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15mL/g.

[0028] PR =X T Brs A& 4 B £ 05 27, BT id 1R s 82 A et B T DR A 33 e 288 I
S H F RS, — RN —20°C ~ 200°C, BN R NSRBI . Frids 1 s L)t A2
AJ DLSE B A A58 A (1 3 00 77 9% (4n TLC. HPLC B¢ NMR) #4745, — & Ulan= 1T fros
(I E DT R HE RN 2% 55 BiTads 14D s B2 () B 1) 55 s B BBE 3 R P P 2 O, 91l 24
SN FE 80°C, i 5 anal IT B AL &4 AR AR it E L N SmL/g ~ 15mL/ g ISF, [ NI []
— %A 1he

[0029]1 B pyansX 1 Fros B S R & 7 v, Brid 0 s B 45 TR , A it v gk —
WAL Ja AR A . BRI 5 AL BRI U7 VA T D A A S S B i AR L Tk AR K
BN B & R AP IR A IR BB Je () Wi ek 4 ) » STk 7] 1 (D 2.1 ) TR
S, BR ARSI 1 (EE 3 ~ 5 ), 138, JETF R BESRIE 7 2 (4 an DU SRR ) ¥t
B (B3 ~5k), BT,

[0030]  AKRHEFRME T —Fran=t I st &4,

[0031]

R F
R-p—~ X

R® F
I
[0032] e, R\ R RVRIX 195 LRI ATR, (E2 BTk i in = T BiR A& A N
Br BF,
PhaP*CF,H gt PhaP*CFH

[0033]  FridfjunsX I Fros Ak &9, BAEs, o MME—1L &4 -
[0034]

11
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O/

i Br
\O@—P"-CFZH

PFs NTf, “OTf cr (1/5)S0,4%
PhsP*CF,H  PhgP*CF,H  PhgP*CFH  PhaP*CFoH - PhaP*CFoH i

-

[0035] AL HWIIEARME VAR sk T s it &9, 5l 11T froas il & eiin
IV B B AP A = 50 H A0 S B R L

[0036]
j\ NP
R” ~X1 R)LY
I11 v

[0037]  FLrt, R AEARERELR I C, C o IR IE ISR €~ C 9952, B
RERIARHY Cy C o535 5 |
[0038] X1 A Ik 152 IR BRI €~ C o fIE3E BUR BRI €~ C 50ffd
U IR BRI C,— C o MO ISR BRI C 5 C oo 9955, BIRAL SR AR
) Cy C oI35 |

O O
lo0se] P nyJLRa‘ ‘jcsc; s Sue IURTURILACI €, C off e SRR AL
Co= C oo RIF5 I, BRI BRI C o C o285 35 (F0, R RV R AR BRI
Cr C oo HIREHE AR AR C s C oo MIFRAEIE IURERR IR C ,~ C oo NI UL
AR Co C 5558, BRI BRI €~ C ol 355 |
[0040] Y A IUARERRIUIR A C,~ C oo fEE AR B AR I €y~ C o M AR SR
RIUFRH Co C 355, BRI BRI €~ C ol 355 |
[0041]  FLrv, R i “ UL A T AU L P B — AN B M FRHLAG (3L UL i ¢
BT S IRBRIL ) L €~ C off9kedE (FTRRA €\~ C oIkl €~ C ket
PRI o~ C R g TP, 2,3 TE R 3 SR TF T3 5% TRl T3 )
IR C~ C {053 (FRRI Bk ZIURET €\~ C keI Bty “ B L
SRR — AN S AR €y~ C KBS, A “ AR S BB ) — A R A

0
BURH €~ C Akt Bt oy = R 5 ) 4 EHI\RG BRI €~ C ek, Hod, R
Ci~ C ket (FridH) C\~ C Mkt A A B O Bk L 23 L IE Y e P 4k L I T 2
o 0
ST HEGRUT 3. iR 4 ;lj)LRd HBUARH) Ci~ C (ke ” Bttty “ 4 ?J\Rd AR

