Peng, Y. Y. J. Org. Chem. 2021, 86, 14866.

(b) Das, S.; Mondal, R.; Chakraborty, G.; Guin, A. K.; Das, K.;
Paul, N. D. ACS Catal. 2021, 11, 7498.

(c) Wei, L. S.; He, G X.; Kong, X. F.; Pan, C. X.; Mo, D. L.; Su, G.
F.J. Org. Chem. 2018, 83, 6719.

(Zhao, C.)

1549

http://sioc-journal.cn/




<<
  /ASCII85EncodePages false
  /AllowTransparency false
  /AutoPositionEPSFiles true
  /AutoRotatePages /None
  /Binding /Left
  /CalGrayProfile (Dot Gain 20%)
  /CalRGBProfile (sRGB IEC61966-2.1)
  /CalCMYKProfile (U.S. Web Coated \050SWOP\051 v2)
  /sRGBProfile (sRGB IEC61966-2.1)
  /CannotEmbedFontPolicy /Error
  /CompatibilityLevel 1.4
  /CompressObjects /Tags
  /CompressPages true
  /ConvertImagesToIndexed true
  /PassThroughJPEGImages true
  /CreateJobTicket false
  /DefaultRenderingIntent /Default
  /DetectBlends true
  /DetectCurves 0.0000
  /ColorConversionStrategy /CMYK
  /DoThumbnails false
  /EmbedAllFonts true
  /EmbedOpenType false
  /ParseICCProfilesInComments true
  /EmbedJobOptions true
  /DSCReportingLevel 0
  /EmitDSCWarnings false
  /EndPage -1
  /ImageMemory 1048576
  /LockDistillerParams false
  /MaxSubsetPct 100
  /Optimize true
  /OPM 1
  /ParseDSCComments true
  /ParseDSCCommentsForDocInfo true
  /PreserveCopyPage true
  /PreserveDICMYKValues true
  /PreserveEPSInfo true
  /PreserveFlatness true
  /PreserveHalftoneInfo false
  /PreserveOPIComments true
  /PreserveOverprintSettings true
  /StartPage 1
  /SubsetFonts true
  /TransferFunctionInfo /Apply
  /UCRandBGInfo /Preserve
  /UsePrologue false
  /ColorSettingsFile ()
  /AlwaysEmbed [ true
  ]
  /NeverEmbed [ true
  ]
  /AntiAliasColorImages false
  /CropColorImages true
  /ColorImageMinResolution 300
  /ColorImageMinResolutionPolicy /OK
  /DownsampleColorImages true
  /ColorImageDownsampleType /Bicubic
  /ColorImageResolution 600
  /ColorImageDepth -1
  /ColorImageMinDownsampleDepth 1
  /ColorImageDownsampleThreshold 1.50000
  /EncodeColorImages true
  /ColorImageFilter /DCTEncode
  /AutoFilterColorImages true
  /ColorImageAutoFilterStrategy /JPEG
  /ColorACSImageDict <<
    /QFactor 0.15
    /HSamples [1 1 1 1] /VSamples [1 1 1 1]
  >>
  /ColorImageDict <<
    /QFactor 0.15
    /HSamples [1 1 1 1] /VSamples [1 1 1 1]
  >>
  /JPEG2000ColorACSImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /JPEG2000ColorImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /AntiAliasGrayImages false
  /CropGrayImages true
  /GrayImageMinResolution 300
  /GrayImageMinResolutionPolicy /OK
  /DownsampleGrayImages true
  /GrayImageDownsampleType /Bicubic
  /GrayImageResolution 600
  /GrayImageDepth -1
  /GrayImageMinDownsampleDepth 2
  /GrayImageDownsampleThreshold 1.50000
  /EncodeGrayImages true
  /GrayImageFilter /DCTEncode
  /AutoFilterGrayImages true
  /GrayImageAutoFilterStrategy /JPEG
  /GrayACSImageDict <<
    /QFactor 0.15
    /HSamples [1 1 1 1] /VSamples [1 1 1 1]
  >>
  /GrayImageDict <<
    /QFactor 0.15
    /HSamples [1 1 1 1] /VSamples [1 1 1 1]
  >>
  /JPEG2000GrayACSImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /JPEG2000GrayImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /AntiAliasMonoImages false
  /CropMonoImages true
  /MonoImageMinResolution 1200
  /MonoImageMinResolutionPolicy /OK
  /DownsampleMonoImages true
  /MonoImageDownsampleType /Bicubic
  /MonoImageResolution 1200
  /MonoImageDepth -1
  /MonoImageDownsampleThreshold 1.50000
  /EncodeMonoImages true
  /MonoImageFilter /CCITTFaxEncode
  /MonoImageDict <<
    /K -1
  >>
  /AllowPSXObjects false
  /CheckCompliance [
    /None
  ]
  /PDFX1aCheck false
  /PDFX3Check false
  /PDFXCompliantPDFOnly false
  /PDFXNoTrimBoxError true
  /PDFXTrimBoxToMediaBoxOffset [
    0.00000
    0.00000
    0.00000
    0.00000
  ]
  /PDFXSetBleedBoxToMediaBox true
  /PDFXBleedBoxToTrimBoxOffset [
    0.00000
    0.00000
    0.00000
    0.00000
  ]
  /PDFXOutputIntentProfile ()
  /PDFXOutputConditionIdentifier ()
  /PDFXOutputCondition ()
  /PDFXRegistryName ()
  /PDFXTrapped /False

