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BRARGE
[0001] ARSI Ko — PR SAL S W& TS, U B M IR AR TR 5
FUWEWFTORTE, 5T Tk A 7.

BEEEA

[0002] 5 {7 FHL 2% JH Ny ok pg N - 2R SR b bk 75 245 4) Tl b B B B0 g, 2 A P 45 1% it
BT (s R S e i) 5 25 ) 1) B A [l 4k (J . Med . Chem.2005,48,8261-8269;
J.Med.Chem.2003,46,284-302) . H A T.Z_F FE R H &Buchwald-Hartwig/ M, FHE
B 8 DT MEAL T, A B, BT B RN B alifl, 8 {F 2 2% (Organic Letters,2012,14,
16,4182~4185; Journal of Organic Chemistry,2015,vol.80,#15p.7666~73) ,3 HUk
AL (RA2%210% £ 4) .

[0003] 534N 2R i FN2 - E 2k £ Tk OQ Bh e B (US2009/48320A15W02012/139775A1
Org.Biomol.Chem.2008,6,24,4634~42) , 75 % FH 21 DMF 25 [R] U ] XE (175 771, 458 FEHLBRL
N7, A B g I PO S 7, SEAR IR B (15-30%) o R, b i — B AE 55K oA B {1 B
) R 26 1 (1) g 1R B O R E ) -
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(R BB IR L 212 2~5, L se ik 1 2~3,

[0014] AU BHG T V25 A2 - S 4 3 B4 9 [ B » . FH B 9 B 1 g AR 2R e AR 24 FH 3m
~10m1, ft 5% FE5m]l ~10ml .

[0015] AR HHA T2, IO E N 130°C ~180°C , flL 46k $%150°C ~160°C .
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IR VL KR HIEH 2R R H e Rk & L.

[0017] AR BH BT RRI “Be g™ 15 N — S i — FE A 0 — 3B 40 I 2 8 B RE Bl iy A S BE I
TR NE DT L ] o AR B T AR IR e i, 7 B G b DR - AR BB e AR T I e R A,
FEEFE TR AL 2 I (D) 7 30 7 B A R HAR I AR AN G 7 I 2= (4], G« FR 2 S 3 A Ry - CH3 L -
CH2D. -CHD2 A1 - CD3 &5 —Fhal J LA « A B b A0 S e 6 C1 - CO A e 22k , 1« (HANASC R - FR 2
CHEVIENZE  F AR 2-TH2E IE T 28 7 T8 VU T 28 IE 038 7 o I B N L R &5
[0018] A BH BT BRI “BA e 2257 2 Fi ot ARV ESE 50 o ot A B BAS AS EMB BA J ly J A I 2 o
MRS 3~ TN S5 A R B, 0 AR PR T2 P R L VBR T FR R (RS VBR TR VB
IR IS,

[0019] Ak BH BT BRI “Be S8 A" 2 38 (bidik -0-) FE ] . S i B C1~CO ) J 8 L , - (HAS
S RUE=E N8 NS =B NN k= B SN ol 1B SN e B 7 1 B
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B2- A CHEBRAERAE T BN ROCHAR B 72 0, R BLETCI RN 647 , WA A7 FHL R A5
B (o7 H 2 J5 e AR PN - 24 25 N R SJS 7 B 001 B B L 20 8 AR RO AR, A A LA, U
HRELE o
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BiEiE N

(00231 DLNVEARHEIA A A W AR5 5 o A 5 B I it 510450 P A W A W AR B3R S 1
FERR ], )R S MR SN AR B HEAT T PEAR UL B , A U A I BN DN 2 PR
R DA 5 W R B 7 S8 AT 18 20 <5 R 4 it 1 A it 1 AR R B BOR T Se X R A A
L) IR i £ A S B R BUR SRV A



CN 106928162 B W OB P 3/4 T

[0024]  sEjfsl1 4- (2- 98 -4-VRZREL) kA R
Br

Br 0
cr TN
g F
[0025] F N
NH, E
o)

1 D
[0026]  fb&41 (50g,0.263m01) \500mL2- 50 2 Kk . = 2 % (53.3g,0.526mol) J& & )5, N
A 150°C e BL247 N, TLCRE I s 87 56 HE JiF , 98 28 VRBR [RIUSCS 77112 - S 2 2R ik, ¥ E S BN
LLZKH, IINEA (300m1 X 2) AHX, 20g Jo /K Bt R AN T-15% , 5 1 o it €, 1 I8 ik 4 1528 1 Fu fi]
e84 &2 55g, % :80.4%) () -
[0027]  'H NMR (300MHz,CDC1,) :7.20-7.23 (m,2H) ,6.80-6.84 (t,1H) ,3.87-4.0 (t,4H) ,
3.06-3.09 (t,4H) .

[0028] S22 -3 (4- WY IHREE) 3 TR TR AG 4 PR
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o O
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[0030] fh&EW3(148.7g,0.900mol) .700mL2- 5 £ ek . = 2. 0% (228g,2.25mol) VR & )& »
INFAZ150°C e 47NN, TLOR M S B2 56 B8 i Yk s 28 TR (Rl WG 77102 - S & Rk, 4 ) 5 151
AILZKH, IINEA (500m1 X 2) Z2HL, 50g T /K B R 44 1)k , 15gi& MR il 2, i R 4 1528 B
tEE A E T A4 (140.4g, I3 :66.3%) -

[0031] 'H NMR (BOOMHZ,CDClg) :7.55-7.59(,1H) ,7.21-7.25(m,2H) ,3.86-3.91 (m,7H) ,
2.90-2.939(t,4H) ,2.53(s,3H) .

[0032]  sEjitif5|3 4- (2- FR 3 -4 - YR 2R IE) M Ipk i) A i
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O é:l\
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[0034] {445 (100g,0.537mol) \600mL2-%5 7, 5Lk . = 2, % (108.3g,1.074mol) 1B & ) ,
IIFAER150°C [ W24 /N, TLOAS I Je B 58 B8 J= , ol 28 TR [l ey 7 2 - S 2 1k, 4 200 )5 131
ALK A, IIEA (500m1 X 2) ZEHY, 50g Jo /K B B A4 T 452 , 1 5g v Mok i €, i VR 4 1928
O [E AR i T 1346 5406 (85, W% :61.7%) -
[0035]  'H NMR (300MHz,CDC1,) :7.30-7.32 (m,2H) ,6.87-6.90 (d, 1H) ,7.61 (m,2H) ,3.83-
3.87 (t,4H) ,2.85-2.89 (t,4H) ,2.29 (s,3H) «
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[0036]  sEjifsl4 4- (2-5-4-VRZREL) kA Rk,
Br

Br
CI/\/O\/\CIL QCI

[0037] @C, SN

l, ()

7 8

[0038] 4547 (150g,0.726mol) ~1000mL2-50 2 3k, = 4% (147g,1.453mol) 1R & )5 »
IR 150°C [ W24 /NS, TLOAS M S B 58 5 J 5 i 22 AR o [l Wic s 7110 2 - S £ B ik, 4 )1 f 151
ALLZKH, IIANEA (1000m1 X 2) ZHX, 508 To /K B FR AN T-15% , 1 5ty P oo it €8, 3k 3 TR 4 il s 7%
151062 3 (Ll 148 (106g, 104 :52%) -
[0039]  'H NMR (300MHz ,CDClB) :7.52-7.54(d,1H) ,7.34-7.38(dd,1H) ,6.90-6.93(d, 1H) ,
3.86-3.90 (t,4H) ,3.00-3.05 (t,4H) »
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