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— IR AL SR HIF A

BRARGE
[0001] A B & TAT Bl e sk , FARES K MRS Ak & W) 1 45 5 s

EREAR

[0002]  Wg|Wk B BREE R B TT ] V2 AP AE T AR 2 SR 25 R AR = G R DI RE A R CA R AR s
AP THE TR Z 553 B 9 T 6 5 B F A s e k46 & P — Mk
WA W5 SRR RS T A V2 ) IS A H R B R 4 A R ek Y v, T
Cadogan-Sundberg/x M (Cadogan,J.1.G.,Acc.Chem.Res.1972,5,303.) Bartolim|hE4 K,
(Bartoli,G.;Dalpozzo,R.;Nardi,M.,Chem.Soc.Rev.2014,43,4728-4750.) \Reisserthy
WS K (Reissert,A.,Ber.Dtsch.Chem.Ges.1897,30,1030-1053.) flLeimgruber-Batcho
< (Batcho,A. D.;Leimgruber,W.0rg.Synth.1985,63,214-220.) . Hif [l 5 Fh v 35 B4
B 2k H — AN AU 25 T O A AL &4, 5 TR PR PO 6 7R BB G P ) R 25 TR O 2
VE 22 I ARt 1R 37 7 ¥ e S TR AN s B 2 A4 DA R B 1T o v s P ik R o 5, AE AR SR
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P00 N AL AR e JE R FE TR G RS | Wk ) 38 7 7%

ZPRE
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[0004] 7S B R A2 S5 AR ) P SR B ) R T 38 2
[0005] 5| KAk & DI ol £ D7 2% AR AN R AP R
[0006]  MAIHLEY . RITMLEY RITHE S ERA IV G 8 R, A2 1 AR OR 3
T, TEIERS AL Z 5T, 6] SOBIREET0~160°C , 28 5 & B8 1A 77 (AL [ N
173 05| e B HATAE D 5
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[0011]  Hirp RV B0 BedE R HE AT 28 w3 L e 6 o AR 0 A 22
B AR e S e B A

[0012]  REAA etk IERE BRI JE e AU PR AU AR 5 L A e B i 3R 95 2
[0013]  R*Jy&( beddk A3 AR JEE e L

[0014]  Frigk i | Wik Ak & A 60 45 2 - BCAR G P« 3 - HCAG S ik L 2., 3 - XCHIUA s Wk 10 5 B HUAR
G]17S 8

[0015]  fRIEMT, ik & JBEE AL (1,5-3F 3% — ) &5 (1D RAE B3R EiE R AL s
(D) —FRAR =R 1) U REREE (1D R AR (1,5-F ¢ %) & (D (B R
(ID WA, A A A - PUREE-1,3- K AR B8] (ID) « 2R BE S L8 (D) (DU
TEMA TR (D RIS OB (D) B (L) & R AR BRI B AL R
fREE (1) .

[0016]  fRIEMT, FTIR K & 8 B8 140 77 55 Firidt J5 R} BE 7R B 90, 05% ~5% = 15 S L ide i JBE
JREEN 0.05%~3% : 1,

(00171 fRIERT, FTIRAE WLV 7N H 2R =580 2K NN - R R FR g fie N N- R L 2 e e
TR R DY SR B, 4- A ST HRI — FhE E FRTR A s IR A LI AN, N-
FH 22 R

[0018]  FRIEMT , AT IA (1) TCHLAR A Bl R B A T e« B R B 5 T B sl BT B4 5 PR3 1 T
GIRE WAL A8

[0019]  ARIEM , BT 1 TCHLE 55 Fridk BrRk 1) BE R TR 1 ~5: 1, Pk i BE AR 30 1.
[0020]  fRRIEM, BTl 1 TSR N E A S -

[0021]  ARRIEN , BTl (8 S B TR (] A 10~ 368

[0022]  F il a4 7 v 3 oA 2 S N FE AU
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[0024]  Horbt ,R' G0 25 w2 AR T i L R L I L L i AR i L AR i
B AR e 368 B o A AR 2 s REE e i L R L AR % 6 o A i L A A L AR L L 4
PR B e BR RO A e i L L B T S EIE 2 s RIERR A B e L
Fe AR T JE Lo L e R A L = PR R L A 3 U R S
[0025]  AKEINIA ZFCRET
[0026] K BHFR AL T — R A 201 P A 416 Joe I s 35 248 5 R M8 Pk F 1) 4% 7 9%, TE 5 4
IS TR B S, 12 7 V5D IR 6 5, To 75 20 3ok P R 2L v () A — 20 g 482 5 % Rl O 328 1) 1| e
AW, Fe 3, 18 TR A S A e S
[0027] 2 B F B o0 TG RRARG 25 4 THD () 3 v 5 05 1 3820 K AN T 1) ik v A%
PR, B I A A B A S T AR R

AfFxigsR

[0028] DL 2 A S WY AR LA St 51 o A A W ERY 52 AR O S ARt — 28 [ i L (EA R T OF
AR T SE T 51 o

[0029]  SEjitifs1 : 2- 7, FE - THI Wk 1 & Rl

[0030]  yk—:FJRM25mLSchlenk & H AT - T 25 -2- f§2E2K (35.8mg, 0. 20mmol, 1.0
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), “REERREE (11) (2.2mg,0.005mmol,0.025 &) FlCs,CO, (196mg,0.60mmol , 3.0 &) ,
B G SRR N I 3mLIG /KN, N- = F 5 F B i (DMF) 1R 741 140 °C i 3 ) i 24
ZINEF VA 0 2 I S U ZEBR VA ) AR R AT 0 B A LR AR =10 1M, e T 7
F TR G377 5024 . Amg 3 L PR R %684 %