0 0
C,~ C ke R, prik iy« BRI C,~ C et e A oy )C,~ C
RY- o

Hikesadt (i €~ C Ikt A S BN C \~ C Kb IE, Frid i C  ~ C ik Ak

B O EIE Q8 EE BN EE RN EIE BT A R T AT A ) B G~ Cy

175 55 (FTIR I Cy~ C o HI S BRI AR C 5~ C B 5 2 S FTIR I C ,~ C 105 FR R
12
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I ) HIPAREE N 2 AN, I ) B QI AT [ BRAS ]

[0042]  X1.P B Y A, Firid it “HOAREAR AR Cy~ C 5 BykedE” B oy “ BURBUR U
() C~ C oIk dk s Prik it “ BUR BRI €\~ C e 3k e R D9 “ B R BAR Y
Cy~ C ket PINA I “ BURECR IR €\~ C  fked "B At oy A BRI 2%
BAR R BAR R 238 B EAR B I 7R 2 B B AR B A S P 5 BROA QB BUA G I
T ARECR AR 57 T 2, sl BRI AT 2

[0043] R X1.PBRY A, Frik i) “ BARECR UG Co~ C 5107738 By “ BURECR B
AR G5~ C L HIT7EE 7 PINA T “ BURBAR BURHT € 5~ C 1975 27 Bt N AR ER HRAR

Ph
RS, Bl B EUOR BRI ZE L . ik B B B R B A b Dy \©7i

Br N02
“, "0, O, 0, O, O,
CN CFs
O, O, O, O, O 0,

[0044] R X1.P BGY A, Frid ) “ BARECR UK Co~ C 5 2% 05 287 Bt oh “ UK
AR Cy~ C o2 95257 A i) “ BURBROR BRI €y~ C o fR 2% 57 5 "R L s N “ AU R
R C~ C 25787 P i) “ BURBIAR BRI €~ C (92507 58 7 Bty A

SRR AREIIE (15 @\/j(“ ) IAREABUR 02 SR ({51 @:C}_;
N

S
) SO HRER AR 4RI 2 (il @:)—é ).

[0045] R\ X1 BRY o1, B i “BURER IR Co~ C o HHi2E” Bed oy “ BURECR B
[ Co~ C oA AE”. BT B “ BURERBUR C o~ C 5 "B A Dy “ BAREOR B
Co~ CfM2E". Frid i) “ BURECRBARHT C o~ C ,BYJE 3" Bt N U BR BV 204
3 BB BB 10 P A 22 S RO AR RO 1 43 R 22 O EOR BRI 1= T A 2 Bk
BRI 2- T2, e EUAREOR U 2- H 2k - 1- 4L .

[0046] X1 1, BTk ) “ BUAREAR B o~ C oo e 8 2k 7 B At o BBl AR
Ci~ C  MIKEEIE". Pk i) BUREURBURRT €\~ C ke A 7 B o “ B ECR B
K] Cy~ C,HIKE AL ik i “ BURER BRI €\~ C e i 2 " B A O B BR AR
AR  BROARBOR B 2 52 S B BEOR A 11 1 P 402 S BROA R A 1 S A 42
BB UK 1 T 402 O BRI 572 T 42 BREUACBIR AR T 48 2k

[0047] X1 A, Fridt i) o 2 O g da s Sl TR B

[0048] PRI 1 Fiom &4, 5l 11T PR &=t IV FoR b &9k

13
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A TR R IR OB, TR A R B R B R
[0049]  FEJTFAALERIF, AT HIAEH T, ¥l I o a 5=t 11T Fros s
YDEAT U0 BT s SR AZ I R 7, 45 80 28 A 38 B Frzs 94k &4, BT iy, sl 111 R
Ftb &P, 2 X1 O BURECR BARH C~ C o Rkt  BUECR BT C o~ C o M 2E |
HUARECR BRI Co~ C 5175 2k, BREUARECR BRI C ,~ C 5 B2 05 2N, 43 24020 A Pros
IS 524 X1 EEE . g &R B EUR BRI C~ C Bk S8 BT, 15 240 B s i
wa
foo50] B, AEB T AHLIAEF T, EHEER T, Kl I s i &5 sl IV Fs i)
W EPHAT WS Fros SR ZINBUN, #1173 405K C o ifb& 4, RIFT
[0051]

