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[0012] (D) R BiSE R JE » 98k 28 TR 223 71, Bk B W0k FHRE A 2 4 49 & Al AL R 15 77
HH o

[0013]  ZBR (1 H A fEAL 0 B 2L S P 28 &g (D) 54k, = (2,27 - Bkt ie) —
FALETV1,3- X (2,4,6- = FFERIL) -2- (RMEREESE) (&R H 3E) (3R RS 47
[ — el — ML k.
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[0016]  SBIR (D KN AT L 1,2- S ke 1, 4- R P 2R SR —Fhag,
— MLk

[0017]  JB 3R (1 " 2- R R R G TN A TR AL S 1) - F A7) < RS 1) - R 25 () BB /R
Ebl 1:(2.0~3.0): (0.02~0.05) : (0.2~1.0): (0.2~0.5) »

[0018] 2B (1 Hh2- BRI G W [ RLR B 90.05~0.2 mol/L.

[0019]  FHRZREILIREHE CH NMR) VBRI (°C NMR) BA B2 5 43 3% S 52 7 ZE 5 3 E IR C-
CHELL A& pi6 - 4 HE FERE T AE DR 45 4 o Forb AR W LR B SR FVarian INOVA-400 ZYA% 1
FJEPRACM 52 5 A PY A J5e (TMS) AW bR (8 0 ppm) , STARE A NIE A 5 =1 2 HF G
Agilent 1946B JFii (Sl 5E o

= JENSL) S

[0020] " i & A FLAR St U5 A A K AR RE— 2B IR A7 Bl X AR Y A B . (ELEAS
AE LA LR BIR 1] A% S I AR ASURIVE BB 11 A 75 B 0 SO e [ 2 AU R 3 e R ) 9
(00211 SZjtasiBil1 - AL S LI A5

[0023] (1) 7R3 ¥ T A AR N, 47 - H - 62K -2 - 2 1% (366 mg, 0.20 mmol),
TR (82.5 mg, 0.4 mmoD) , XL R R IR &AL (I1) —FK 6.1 mg,
0.01 mmoD) , MiFf% 6.1 mg,0.1 mmol) , BEERER (22.0 mg, 0.08 mmol) , 5 HF % (2.0 mL),
255 R T 100°C s an LA #E48 h;

[0024] () R NFERNG » B4R R RAE E AT 3 B A AL RO A5 7= 47 .5 mg, B8 E iR A4
s %64%; 'H NMR (400 MHz, Chloroform-d) & 7.69-7.63 (m, 2H), 7.49-7.42 (m,
1M, 7.39-7.27 (m, ), 7.23 (s, 1H), 7.19 (t, J = 7.4 Hz, 1H), 7.15-7.08 (m,
3H), 6.87 (t, J = 7.4 Hz, 2H), 6.53 (d, J = 7.5 Hz, 1H), 2.31 (s, 3H). “C NWR
(100 MHz, Chloroform-d) & 166.0, 149.3, 144.2, 140.7, 136.7, 136.6, 136.5,
133.5, 131.1, 130.3, 129.2, 129.1, 128.6, 128.6, 128.1, 127.8, 127.8, 127.3,
127.0, 125.7, 124.5, 121.4, 118.1, 21.1. HRMS (ESD): 5{HC,H,N M + H]
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372.1747, SEMME :372.1748,
[0025]  SEZjit SEA512 : A & W20 A

[0027] (1) ZEVE I RS e TP AR RN , 47 - ZBE 3 - B8 - 2- B % (42.2 mg, 0.20
mmol) , " ZRIEIATIEHE (82.5 mg, 0.4 mmol) , Nf HH IS P OK & 44T (I1) 5k 6.1
mg, 0.01 mmoD) ,%5/ MWz (10.1 mg,0.1 mmol) , BRIERAR (22.0 mg, 0.08 mmol) , & H ki
(2.0 mD) , S5 T T 100°C A4 A FE48 h;