[0031] vk . TEA25mLSchlenk & H IIAN1- T & -2-F44E 7K (35.8mg,0.20mmol , 1.0
) ,M(A, A, A A -JUREE-1,3- 2R AR £8] (IT) (3.9mg,0.005mmol,0.025% &)
MCs,C0, (196 mg,0.60mmol,3.0%5) , B HE T =K, WSIRY T IIASMLICKDMEAEHE 7 o
140 CHEFE IR P24/ N, ¥ #2850 5 DR Z8 BRI 71, A E T 03, A ik : R =
10 1P, BT 705 2 18 5497 i 23 . 2mg 3 L PRI R %280 %6

[0032] k=T 25mLSchlenk & H IIA1- T & -2-F44E 7K (35.8mg,0.20mmol , 1.0
&), (1,5-FF% %) &8 (1) %4k (2.5mg,0.005mmol, 0. 025 &) F1Cs,C0, (196mg,
0.60mmol, 3.0%%E) , E#HE S =, @RI FIA3mLIC/KDME/E 77 140 °C it ) B
24/ VA HI B SR SRR ZE BRI R AL ENT 5 A R A BE =10 LR, e TIE
B T 54977 50 16 . Smg P8 (0 PR A4, e 2258 % o

[0033] VDY : T4 25mLSchlenk & A I N1 - T & -2-fi3E 2K (35.8mg,0.20mmol , 1.0
) R (R R 6 EE) A48 (TT1) % 4K (3. 1mg,0.005mmol, 0. 0252 &) FiCs,CO,
(196mg, 0.60mmol,3.04%&) , BT =K, @RS T IIAmLIG/KDME/E 71 140°C 4
PR 24 /N, VA H) 2 SR SRR R BRI AR B, Ak 2B 2 BE =10 18,
JETF8 7R B2 TR S A9 W 17 . Amg B € IR, 1360 % . 'H NMR (500MHz, CDC1,) 87 .81
(s,1H) ,7.58(d,J=7.8,1H) ,7.30(dd,J=7.9,1.0Hz,1H) ,7.21-7.08 (m,2H) ,6.29 (m, 1H) ,
2.80 (q,J=7.6,2H),1.37(t,J=7.6Hz,3H) ."°C NMR (126MHz,CDC1,) 6141.5,135.9,
128.9,121.1, 119.9,119.7,110.417,98.8,21.5,13.4.

[0034]  SEids2 : THAG| R ) 5

[0035]  F-HRfI25mLSchlenk & NIANL- 2,3 -2- i3 2K (30. 3mg, 0. 20mmol, 1.024 &) , X
M s sg (1) — 24k (0.0001mmol,0.05% 24 4) FIK,C0, (0.2mmol, 1.0 &) , B G <
SR SART T M 3mL TG K DMEVE 1 7)o 160 °C it 1k [ 8 36 /N, ¥4 H)) 28 23 1 I Yo 728 14
VT, GRE RN B A T LR AR =10 18RI, e TVa A B2 TG E 17,7 mgH
o[ 4, Y %76 % . 'H NMR (500MHz,CDC1,) 88.10 (s, 1H) ,7.69 (d,J=7.8Hz, 1) , 7.41(d,]
=8.1Hz,1H) ,7.26-7.20 (m,2H) ,7.16 (t,J=7.4Hz,1H) ,6.59 (s, 1H) ."°C NMR (126MHz,
CDC1,) 6135.8,127.9,124.3,122.1,120.8,119.9,111.2,102.6.

[0036]  SEjifaf5l3:6- (HF 4 3) - 1H- PG| R 1) A5 Bk

[0037] 4K 25mLSchlenk & NN - 2,3 -4- (FF 4 3E) - 228 (39. 1mg,0.20 mmol,
1.045) , —REEF (2. 2mg,0.005mmol , 0. 025 5) FICs,C0, (196mg,0.60mmol, 3.0
), BHES =0 &SR FIMASNLIE /K DMFYE 7. 140 CHEE S N 24 /NI, ¥ F1 &2
TGRS 2R IR, A BT 0 B, ik 2R 2R =10 18, I TIE 7 H 2 T a5
P22 . 6mg B iR B W 70 % o 'H NMR (400MHz, CDC1,) 88.19 (s, 1H) ,7.62(d,J=
8.2Hz,1H) ,7.38(s,1H) ,7.20(dd,J=3.9,3.1Hz,1H) ,7.10(dd,J=8.1,1.4Hz, 1H) ,6.54
(t,J=3.1Hz,1H) ,4.57 (s,2H) ,3.40 (s, 3H) .°C NMR (101MHz, CDC1,)8135.9,132.2,
127.7,124.6,120.8,120.4,110.7,102.7,75.5,58.0.
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[0038]  szjiif51]4 : 6 - F 48 Ik - 1H - 5| WA ) 75 il

[0039]  FHEfK25mLSchlenk & I ANANL - 2,3 -4- AR LAY 2% (36. 3mg, 0. 20mmol, 1.024
), ZMLEREE (I1) (0.005mmol,0.0252%%5) MCs,CO, (196mg,0.60 mmol,3.0445) , B
WA B SRS IMA3RLIGKDMEVE A 710 140 CHE P [ L 24 /N, ¥4 #3225 38 5 18UE
RBRVER, A EM 43, A LB AT =10: 1YeM, e T 7 B 2 T8 5 157
13. Img 3% € PRI A4S , %45 % o 'H NMR (500MHz ,CDC1,) 88.05 (s, 1H) ,7.54 (d,J=8.61z,
1H) ,7.12(d,J=5.5Hz,1H) ,6.92 (s,1H) ,6.83(d,J=8.6Hz,1H) ,6.53-6.50 (m, 1H) ,3.88
(s,3H) ."°C NMR (126MHz,CDC1,) 8 156.6,136.6,123.1,122.2,121.4,110.0,102.6,94.6,
55.8.