R" F OH

O
R2-P" X " %
éf5—<F + R)'I\ x1 Ri:CFZH Ej(‘ RJ.LCFZH

[ I A B

R' F NHP
| . NP
R E;<F X, RJ\Y —.R,\|{\CF2H

I IAY C
[0052]  HiAt, R\ RRVXWROX1.P A Y (95 S [E R AT i
[0053]  JITIA (R SR AZ N B AT LAAE TG 7K TGS SR AT R 04T, AT AEE R KA A SR AF T
AT o BTIR SRR N R N AT DAFE I8 5 e B 0 R 251 T AT« Frid B S AZ i el S
R FERR A T AP ER AR A LA A S 0= TTT 58 1V s B IR &, 2R 5 T
hnan=X T BRI &9, AT Bk 1) s B AT o i, Bk i an =X T B s 4 & P AL i LA
= T s EM R EER RS 52 R . Fridianst I s R & na il
VTR R A AL TR — MO SRR B S B A F ) AR B A WL A Frid ian =8 T Az )4k
E WA FLIE R, Bk B R 58 HLIE R 0 258 RAME BARBR &, R ZEAN ) S B gk
ATRPAT, —fcth, H 50050 T B a4 R BE /K Lo ImL/mmol ~ 50mL/mmol , #¢fF: i
79 1mL/mmol ~ 10mL/mmol . B BIan=l T B A6 B0 BLVE IR At I 28] B R A%
BT AR N FE — MR 0. 5mL/he
[0054] Pk ()R 5T A6 WLIE TR AT R AR S b 24 S 5 R R A o A ALV 571, e b Ay T
RV TR T R T I M R 501 M ARSS ¥ 711 e e IR 791 7 R S 1) e A 28 v 7 A
FKIEFIH ) —Fhek 2 M. ik BESRIE R By — R HIEE 1, 4- SN H AN A
MR H  —FhEk 2 Fh . BT G RIS TR 2 A/ BRI« BiTid i I i 8 3 7 e
LY N, N- Z H IRl N, N- —H IR 2/l (DMA) AT N= R —2— mb g e il (NMP) HH )
—MPELZ T BT BN ARGR A ARy R . BT IR R SR R E N IR R
HE . BTl e )R SV S A M A IE e 1F ke F e e R i) —Fhak 2 Fh . ATIR i 75 182k
VR 2R 2R R GUORA ZGOR R ) — Fha 2 M. Ik 1) i A 2 A A
o —H AR / B A Lk
[0055]  Ffradt [k P Ay A A 38U 28 e I IR B, B b R A A &2 R I AR L B TR L A
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AN A VA G YR BR S ) — R 2 Fh. Bl A — o2 e & A A HLER
TG, B0 NaF KE CsF A TBAF ( DU T 3940 ) i —FhakZ M. BTk ()48 e
M AHEAXMOR) kER, HPMERREEEF (FlWNa 8K ), R R C,~ C Mkl
(BN IE B IEN 2 28 IR T 28 5 TR T 28 ), n SRR 1.2 8 3. FTid R4
B SRR BT BB L Z B AT R By () — PR ER 2 M. FITal () IR 5k — A2 48 4 & [
B (Na's K's Li'8i Cs ) FUBRERARTE B $h 28, AL A AR B « B IR BN « Tk I 40 0 ik R
R —MEkZ F . TR A AN — BRI SR E T (WNa's K'\ Li'8k Cs ) s -4
JEET (WMg®sk Ca ™), 5RAME FHRME AN, BAEH AT AT / SHEEMN
o BT BIE WU /A DBU. BT B WAL IR £ — M2 &8+ (Na's K Li 8L
Cs) HAENRRE 7 (HInB RS B8ORS 1) TERUN &, BN BE R B
PR IR AR IR ) —FhEk 2 M. BTk i 5 X T B I & Y0 B BE 2R EE ] N
A AT R A B IR BL, B 111,

foose] PR ian=X A\ B 8¢ C s k& Wil & 7k, i T BrR ik &4 5 W=t
TTT. TV A7 (AL G 4 11 JBE R BL AT Dy AR 45038k bk 258 Js I R0 1) B8 R B, e A b oy 1:0.1 ~
1:10, SEAEHY 2: 1. FRIR AR A WLEFI I 2 AE BARBR 2, R EA 2 e B gk AT
BIAT, H 54 T s B4 & Yo AR AR BE JR LA by ImL/mmol ~ 50mL/mmol , B AL Ay
10mL/mmol ~ 20mL/mmo]l .