  /CreateJDFFile false
  /Description <<

    /BGR <>
    /CHT <FEFF4f7f752890194e9b8a2d7f6e5efa7acb7684002000410064006f006200650020005000440046002065874ef69069752865bc9ad854c18cea76845370524d5370523786557406300260a853ef4ee54f7f75280020004100630072006f0062006100740020548c002000410064006f00620065002000520065006100640065007200200035002e003000204ee553ca66f49ad87248672c4f86958b555f5df25efa7acb76840020005000440046002065874ef63002>
    /CZE <>
    /DAN <>
    /DEU <>
    /ESP <>
    /ETI <>
    /FRA <>
    /GRE <>

    /HRV (Za stvaranje Adobe PDF dokumenata najpogodnijih za visokokvalitetni ispis prije tiskanja koristite ove postavke.  Stvoreni PDF dokumenti mogu se otvoriti Acrobat i Adobe Reader 5.0 i kasnijim verzijama.)
    /HUN <>
    /ITA <>
    /JPN <FEFF9ad854c18cea306a30d730ea30d730ec30b951fa529b7528002000410064006f0062006500200050004400460020658766f8306e4f5c6210306b4f7f75283057307e305930023053306e8a2d5b9a30674f5c62103055308c305f0020005000440046002030d530a130a430eb306f3001004100630072006f0062006100740020304a30883073002000410064006f00620065002000520065006100640065007200200035002e003000204ee5964d3067958b304f30533068304c3067304d307e305930023053306e8a2d5b9a306b306f30d530a930f330c8306e57cb30818fbc307f304c5fc59808306730593002>
    /KOR <FEFFc7740020c124c815c7440020c0acc6a9d558c5ec0020ace0d488c9c80020c2dcd5d80020c778c1c4c5d00020ac00c7a50020c801d569d55c002000410064006f0062006500200050004400460020bb38c11cb97c0020c791c131d569b2c8b2e4002e0020c774b807ac8c0020c791c131b41c00200050004400460020bb38c11cb2940020004100630072006f0062006100740020bc0f002000410064006f00620065002000520065006100640065007200200035002e00300020c774c0c1c5d0c11c0020c5f40020c2180020c788c2b5b2c8b2e4002e>
    /LTH <>
    /LVI <>
    /NLD (Gebruik deze instellingen om Adobe PDF-documenten te maken die zijn geoptimaliseerd voor prepress-afdrukken van hoge kwaliteit. De gemaakte PDF-documenten kunnen worden geopend met Acrobat en Adobe Reader 5.0 en hoger.)
    /NOR <>
    /POL <>
    /PTB <>
    /RUM <>
    /RUS <>
    /SKY <>
    /SLV <>
    /SUO <>
    /SVE <>
    /TUR <>
    /UKR <>
    /ENU (Use these settings to create Adobe PDF documents best suited for high-quality prepress printing.  Created PDF documents can be opened with Acrobat and Adobe Reader 5.0 and later.)
    /CHS <FEFF4f7f75288fd94e9b8bbe5b9a521b5efa7684002000410064006f006200650020005000440046002065876863900275284e8e9ad88d2891cf76845370524d53705237300260a853ef4ee54f7f75280020004100630072006f0062006100740020548c002000410064006f00620065002000520065006100640065007200200035002e003000204ee553ca66f49ad87248672c676562535f00521b5efa768400200050004400460020658768633002>
  >>
  /Namespace [
    (Adobe)
    (Common)
    (1.0)
  ]
  /OtherNamespaces [
    <<
      /AsReaderSpreads false
      /CropImagesToFrames true
      /ErrorControl /WarnAndContinue
      /FlattenerIgnoreSpreadOverrides false
      /IncludeGuidesGrids false
      /IncludeNonPrinting false
      /IncludeSlug false
      /Namespace [
        (Adobe)
        (InDesign)
        (4.0)
      ]
      /OmitPlacedBitmaps false
      /OmitPlacedEPS false
      /OmitPlacedPDF false
      /SimulateOverprint /Legacy
    >>
    <<
      /AddBleedMarks false
      /AddColorBars false
      /AddCropMarks false
      /AddPageInfo false
      /AddRegMarks false
      /ConvertColors /ConvertToCMYK
      /DestinationProfileName ()
      /DestinationProfileSelector /DocumentCMYK
      /Downsample16BitImages true
      /FlattenerPreset <<
        /PresetSelector /MediumResolution
      >>
      /FormElements false
      /GenerateStructure false
      /IncludeBookmarks false
      /IncludeHyperlinks false
      /IncludeInteractive false
      /IncludeLayers false
      /IncludeProfiles false
      /MultimediaHandling /UseObjectSettings
      /Namespace [
        (Adobe)
        (CreativeSuite)
        (2.0)
      ]
      /PDFXOutputIntentProfileSelector /DocumentCMYK
      /PreserveEditing true
      /UntaggedCMYKHandling /LeaveUntagged
      /UntaggedRGBHandling /UseDocumentProfile
      /UseDocumentBleed false
    >>
  ]
>> setdistillerparams
<<
  /HWResolution [2400 2400]
  /PageSize [612.000 792.000]
>> setpagedevice