[0040]  sEjiifs5:2- (2- 4R £ 3E) - 1H- Mg & Rk

[0041] T HEF)25mLSchlenk & HIIANT - (4-FF 43 T 3E) 2L 2K (41.9mg,0.20mmol, 1.0
M) , ZREERREE (2.2mg,0.005mmol ,0. 0254 5) FiCs,C0, (196mg, 0.60mmol,3.04%) ,
B A =R AR T I 3mL G K DMEAE I 7)o 140 CHtbE [ B 24/NE, ¥ H) 2 % iR 5
VR 2R VE R, AL EMNT B, A T B CEE =10 LYEM, e TV 7 52 TR JE 1577
18. 6mg # 4 HARAA IR 53% . 'H NMR (500MHz, CDC1,) 88.57 (s, 1H) ,7.54 (d, J=17.8Hz,
1H) ,7.33(d,J=8.6Hz,1H), 7.12(t,J=7.9Hz,1H) ,7.07 (t,J=7.9Hz,1H) ,6.25 (s, 1H) ,
3.70 (t,J=5.7Hz,2H) ,3.44 (s,3H) , 3.03(t,J=5.7Hz,2H) ."°C NMR (126MHz,CDC1,) 8
138.0,136.2,128.5,121.2,112.0,119.6, 110.6,99.9,72.4,59.1,28.7.

[0042]  sEjifaffl6:2- ((1,3- 4 A% RIA-2-38) H L) - LH- 5| 1) A ik

[0043]  FJE[J25mLSchlenk® T2~ (3- (2- A TkE) -1,3- 5 Akt (47.5 mg,
0.20mmol,1.04 &) , “REEMR%E (2.2mg,0.005mmol,0.025% &) Al Cs,CO, (196mg,
0.60mmol,3.0 &) , EHLGE T =K, W ORY N IIA3ML Jo/KDMEAER 7. 140 °C i S b
24/, Vo H B IR SRR ZE BRI AL ET 5 A R L BE =20 LR, e T
FEL A TR S5 77 i 19 Img R 3 0 B 446, U R 4996 . ' NMR (500MHz, CDC1,) 88.56 (s, 1H) ,
7.58(d,J=7.8Hz,1H) ,7.36 (d,J=8.8Hz,1H),7.16 (m,1H) ,7.13-7.07 (m,1H) ,6.36 (s,
1H) ,5.14 (t,J=4.6Hz,1H) ,4.10- 4.01 (m,2H) ,3.99-3.90 (m,2H) ,3.18 (d,J=4.5Hz, 2H)
.1’C NMR (126MHz,CDC1,) 6136.4, 133.5,128.5,121.5,120.1,119.7,110.7,103.5,101.9,
65.3,33.4.

[0044]  SEafs7:2- ((1,3- 5 A%KIN) -2-25) - 1H-W5|WE 1) & A

[0045] (K1 25mLSchlenk & imAN2- (2-AHEZE) -1,3- =4 24/ %% (39.0mg,0.20
mmol, 1.0 &) , "R A (1,5- ¥ 4% % (I) (0.0lmmol,0.052 &) FALT B4
(1.0mmol,5.048) , B =R, @SR N IS ZRAEIE . 70°CHiHE 107
I, ¥4 H0 22 5 R 5 DR 28 BRI R, AL BT B AR . LR R =20 LB/, i TV 7
A TR JE 1377 22 . 8mg K [ € [ 44, i 3% 60% . 'H NMR (500MHz,CDCL,) 88.38 (s, 11) ,
7.64-7.58 (m,1H) ,7.40-7.34 (m,1H) ,7.24- 7.17 (m,1H) ,7.14-7.09 (m,1H) ,6.63(d,]J=
2.0Hz,1H) ,6.08 (s, 11) ,4.16-4.12 (m,2H) ,4.09 -4.06 (m,2H) ."°C NMR (126MHz,CDC1,) &
136.1,134.5,128.0,122.8,121.2,120.1,111.4, 102.4,99.0,65.3.

[0046]  SEjitif58: 2~ (P -1 - Y -23L) - 1H- 5| WE ) & R

[0047] 4 25mLSchlenk& I T- (3- I JE-3- T 5 5E) -2- A 3L 4% (38.2mg,0.20
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mmol, 1.0 &) , “ WAL % (2.2mg,0.005mmol ,0.025 &) F1Cs,C0, (196 mg,0.60mmol,
3.048) , BHGE/S =R, SR A0 3mLIE K DMFFE VA7 - 140 CHEHE [ S 24 /N, ¥4 A
R IR AR R AR B A LR LT =20 LRI e T IR TR
JEAR 14 . 2mg K T 4K Y45 % o 'HONMR (500MHz,CDC1,) 68.20 (s, 1H) ,7.63 (d,J=
7.8Hz,1H),7.37(d,J=8.1 Hz,1H) ,7.20 (t,J=10.0Hz, 1H) ,7.10 (t,]J=10.0Hz, 1H) ,6.60
(d,J=2.1Hz,1H) ,5.33 (s,11) , 5.12(s,1H),2.23(s,3H) ."°C NVR (126MHz,CDC1,) 8138.6,
136.6,135.3,128.9,122.8,120.9, 120.1,110.7,109.6,101.3,20.7.