(00571 Pk A4 A B 8% C B B &P 25 7759, Fid IS A% 0 s s B f°) 5 T
SR A AR, 2 2 S R ERITELE , — R —78°C ~ 150°C, A3k =10 ~ 30°C. Pk FRISERZ Nk
SRR ERE BT DASK FH AR S b 1 B 7 7% TLC, HPLC B NMR) A7 %, — A BAan
T AT B A DT R HE D S L 2% r, ik 0 SR AT ] — FREPE Bmin DA B, B 4
NI

[0058]  FTiRFISRRZIN B BL 45 R 5 , i vl it — 3D B 5 5 A BRI AR o BTk i) )5 AbEE 1) 7
VE R N AU S S B L) Jia AR BTV AR R B - N TR AT AR HLIE SR (lan
ARV, 0 =S B ) R (B =R ) MR, B IFENUE, Kk, i3, T
15, B LV, RERCHE E T4l (IE B 28R 2 B8 A iiss ), RIHT,

[0059]  AKBHIESEHE T —F TR B s AL B 8L C Frn &4

[0060]
el Q NHP
R/’\'I(:CFZH R A~crH R/J(\CF:;H
A B C

[o061] oA, RAX1.P B Y (€ CHIRIATITIE , (B a3 A Fros AL S48
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OH
CF2H /EjLCFzH /@CFzH O-)CFZH

CF,H
CFH /@ACFZH /O')\CFQH .)\O e CF,H

HO CF,H

=z
[47]
Q

O

% T

:HQ

[+]

[0062] P&zt A Bt &9, Bttt oA FIME—4544 -
[0063]

OH

Ph OH
CF,H OH
OH CFoH P2 CF,H
CFzH 3 02N Br

OH HO, HO HQ
o S P T
O,N . NC : . FC N
3 i HO HO CF,H
. Cl . FC . F3C oy

[0064] PR AN C From AL &1, e fE s, HON U M E—
[0065]

16
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/O/LCFZH /O/LCFQH /O/J\CFZH
Br . Ph mt NC

[0066]  7EANH T A WU R IR LA _E, PR S AU KA, I ERE A G, HSAK %
LS

[0067] AR EIH, SIEHR 10 ~ 30°C, FHR IR 1 AMKAE.

[0068] A< A I, 2 1T A4 0 vl 4 B AR S50 L 7 v 46 A9 81, A a1 o B AR
000 FH =I5 8 SR LR, T DM S0 7R, S0 RS, T B At T R
#h, BAA N (Ji-Chang Xiao, et al, Chem. Commun. , 2013, 49, 7513) .

[0069]

DMF
PhsP + BrCF,COOK —rth PhsP*CF,COO

[0070] A< BH B 7R AR kL3 T mT 4

[0071] AR BHRIRRARE D SORAE T -

[0072] 7R B R R 8 2R A ) 4% 7 VR IR E TR AR, S A& ), AT BATE K RIS S A7
TE T AT, [ SC AR AN, USRS NG R 5y o A R B (1) — 55 R 8 3 mT DU I W ek &
I AL, 2O VR R R, SRR, T S EMON S o H IERR LA YT,
JEANA &=

Bk A

[0073] "I 10 38k S TG %) 5 FdE — 2 U B A S B, A AN BRI A AR D BH R ) 78 B ok 1 5
TG e 2 A o T A S AT o R B R AR S AR R SR8 UV, A IR T VR AN S A, BRd% R R
SRS S Bk 2

[0074] RSB, FIRZFE 10 ~ 30°C. Base &80, solvent &F8IEH, temp 48
HE, yield RIBUCEK,

[0075]  HRMS (ESI) #¥i#i, caled. For /2484548, found /& 45 S2hrE .