[0028] (D) R Mi5E G » 4R IR AT JZ AT 43 B Al A RIS 7 564 . 7 mg , 2 0 [l 44, i 26
81%;1H NMR (600 MHz, Chloroform-d) & 7.87 (d, J = 8.1 Hz, 2H), 7.65 (d, J =
7.5 Hz, 2H), 7.52 (d, J = 8.1 Hz, 2H), 7.46 (d, J = 7.6 Hz, 1H), 7.42-7.28
(m, 5H), 7.23 (s, 1H), 7.19 (t, J = 7.4 Hz, 1H), 7.09 (d, J = 7.2 Hz, 1H),
6.93 (d, J=7.8Hz, 1H), 6.86 (t, J = 7.5 Hz, 1H), 6.47 (d, J = 7.5 Hz, 1H),
2.55 (s, 3H) . C NMR (100 MHz, Chloroform-d) & 198.2, 166.8, 149.6, 144.9,
144.5, 140.7, 137.4, 135.8, 133.6, 131.8, 130.6, 130.1, 129.8, 129.3, 128.8,
128.5, 128.4, 128.3, 127.4, 125.9, 125.1, 121.9, 118.8, 27.0. HRMS (ESI): it
FAEC,H,NO [M + H]™ 400.1696, SZili{#:400.1699,

[0029]  Sijif 5453 - AL & 31T A K

[0030] o

[0031] (1) ZEVE VA RO 28 AR IR NN, 27,37 - AR k- BE 2R - 2- BE 1% (45.9 mg, 0.20
mmol) , AR IEIAAIEER (82.5 mg, 0.4 mmol) , = (2,2  -Exitne) —&4b%7 (6.4 mg, 0.01
mmoD) , R (6.1 mg,0.1 mmol) , BREL4R (22.0 mg, 0.08 mmol) , “& H%E (2.0 mL) , &S
SN F100°C s B HE48 h;

[0032] () R MLFERE » B4R R A E AT 43 B Al A RI A5 7= 059 . 3 mg , B EA PR A4
U #71%; 'H NMR (400 MHz, Chloroform-d) 8 7.49-7.36 (m, 3H), 7.32 (t, J = 7.3
Hz, 1H), 7.25-7.16 (m, 5H), 7.11 (d, J = 7.3 Hz, 1H), 6.99 (t, J = 7.9 Hz,
1H), 6.94-6.81 (m, 4H), 6.76 (d, J = 7.4 Hz, 1H), 3.85 (s, 3H), 3.51 (s, 3H).
B¥C NMR (100 MHz, Chloroform-d) & 165.3, 152.8, 149.5, 147.0, 144.5, 140.9,
136.3, 134.2, 133.5, 131.1, 131.0, 129.1, 128.8, 128.5, 128.0, 127.9, 127.6,
126.7, 125.9, 124.0, 123.5, 123.2, 121.5, 117.7, 111.9, 60.7, 56.0. HRMS
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(EST) : TH5LAHC, M, NO, [M + H]" 418.1802, SEillfH:418.1807.
[0033] i SEE 454 - AL & 44 & R

=

| s
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: s
[0034] [:;J/L ’JU
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Br

[0035] (LD £E¥ 13+ A S 2 FH AR TN » 2-BR# % (33.8 mg, 0.20 mmol),2,3- - (4-i%
HED) I JAER (145.6 mg,0.4 mmol) , % H R =y 248 — A% (ID) — R4k (6.1 ng,
0.01 mmol) ,Mif2 (6.1 mg,0.1 mmol) , /NEEAFLER (27.5mg, 0.08 mmol) , “EH #E (2.0
ml) , 7S N T 100°C s s i HE48 h

[0036]  (2) e i 5E il » BLAZER IIRE AT 2 M 70 B A AL RIS 7 845 mg, B3 (o PR VB A4
i #%82%; 'H NMR (400 MHz, Chloroform-d) 8 7.52-7.41 (m, 5H), 7.39-7.27 (m,
6H) , 7.25-7.21 (m, 2H), 7.17 (s, 1H), 7.07-7.00 (m, 1H), 6.86 (d, J = 7.2 Hz,
1), 6.39 (d, J = 8.0 Hz, 1) . C NMR (100 MHz, Chloroform-d) & 165.1, 149.0,
146.2, 141.0, 139.7, 135.8, 132.1, 131.7, 131.7, 130.8, 130.5, 130.2, 129.6,
128.5, 128.3, 127.7, 127.4, 127.0, 126.1, 125.4, 125.2, 122.8, 118.3. HRMS
(EST) : iH5AEC,H Br N [M + H]" 515.9780, SLilfi:515.9777,
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