[0048] St 5119 - 2- (PR -1 -0 -2) -5- T 2 - TH- 5| FR) ik

[0049] ) 25mLSchlenk & HIIANA- H k-2~ (3-F A -3- T Jfidk) -2- LK (41.2 mg,
0.20mmol,1.04 &) , “REHR%E (2.2mg,0.005mmol,0.025% &) Al Cs,CO, (196mg,
0.60mmol,3.0=45) , B =V, R N AIA3mML Fo/KDMFAETA 5 o 140 CHEFE e b7
2A/ININ , ¥ 1) 22 SR R R KR N R SR AT O A T LR BB =20 1R, e T
B2 T4 5 457 i 18 . Gmg 2 €[] 4 , Wi %8549 . 'H NMR (500MHz ,CDC1,) 68.08 (s, 1H) ,7.40
(s,1H),7.23(d,J=8.2Hz, 1H),7.04(d,J=9.5Hz,1H) ,6.50 (s,1H) ,5.29 (s, 1H) ,5.08 (s,
1H) ,2.47 (s,3H) ,2.21 (s,3H) . "°C NVR (126MHz,CDC1,) 6138.7,135.4,135.0,129.2,124 .4,
120.5,110.4,109.3,100.9,21.6,20.7.

[0050] i 51] 10 - 2 - 7% 35 - THIS| Ak f1) &5 ik

(00511 FHfI25mLSchlenk i HHOINAN L -fif3E -2- K Z 39K (45. 4mg 0. 20mmol , 1.0 45 ,
T RREERE (2. 2mg ,0.005mmo1 ,0. 02524 &) HICs,C0, (196mg,0.60 mmol,3.04%) , B Hid
AU BRI 3mLIE KDME AR 51 140 °C At H I M 24/ N, 14 A1 5 5 Ui J s 7%
BRI, G 20T 40 B8 A R - LR W6 =20 L3R, BE VAR 28 T 5 19 774 36 . Tng
[ € A, 5 3292% . 'H NMR (500MHz,CDC1,) 68.34 (s, 1H) , 7.66 (t,J=8.6Hz,3H) ,7.46 (t,
J=7.7THz,2H) ,7.41(d,J=8.2 Hz,1H) ,7.34(t,J=7.4Hz,1H) ,7.22(t,J=7.6Hz, 1) ,
7.15(t,J=17.5Hz,1H) ,6.86-6.84 (m, 1H) ."°C NVR (126MHz,CDC1,) 6138.0,136.9,132.5,
129.4,129.2,127.8,125.3,122.5,120.8, 120.4,111.0,100.1.

[0052]  SEJii il 11:2- (4~ FH AL ) - LS A ) 75 Bl

[0053]  FJ(25mLSchlenk & HH AL - (4- FHE LK) -2- 252K (51.5mg,0. 20mmol, 1.0
M) , REERREE (2.2mg,0.005mmol ,0. 0254 5) FiCs,C0, (196mg, 0.60mmol,3.04%) ,
B S0 AR N IIASHLICKDMFA R . 140 CHEHE I B 24/, ¥4 30 5 = i I
P AR RR A AR AT B A AR A BR =20 LML, BETVA A S TSR
34. Img K 4 74, Uit 3 76% . 'H NMR (400MHz,CDC1,) 68.26 (s, 1H) ,7.66-7.55 (m,3H) ,
7.38(d,J=8.1Hz,1H) ,7.20-7.14 (m,1H) ,7.11 (m,1H) ,7.01-6.94 (m,2H) ,6.72 (dd,J=
2.1, 0.8Hz,1H) ,3.86 (s,3H) ."°C NMR (101MHz,CDC1,) 8§159.5,138.1,136.8,129.6,
126.6,125.3,122.1,120.5,120.3,114.6,110.9,99.0,55.5.

[0054] S 512 2 2- 43 - 6 T B - TH- W31 15 o

[0055]  Ff4fI25mLSchlenk i HoIN N2 - fif3k -4- FH B K 2, 365K (48 3mg , 0. 20mmol, 1.0
), KBRS (2.2mg,0.005mmol ,0. 025 &) HICs,C0, (196mg, 0.60mmol,3.024%5) , &
PR R TR E A SMLICKDME/E R o 140 CHEFE S RL24 /N ¥4 1) 2 54 i ok
JEZEBRIET , o AE 20T 43 B8, Ak . LR LR =20 LM, e I3 57U 3 28 T4 5 A9 7=
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25. Tmg % 7% ([ 4 , UL %62 % . 'H NMR (500MHz,CDC1,) 868.29 (s, 1H) ,7.68 (dd,J=8.2,
1.0Hz,2H) ,7.50-7.41 (m,3H) , 7.34(dd,J=15.1,7.8Hz,2H) ,7.05(dd,J=8.2,1.2Hz,
1H) ,6.78 (d,J=1.3Hz,1H) ,2.48 (s,3H) . ""CNMR (126MHz,CDC1,) 6138.1,135.3,132.6,
129.7,129.6,129.1,127.7,125.2,124.1,120.4, 110.7,99.7,21.6.

[0056]  SEjitif5]13: 2~ Z<HE -6 - F AR 3 - TH- 5| ) & K

[0057] 411 25mLSchlenk & HH N2 i3 -4- F A IR 2.4 9K (51.5mg,0.20 mmol,1.0
M) R (11) (0.005mmol, 0. 0252 &) FIBEERAH (0.60mmol, 3.034&) , B#HES =
O RS I 3mLIG /KN, N- — F 8 B I AR 5 57 0 140 °C ik S N 247NN, 4 5 22 % iR
JE IR 2R RS T, BAEENT A B, Ak 2R AR =20 LYRE, BTV 77 5 2 TR e 1587
31, Tmg iR B (A 44, W3- 71 % . 'H NMR (500MHz,CDC1,) 68.30 (s, 1H) ,7.65 (dd,J=8.3,
1.1Hz,2H) , 7.53(d,J=8.6Hz,1H) ,7.45(t,J=7.8Hz,2H) ,7.32 (t,]J=7.4Hz,1H) ,6.92
(d,J] =2.1Hz,1H) ,6.83(dd,J=8.6,2.3Hz,1H) ,6.79(dd,J=2.1,0.7Hz,1H) ,3.89 (s,
3H) . '°C NMR (126MHz,CDC1,) 8156.8,137.8,136.9,132.7,129.1,127.4,124.8, 123.7,
121.4,110.3,99.9,94.6,55.8.