[0076]  Sijiffs 1

Br

SEadE"

F
[0078] 7 100mL B 1 AR, 46 N — 45 F 3 4 P 26 ( |=h3|=*—|—co‘2 7.12g,0. 02m01) , %X
F

Ja NN THF (50mL) , FEFFEIRES T, 22 i 40 % AL E KIS (2. 9mL, 0. 024mol) ,
MR N SERT, [ R4 R, TR PIRAS TR 1 /N (5 1E R B s R KA 2= EH
WEHG 25 RAGHAT IR s BB AR IRGR 5 IR NN 2.1k (20mL) , F 4% 7 Z1, ¥ 0 e 2
10 b2V, itk B 48 UK s NN THE (20mL) $tk, B 304 (A 6 [ b d, 08 % T g,

17
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THF (5mL) #eidk =W, o 13 2] A A, 72508 90% , 4R >99. 9% (AZREZERE ) .
[oo79] H & A, "H NVR (400MHz, DMF) 6 9. 50 (td, J = 46.6, 29. 6Hz, 1H), 8. 16 -
8. 06 (m, 9H), 7. 94 (m, 6H) . “F NMR (376MHz, DMF) & -127.58(dd, ] = 77.8, 46. 6Hz, 2F). "'P
NMR (162MHz, DMF) & 19. 28 (t, J = 77. 8Hz, 1P).

[0080] M 'er SR RIZR A S HG A

[0081]
g | FPIIFR ) e o) ) Bk (%)
(EE/REE)
I 1:1.2 80 °C 2% (50 mL) 80
2 1:1.2 80 °C ZJE (50 mL) 80
3 1:1.2 80 °C DMF (50 mL) 78
4 1:1.2 80 °C DMSO (50 mL) 80
5 113 80 °C EA (50 mL) 75
6 1:1.2 80 °C % (50 mL) 80
7 1=1.2 80°C DCE (50 mL) 80
8 0.1:1.0 80 °C THF (50 mL) 85
9 0.01:1.0 80 °C THF (50 mL) 85
[o082]  Sijifufs 2
PFe

2
(00831 pp prcrH I

F
[0084] 7 100mL ¥ I, A SR EEBEP 5 ( PheP——CO; 7.12¢,0. 02mol) , 44
F

L)

J& RN THE (50mL) , ZEFEFEIRZS R, 18NN 60 % [ /S S B K VA (2. 4mL, 0. 024mol) ,
RN ST, W AR A AR, FEBE RS TR 1 /N 45 1k 87 R4k R4 3 &2 % iR 5 H
TE i 78 R AGHAT W 4 s B35 A1 R 4 s s W M ON Bk (20mL) , B4 20, A 1l A AT
W BRI ik B =0 N THE (20mL) 564, 98 % i 3E, A THF (5mL) Pk =
W I a9 2 A B k. K BT A i RS /e — & ke (1omL) 1, B 1mol/L 7S B IR
PRZKIEM (10mL X 3) #EAT B 28 4, s Ja o o 25 & H e, 19 21724, 72 208 65 %, 4l
>99.9% (ZWLAEE ) .

[ooss] [ &, M.P. :146.0-146.5 C .'H NMR(400MHz, DMF) : 6 9.50(td, J] =
47.0, 29. 6Hz, 1H), 8. 16 - 8. 06 (m, 9H), 7. 94 (m, 6H) . "F NMR (376MHz, DMF) : 6 -127. 07 (dd, J
= 77.6,47.0Hz, 2F), 71.90(d, ] = 709.6, 6F).°'P NMR(162MHz, DMF) : 8 19. 25(t, J
= 77.6Hz, 1P)."C NMR(101MHz, DMF) : 6 136.93(d, J = 3. 1Hz), 135.07(d, J =
10. 5Hz), 131. 13(d, J = 13. 2Hz), 114. 85(dt, ] = 269. 0, 85. 3Hz). 112. 40(d, ] = 85. 5Hz).
IR (KBr) :3107, 3005, 1585, 1486, 1442, 1338, 1115, 1134, 1090, 1029, 998, 838, 745, 734, 688
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cm—1. HRMS (EST) :caled. for[Cy H,F,P,1313. 0952, found 313.0949.
[0086]  sSEjitafsl 3

NT
[0087] Ph3P+CF2H E/(J = EEO

£
[0088] 7 100mL I, SN — LR HEE% A 28 ( PhaP—C03 7. 12¢,0. 02m01) , 4
F :
JE M THE (50mL) , 7ZEFEFERZS T RI2HUMA X ( =5 B 2L ) T (6. 7g,0. 024mol) ,
N SE e, [ A4 A 0 AR FERC RIS T B 1 /N AF IR RN DR R R =R S
F T e 25 IRASCGIAT W A8 s 235 AR W 40 e RV R I\ Tk (20mL) , B Fr %1, A 8 [ 44
M o A5 H 2Bk VA W, Tt B8 55 = R N THF (20mL) $it ¥, 6k 433 €, A THF (5mL) ¥k =
W, B A5 3 A EAR, P28 70%, 46 >99. 9% (HELEE ) .
[oos9] [ & &, M.P. :75.0-75.5 °C .'H NMR(400MHz, DMF) : 6 9.50(td, ] =
46. 8, 29. 6Hz, 1H), 8. 16 - 8. 06 (m, 9H), 7. 94 (m, 6H). "F NMR (376MHz, DMF) : 8 —127. 25(dd, J
= 77.7, 46. 8Hz, 2F), -79. 72 (s, 6F) . 'P NMR (162MHz, DMF) : 6 19. 26 (t, J = 77. THz, 1P). "*C
NMR (101MHz, DMF) 8 137.01(d, J = 3.1Hz), 135.21(d, J = 10.5Hz), 131.23(d, J =
13. 2Hz), 120. 38 (g, J = 321. THz), 115. 02 (dt, J = 268. 0, 85. 3Hz), 112. 60 (d, J = 84. 8Hz).
IR (KBr) : 3068, 2988, 1587, 1485, 1446, 1440, 1353, 1329, 1229, 1209, 1176, 1140, 1112, 109
1, 1062, 996, 779, 752, 740, 724, 687cm . HRMS (ESI) : caled. for [C,oH,;F,P,]1313. 0952, found
313. 0953.
[0090]  SKJiEfs] 4

T
A} /_‘\ J
(00911 pp, prcr,H HIF K

F
[0092] 7 100mL H FIHR, SEIMA SR LB 2k ( PhP—CO; 7. 12,0, 02mol) , 44
F

JE I\ THE (50mL) , TEFEHRAE T R8N =5 FEEER (3. 0g, 0. 024mol) , MR I 5E R,
[i] A 4 SR A, TEPHEIRES TR 1 /N A5 1R OB R R VA E1 2 =08 5 F e 3% 28 kG
TR BRSSP INON 2% (20mL) , BERE A %1, 5 (A G BARMT Y, 51 2
T Wtk EE S =R s 0N THE (20mL) $ii¥, ek 98, H THE (5mL) Wik =%, i Jim 15 2 H Al
I, PR T4%, 45 F >99. 9% (REHEAERE ) o

[0093] H & &, M.P. :131.5-132.4 °C .'H NMR(400MHz, DMF) : 8 9.50(td, ] =
47.0,29. 6Hz, 1H), 8. 16 - 8. 06 (m, 9H), 7. 94 (m, 6H). "F NMR (376MHz, DMF) : 8 —126. 70 (dd, J
= 77.5,47. 0Hz, 2F), -78. 71 (s, 3F). *'P NMR (162MHz, DMF) : 6 19. 22(t, J = 77. 5Hz, 1P). "*C
NMR (101MHz, DMF) 8 137.01(d, J = 3.1Hz), 135.21(d, J = 10.5Hz), 131.23(d, J =
13. 2Hz), 120. 38 (q, J = 321. THz), 115. 02(dt, J = 268. 5, 85. 3Hz), 112. 60 (d, J = 85. 4Hz).
IR (KBr) : 3088, 3029, 2992, 1586, 1485, 1440, 1439, 1347, 1252, 1227, 1163, 1149, 1113, 10
89, 1067, 997, 756, 747, 689, 639cm-1. HRMS (EST) : calcd. for[C H,.F,P,1313. 0952, found
313. 0951.
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[0094]  SEjitfl 5

BFs . a
[0005] gy prop,H HIF

E

[0096]  F£ 100mL B FIHfL A, SE AN — 5l HF 8 A 2 ( Ph3P+—|—CO‘2 7.12g,0.02mol) , 2R
F :

JE N THE (50mL) , 7EHEFEIRAS T, ZR12HUI N 40 % (1) VU S R K ¥ ¥ (5. 2g, 0. 024mol) ,

MR N FERT, [ R4 I, R FEIRAS TR 1 /NS, 45 1E B ¥k R A 2= H

e 78 RACHAT IR A B8 AR R A6 J5 W M 6 (20mL) , Bt 4E 7 %1, A 3 6 [ A AT

W 8 BRIV, B B =R N THE (20mL) FE$F, el 5 i v, A THE (5mlL) ¥E% =K%,

BGAR AR, 72N 90%, 4 >99. 9% (4L ) .