[0058]  SLjifif5il 14« 2- B k-6 - 2RI 1H- [k ) 5 il

[0059] T4 25mLSchlenk® IS -figFE-4-PH3E-1,17 -BcK (45.4mg, 0. 20mmol, 1.0
M) , ZRESRREE (2.2mg,0.005mmol ,0. 025 5) FICs,C0, (196mg, 0.60mmol,3.04%) ,
BRI SR T IA3MLIG/KDME/EIE . 140°CHidE I N 24 /N, ¥4 3 22 % iR 5
VR BRI, AR EMT 08, Al . LR A BE=20: 1M, e TV 71 B 2 T8 5157 i
38. 6mg [ 4l 74, UL %93 % . 'H NMR (500MHz,CDC1,) 87.84 (s, 1H) ,7.65 (d,J=7.2Hz,2H) ,
7.58(d,J=8.2Hz,1H) ,7.45 (dd,J=14.2,6.7Hz,3H) ,7.36 (dd,J=8.2,1.5Hz,1H) ,7.33
(t,J=7.4Hz,1H) ,6.25 (s, 1H) ,2.45 (s,3H) ."°C NMR (126MHz,CDC1,) 8142.6,136.7,
136.0,134.5,128.8,128.6,127.4,126.5, 119.9,119.6,108.9,100.4,13.9.

[0060]  SEjiaf5l15:2- HJE-6- (4- AR LAY - TH|WR ) A ik

[0061] )& 25mLSchlenk B H T4’ - AL -3- Ak -4- T %&- 1,17 - KK (54. 3mg,
0.20mmol,1.04 &), “REEMR%E (2.2mg,0.005mmol,0.025% &) FCs,CO, (196mg,
0.60mmol,3.0 &) , EHLE T =, W RY N IIA3mLIG/KDME /R 7. 140 °C it S b
24/, VA HI B SR SRR ZE BRI R AL ENT B A R A BE =20 LR, e T
FFLZE T4 157 31 Amg A €[] 7 , W 266 % . 'H NMR (500MHz ,CDCL,) 87.79 (s, 1H) ,7.55
(dd,J=8.5,3.0Hz,3H) ,7.39(s,1H), 7.31(dd,J=8.1,1.3Hz,1H) ,6.98(d,J=8.7Hz,
2H) ,6.23 (s, 1H) ,3.86 (s, 3H) ,2.43 (s, 3H) . '°C NMR (126MHz,CDC1,) 6158.6,136.8,135.7,
135.2,134.2,128.3,119.8,119.3,114.2,108.5, 100.3,100.1,55.5,13.9.

[0062]  SEjiifs]16:2- F JE-6- (4- =980 FH BE2K) - THIS| Wk & ik

[0063]  FHEAI25mLSchlenk B HIIAA" - =5 AL -3- Sk -4- 936 -1,17 - BEK (62. Omg,,
0.20mmol, 1.0 &), “HAELBEAEEE (1) (0.005mmol,0.0252 &) AT B4
(0.60mmol,3.04 &) , BT =, &R N IIA3MLL, 4- =S FEIE . 140 CHi
SN 247N, A E 2 55 5 DR ZE BRI R A 2T 0 A Tl : LB 4T =20 15, i
TR B TR S 1377 25 . Img 6 3% €4 4 , e %846 % . 'H NMR (500MHz,CDC1,) 87.97 (s,
1H) ,7.73(d,J=8.2Hz,2H) ,7.70-7.64 (m,2H) ,7.63-7.57 (m,1H) ,7.51 (s,1H) ,7.33(d,]J

10
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=9.7Hz,1H) ,6.26 (s, 1H) ,2.48 (s, 3H) ."°C NMR (126MHz,CDC1,) 6146.0,136.5,132.8,
129.2,127.5,125.6 (q,J=3.6Hz) ,124.5 (q,J= 270.9Hz) ,120.1,119.4,109.0,100.5,
13.9. ""FNMR (471MHz,CDC1,) 6-62.2.

[0064] St fsi| 17 - 2- Y3 - 6 - G- THIGIIAL ) 45 A

[0065]  F-ERH25mL.Schlenk’E FH IS - fifidk -4- 51 - %K L 2% (49. Img, 0. 20mmol, 1.0
), KBRS (2.2mg,0.005mmol ,0. 025 &) HICs,CO, (196mg, 0.60mmol,3.024%5) , &
PR EARY F A SMLICKDME/E R o 140 CHEFE S RL24/ N ¥4 1) 22 54 i ok
JEZE BRIV T , oA 20T 43 85, A e . LR LR =20 LM, e V8 57U 72 T4 5 A5 7=
22. 5mgik H L MPIRIBAA 1 %663 % o 'H NMR (400MHz,CDCL,) 88.36 (s, 1H) ,7.64 (d, ] =8.5liz,
2H) ,7.53(dd,J=8.6,5.4 Hz,1H) ,7.45(t,J=7.7Hz,2H) ,7.33 (t,J="7.4Hz,1H) ,7.09 (d,
J=9.5Hz,11) ,6.93-6.85 (m, 1H),6.80(d,J=1.2Hz,1H) ."°C NMR (L01MHz,CDC1,) 8160.0
(d,J=238.3Hz) ,138.4,136.7 (d,J=12.6Hz),132.1,129.1,127.8,125.8,125.0,121.4
(d,J=10.0Hz) ,109.0(d,J=24.5Hz) , 99.8,97.3(d,J=26.2Hz) . "FNMR (471MHz,CDC1,)
6-120.3.