[0097] [l 44, 'H NMR (400MHz, DMF) : 6 9. 50 (td, J = 46. 7, 29. 6Hz, 1H), 8. 16-8. 06 (m,

9H), 7. 94 (m, 6H). "F NMR (376MHz, DMF) : 8 —126. 80 (dd, J] = 77. 6, 46. THz, 2F), -150. 67 (d,

4F) . *'P NMR (162MHz, DMF) : 8 19. 29 (t, J = 77. 6Hz, 1P).

[0098]  SLJif5] 6

cr
G2
(00991 pp pror,H I AR

F
[0100]  7E 100mL HE AR, SE NN 9 AR A £ ( PhaF’+—|—CO?e 7.12g,0. 02mol) , 4R
F

?

Ja IR THF (50mL) , 7E AR T, S in AR ER R (0. 024mol) , X4 I& N 5e i, [l 4 4= 6
WA, FER IR NI 1 /N, 45 b OB s A 5004 30 22 = 0 5 F e e 28 I A AT R 4
P RS G M IR NN 6 (20mL) , e 21, A B S AT B W B, otk
A = 0N THF (20mL) Fi 3k, Yk 53 €, I THE (5mL) ¥eik =%, i o 153 A ik, r=
9 80%, 4l >99.9% (HERELERE ) .

[o101] H & &, M. P. :202.2-203.5 °C .'H NMR(400MHz, DMF) 6 9.99 (td, J] =
46. 3, 29. 3Hz, 1H), 8.38 - 8. 23 (m, 9H), 8. 11 (td, ] = 7.9, 3. 9Hz, 6H). /F NMR (376MHz, DMF)
§-128.14(dd, J = 78.2,46. 4Hz, 2F). *'P NMR (162MHz, DMF) & 19.34(t, ] = 78. 1Hz
1P). C NMR (101MHz, DMF) & 136. 87 (d, J = 3. 1Hz), 135. 42(d, J = 10. 6Hz), 131.13(d, ] =
13. 1Hz), 115. 18(dt, J = 268. 3, 79. THz), 113. 15(d, ] = 84. 9Hz). IR (KBr) : 3439, 3033, 28
83, 2633, 1586, 1484, 1448, 1439, 1360, 1339, 1113, 1080, 1061, 995, 768, 733, 721, 691cm—1.
HRMS (ESI) : caled. for[C,oH,F,P,1313. 0952, found 313. 0950.

[0102]  SLjfs 7

(12)S04% oy A 0

F
[0104]  7E 100mL H R HY, SN — 90 LS #h ( PhaPHLCOEg 7.12g,0. 02mol) , %A
F

L]

JE N THE (50mL) , 7ZEHFEIRZS T, S8 i AKRAR L (0. 024mol) , 4R N 5 i, [ 42K 4= 358
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WM, AEDHEIRAS T B 1N A5 1B ROV 444 FR 9% 4 22 s 00 e FH e e 28 A AT e 4
P RS G M IR NN 6 (20mL) , e 21, A B e AT B i B, otk
A = 0N THF (20mL) FiEHE, Jak 53 €, I THE (5mL) ¥l =%, i o 153 A g, r=
9 82%, 4l >99.9% (ERELLRE ) .