[0066] St fsi] 18- 2- HY 3k - 6 - 5 - THIG IR ) 45 A

[0067]  F#(¥125mLSchlenk ¥ i N3 - fik -4- 5 - R L HE 7K (52.3mg, 0. 20mmol, 1.0
) ZRE AL EE (D (0.005mmol,0.0254 1) MICs,C0, (196mg, 0.60mmol,3.04%) , &
PR BT F A SMLICKDME PRI o 140 CHEFE S RL24/ N ¥4 1) 22 53 i ok
JEZE BRI T, oA 20T 43 85, A e . LR LR =20 LI, e I8 77U 3 728 T4 5 A5 7=
14. 3mg ik ¥ €[ 4 W% 31%.'H NMR (400MHz,CDC1,) 88.35 (s, 1H) ,7.65(d, J="7.2Hz,
2H) ,7.53(d,J=8.4Hz,1H) , 7.45(t,J=7.6Hz,2H) ,7.39 (s, 1H) ,7.35(t,J=7.4Hz,1H) ,
7.09(dd,J=8.4,1.9Hz,1H) ,6.80(d, J=1.2Hz,1H) ."°C NMR (101MHz,CDC1,) 6138.6,
137.1,131.9,129.1,128.0,127.8,125.2, 122.1,121.5,121.0,110.8,99.9.

[0068]  Sitifsi]19: 2- HJE -6 - ZL It I - THIGIR ) & ik

[0069]  Ff5A25mLSchlenk i IS - i 2 -4- A% - 2K Z i (48.3mg, 0. 20mmol, 1.0
), KBRS (2.2mg,0.005mmol ,0. 025 &) HICs,CO, (196mg, 0.60mmol,3.024%5) , &
PR EARY F A SMLICKDMEPEI R o 140 CHEFE S RL24/ N ¥4 1) 22 54 i ok
JEZE BRI T, AT 20T 43 85, A e . LR LR =20 LM, e V8 57U B 72 T4 5 A4 7=
13. 2mg ¥R HE Al 4, IR 38% . 'H NMR (500MHz,CDC1,) 88.21 (s, 1H) ,7.98 (s, 1) ,7.70 (dd,
J=8.3,1.5Hz,1H) ,7.52 (d,J=8.3Hz,1H) ,6.28(s,1H) ,2.65(s,3H) ,2.50 (s, 3H) ."°C N\MR
(126MHz,CDC1,) 8198.6, 139.8,135.7,133.3,130.7,120.6,119.2,111.2,101.3,26.9,
14.2.

(00701 SLtif520: (E) -2- FF 3 - 6- 2% £ 4 B - LHIG | 45 1%

[0071] T 25mLSchlenkEH NN (E) -1-H3E-2- 3 -4- K L WE A XK (53 . 5mg,
0.20mmol,1.024%5) , = (LM & B %4k (I) (0.005mmol,0.025% &) Fl Cs,C0, (196mg,
0.60mmol, 3.0 5) , BHE T =V, @RI M AIA3ML TosK DY Sk {E ¥ 71 - 140 CHitH:
JRSE24 /N, Ve B0 2 B U T U I R BRI T, AT RN B A T - LR LT =20 1ML e
TR FIRIT 7 028 4mg IO, Y2R61% . 'H NMR (500MHz,CDC1,) 67.83 (s,
1) ,7.52(d,J=7.4Hz,2H) , 7.49(d,J=8.2Hz,1H) ,7.43-7.30 (m,4H) ,7.25-7.19 (m,2H) ,
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7.09(d,J=16.3Hz,1H) ,6.21 (s,1H),2.44 (s,3H) ."°C NMR (126MHz,CDC1,) 8138.1,136.6,
136.2,130.8,130.3,129.2,128.8, 127.1,126.4,126.3,119.9,118.7,108.8,100.9,
14.0.

[0072]  sijitaf5|21 : (B) -2- FF 3L -6 - 2K 2R3 - THIG R [1) & B

[0073] T 4EH)25mLSchlenkB AN (B) -1-HHE-2-E%E-4- K A HE K (53 . 6mg,
0.20mmol,1.04 &), “REER%E (2.2mg,0.005mmol,0.025% &) FCs,CO, (196mg,
0.60mmol,3.0 &) , EHLGE T =K, W ORY N IIA3mLIG/KDME /R 7. 140 °C Hii S b
24/ Vo H B SR SRR ZE BRI AL ENT 5 A R R =20 LR, e T
FELZE T AR 4577 09 . Tmg B 0 44, 153621 % . "1 NMR (500MHz , CDC1,) 67.92 (s, 1H) ,
7.57(d,J=6.7Hz,2H) ,7.49(d,J=7.9 Hz,2H) ,7.40-7.32 (m,3H) ,7.29 (t,J=4.1Hz, 1H) ,
6.25 (s,1H) ,2.48(d,J=1.0Hz,3H) ."°C NMR (126MHz,CDC1,) 137.0,135.7,131.6,129.5,
128.5,127.9,124.1,123.7,119.7,115.3, 113.8,101.1,91.4,87.7,14.0.

[0074] K522 « 3- HF 35 - THIS| W () & J

[0075]  FHE)25mLSchlenk & I IMA2- 7 YL HFE 2K (33. 1mg,0.20mmol, 1.0 &) , DUk
B F A8 (1) (0.005mmol, 0,025 &) F1Cs,C0, (196mg,0.60 mmol,3.0245) , B4
SRR N 3mL B L RAE VA 7 o 140 C AR S B 24 /N, v A 2 =5 0 e o s 2%
BRIEH, R RN B, Al 2R S =20 1¥E, e T B 2 T 515721 . 5mg
0 [ A, U %82% . 'H NMR - (500MHz,CDC1,) 87.87 (s, 1H) ,7.60 (d, J=7.8Hz, 1H) ,7.35(d,
J=8.1Hz,1H) ,7.21(t,J=7.0 Hz,1H) ,7.14(t,J=7.4Hz,1H) ,6.97 (s,1H) ,2.35(d,J=
1.2Hz,3H) ."°C NMR (126MHz, CDC1,)68136.4,128.4,122.0,121.7,119.2,119.0,111.9,
111.1,9.8.

[0076]  Sijiffsi|23 : 2- FF 26 - 392 R Y TG - LTHG IR 1) & A

[0077]  FHEAI25mLSchlenk B H IIA2- (2-AigFE 2K FE) T R F g (46.6mg,0.20mmol, 1.0
M), ZREARREE (2.2mg,0.005mmol ,0. 025 5) FICs,C0, (196mg, 0.60mmol,3.04%) ,
B SR T IA3MLIG/KDME/EIE . 140°CHidE I N 24/, ¥4 H 22 % iR 5
VR BRI, AR EMT 05, Al . LR A BE=20: 1P, e TV 77 B2 T8 5157 i
12. 5mg 3% €4 [ 44, i R 33% . 'H NMR (500MHz, CDC1,) 88.36 (s, 1H) ,8.09 (d,J=7.2Hz, 1H) ,
7.31(d,J=7.0Hz,1H) ,7.25 -7.17 (m,2H) ,3.93 (s,3H) ,2.75 (s,3H) ."°C NMR (126MHz,
CDC1,) 6166.6,144.1,134.6, 127.2,122.5,121.9,121.4,110.6,104.7,50.9,14.4.
[0078]  sEjifaffi|24 : 2- ZHE - 3H- KT [e] WIWE 1) A B

[0079] T 425mLSchlenk & FH NN 2- 2K 2, 3L - 1 - £ 25 (55.5mg, 0.20mmol , 1.0 X&),
TR (2. 2mg ,0.005mmo1 ,0. 02524 &) HICs,C0, (196mg,0.60 mmol,3.04%E) , B Hid
R EAARY T NN 3mLIE 7K DMEAE I 711 o 140 “C 1 S B2 24 /N, ¥4 51728 =505 5 ok e 25
BRIEH, R RN B, Al 2R =20 1EE, e T B 4 T 5157740 . 2mg
[, 1 385% . 'H VR (400MHz,CDC1,) 88.66 (s, 11) ,8.28 (d,J=8.1Hz,11) ,7.91 (d,
J=8.1Hz,1H) ,7.72(d,J=7.3 Hz,2H) ,7.65-7.52 (m,3H) ,7.52-7.43 (m,3H) ,7.38(d,J=
1.6Hz,1H) ,7.33 (t,J=7.4Hz, 1H)."°C NMR (101MHz,CDC1,) 8136.1,133.2,132.5,129.4,
129.1,128.7,128.1,127.4,125.9, 124.9,124.3,123.6,123.4,123.0,112.5,99.4.

[0080]  sEjifaf5i|25: 3- HH JE - 1H- 2K [e] WWE 1) A AR
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[0081]  FJA25mLSchlenk® A2 -5 2 - 1- 2425 (51.5mg,0.20mmol , 1.0 2 E) ,
T RREERE (2. 2mg ,0.005mmo1 ,0. 02524 &) HICs,CO, (196mg,0.60 mmol,3.04%E) , B Hid
ARSI 3mLIG K DM AR 751 o 140 C ik 5 B 24 /N, ¥4 1) 58 55 i Jig ok s 75
BRIGH, ZREENT 088, A0 ik : LR W6 =20 LI, e V677 525 T4 5 45 77 1 26 . 8mg
H i, R 74%

[0082]1  'H NMR (500MHz,CDC1,) 88.57 (s,1H) ,7.95(d,J=8.2Hz,2H) ,7.71(d,]=8.6Hz,
1H) ,7.53 (dd,J=15.9,8.3Hz,2H) ,7.44 (t,]=7.5Hz,1H) ,7.03 (s, 1H) 2.43 (s,3M) ."°C
NMR (126MHz, CDC1,) 6130.7,130.4,128.9,125.3,124.0,123.8,121.8,120.0,119.9,
119.4,119.1,113.4,9.9.

[0083]  sjifif526 : 1H- 2K [e, g] WIWE 1 £ B

[0084]  FJ&(¥)25mLSchlenk® H A9~ £ 4E-10- i 2ESE (50. 3mg,0.20mmol,1.0 X&),
TIREEMREE (2. 2mg,0.005mmol , 0. 02524 &) FICs,C0, (196mg,0.60 mmol,3.0% &) , B iR
AU AR T INASLIC/KDMF AR 77 o 140 CHEH: S W24/ N 74 50 5 S5 J5 I I 2%
BRIGH, ZREENT 088, A0 ik : R =20 LB, e TI6 77 B 25 T4 5 45 77 i 35 . Img
g, IR 80%

[0085] 'H NMR (500MHz,CDC1,) 88.85 (s, 1H) ,8.71(dd,J=19.1,8.1Hz,2H) ,8.26 (d,J=
7.9Hz,1H), 7.90(d,J=7.4Hz,1H) ,7.65(t,]J=7.4Hz,1H) ,7.62-7.53 (m,3H) ,7.22(t,]=
2.6Hz,1H),7.10 (t,1H) ."°C NMR (126MHz,CDC1,) 8128.7,128.4,128.3,127.1,126.9,
126.6,124.6,124.2,124.0, 123.48,123.46,123.2,121.6,120.7,119.6,103.2.

[0086] it 1127 : 2 - WK MR LH - M1 WA ) 5 il

[0087] ) 25mLSchlenkE H A2~ (2- fifKE £ 2K) Wiig (43 .4mg,0.20mmol, 1.0 4
), KBRS (2.2mg,0.005mmol , 0. 025 &) HICs,C0, (196mg,0.60 mmol,3.024%5) , &
B A= GRS N IIA3mLIE /K DMEVEIA T o 140 °C 1L H1 S B 24 /N 5 4 40 28 5 Ja
FEZ&BRVE R, AL E T 40 85, A LR LR =20 LWE B, e TVA 7 H 2 TR S5 157
31. 5mg ¥ €0 [ 14, i %86 % . 'H NMR  (500MHz,CDC1,) 88.48 (s, 1H) ,7.64 (d,J=7.9Hz, 1H) ,
7.49(s,1H),7.41(d,J=8.1Hz,1H), 7.23(t,J=7.6Hz,1H) ,7.15(t,J=8.0Hz, 1H) ,6.78
(s, 1) ,6.66(d,J=3.4Hz,11) ,6.54 (dd,J= 3.4,1.8Hz,1H) ."°C NMR (126MHz,CDC1,)
147.9,141.9,136.2,129.3,129.0,122.6,120.8, 120.5,112.0,111.0,105.5,98.9.

[0088]  Sjitif51]28 : 8- (2- 1H- M| JE) AR ) 5 ik

[0089]  F-f[25mLSchlenk & H A8~ (2- it 2k £ 2K J) WENK55 . 6mg , 0. 20mmol, 1.0
), KBRS (2.2mg,0.005mmol ,0. 025 %) HICs,C0, (196mg, 0.60mmol,3.024%) , &
PR A= BARY NI SMLIEAKDMEVEIE T 140°CHEFE SV 24/ NS, ¥ 1) 22 5 I J ik
JEZ&BRIE T, AL ZHT 20 85, A . LR T8 =20 LI, BE TV 7 B 28 T 48 5 15 7=
30. 6mg # 4 4 , e %64 % . 'H NMR (500MHz ,CDC1,) §12.60 (s, 1H) ,9.02 (dd, J=4.2,1.8Hz,
1) ,8.38(dd,J=7.4,1.2 Hz,1H) ,8.22(dd,J=8.3,1.7Hz,1H) ,7.72(dd,J=18.0,7.9Hz,
2H) ,7.61(t,J=7.7Hz,1H), 7.56(d,J=8.1Hz,1H) ,7.48(dd,J=8.3,4.2Hz,1H) ,7.22 (t,
J=7.5Hz,11) ,7.19(s,1H) ,7.13(t, J=7.1Hz,1H) ."°C NMR (126MHz,CDC1,) 6149.2,
145.4,137.8,137.4,137.0,129.4,128.9, 128.2,127.6,127.2,126.9,122.2,121.2,
120.6,119.8,111.8,100.4.
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[0090]  SEfifafsi|29: 2- HH 3 - 3- R 3 - TH- W5 Wk ) 5 A

[0091]  THEAY25mLSchlenk® A I 2- (1-ZK 5 2E) il FE 2K (48.3mg,0.20mmol , 1.0 4
), KBRS (2.2mg,0.005mmol ,0. 025 &) HICs,C0, (196mg,0.60 mmol,3.04%5) , &
om0 AR T A 3mLIG K DME/E S 771 o 140 °C Bt S .24 /N, ¥4 11 28 5 i )5 U3
JEZRBRIE T, AL JENT /03, AT LR LB =20: LEeft, e TV8 7 1 2= T 5 1597 T
13. 3mg /K [ Ea il 44, W %633 % o

[00921  'H NMR (400MHz,CDC1,) 87.96 (s,1H) ,7.68 (d,J=7.8Hz,1H) ,7.53 (d,]=8.3Hz,
2H) ,7.47 (t,J=7.7Hz,2H) ,7.38-7.28 (m,2H) ,7.24-7.15(m,1H) ,7.12(t,J=7.5Hz,1H) ,
2.52(s,3H) . '°C NMR (101MHz,CDC1,) 6135.6,135.4,131.5,129.6,128.6,128.0,125.9,
121.7,120.1,118.9, 114.7,110.4,12.7.

[0093]  SEjitif5]30:2- FH I -3~ (4- FHARIE ) - TH-W5|WE T & ik

[0094]  F-4f¥25mLSchlenk& I - (1- (4- FAAEEZE) P9 5L) A3 (54 . 2mg,0.20
mmol,1.045) , “HRELFR%E (2.2mg,0.005mmol ,0.0252 &) FCs,C0, (196 mg,0.60mmol,
3.048) , BHGE/S =R, GRS T A0 3mLIE K DMFFE VA7« 140 CHEHE [ S 24 /N, ¥4 A
F R T IR ZEBR AR AR BT B A LR LB =20 LPRI, T R A TR
JEAF 7 21 . 6mg R R, 1345 % . 'H NMR (500MHz,CDC1,) 67.94 (s, 1H) ,7.63 (d, ]
=7.8Hz,1H) ,7.44(d,J= 8.7Hz,2H) ,7.33(d,J=8.0Hz,1H) ,7.16 (t,J=7.5Hz,1H) ,7.11
(t,J=7.5Hz,1H) ,7.03(d,J= 8.7Hz,2H) ,3.88(s,3H) ,2.49 (s,3H) ."°C NMR (126MHz,
cDC1,) 6158.0,135.3,131.1,130.6, 130.2,128.2,127.9,127.1,121.5,119.9,118.9,
114.2,114.1,110.4,55.5,12.6.
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