[o105] [ & A& M. P. :228.2-230.0 °C .'H NMR(400MHz, DMF) 8 8. 61 (td, J] =
47.0,29. 6Hz, 1H), 8. 11(t, J = 7. 1Hz, 2H),8.03(dd, ] = 13.2, 8. 0Hz, 4H), 7. 94(td, ] =
7.8,4.0Hz, 3H). 31P NMR (162MHz, dmf) 8 19. 16 (t, J] = 77.9Hz)."F NMR (376MHz, DMF)
§-126.99(dd, J = 77.9,47.0Hz)."C NMR(101MHz, DMF) 8 137.00(d, J =
3.1Hz), 135.29(d, J = 10.6Hz), 131.24(d, J = 13.2Hz), 114.99(dt,J =
84. 4Hz), 112.81(d, J] = 85. 3Hz). IR (KBr) : 3396, 2895, 1585, 1484, 1319, 1189, 1113, 996, 7
47,731, 687, 617, 600, 580, 525, 516, 492cm—1. HRMS (ESI) : calcd. for[C,oH,sF,P,1313. 0952,
found 313.0951.

[o106] S 8

Br
\ S
[0107) 0~ )ProrH 4

F
[0108] EloomLﬁmﬁmﬂ,%bn)\:ﬁEﬁ%ﬁm%(,OQH;COQ 8.92g,0. 02mol) ,

(ONg s

SRJE NN THE (50mL) , TEFEFIRAES T, S22 Hun A 40 % FIRICE /KIS (2. 9mL, 0. 024mol) ,
MR N FERT, [ R4 S, R FEIRAS N 1 /NS, 45 1E R B sk R A 2= H
e 28 RAGHATIRAR s 3736 R AR J5 W i R N 2Bk (20mL) , B 4E v Z1, Vi R 2
1t E VTR, b B A FLVR NN THE (20mL) $i$E, BLSAG v o (o [ A Y, el 1 5t e,
MR A 20 (10:1) JRA W (5mL) Weisk =K, B e 5 Bk s i 14, 723 N 80 % , 4l
>99.9% (AZWAR ) .

[0109] V& ¥ {4 [& 44, 'H NMR (400MHz, CDC1,) 6 9. 17 (td, J = 46. 3, 29. 3Hz, 1), 7. 79 (t, J
= 9.5Hz, 6H),7.19(dd, J = 8.9, 2. 6Hz, 6H), 3.92(s, 9H). "F NMR (376MHz, CDC1,)
§-126. 75(dd, J = 79. 1, 47. 1Hz, 2F). P NMR (162MHz, CDC1,) & 17.72(t, J = 79. 2Hz, 1P).
IR (KBr) : 3439, 3033, 2883, 2633, 1586, 1484, 1448, 1439, 1360, 1339, 1113, 1080, 1061, 995,
768, 733, 721, 691cm—1. HRMS (EST) : caled. for [C,oH,;F,P,1313. 0952, found 313. 0950.

[0110] PRy 5 FH 24k

[o111] S 9
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Ph

[0112] OH )& Rk,
CF,H

[0113]  FEF-EFE, FREL Cs,C0, (0. 6mmol) F 4- AFEA H B (0. 2mmol) JIA F] 25mL 1]
SSE R, B HUDMA (ImL) JEAN B B Ao AREGER — 95 FR 2584 28 (0. 6mmol) , A DMA (2mL)
W, W BRGS0 N, [RIBT VRS BL 0. 5mL/h FR T8 R IR — a0 A 8 R 1)
DMA VBN B SN H o TS 5805, ION.ES I o R SONE H ) Ve # 1) 00 =
A 15mL 7K, F &R =R (10mL X 3) , & A HUAH, FZKBER = (10mL X 3) « %%
73 2 8A MU FH JG K Bt RN T8, JEBR 44, e ZIE ), B, RS G IR LR AE
BT, 7 BT B S 24 B 3 IR AL =, ;R 0N 93% , AlFE >99.9% (XA ) .
[0114] H ®& &, M.P. :105.0-106.0 °C .'H NMR(400MHz, CDC1,) 8 7.63(d, J
= 8.1Hz, 1H),7.59(d, J = 8.1Hz, 1H),7.50(d,J = 8. 1Hz, I1H),7.45(t,]J =
8. 1Hz, 1H), 7. 37 (t, J =8. 1Hz, 1H), 5. 81 (td, J = 56. 0, 4. 8Hz, 1H), 4. 90 (td, ] =9. 8, 4. 8Hz
,1H), 2. 44 (s, 1H) . "FNMR (282MHz, CDC1,) & -127.49(ddd, ] = 56.0, 9.8, 3.9Hz). "C
NMR (101MHz, CDC1,) & 141. 97 (s), 140. 44 (s), 134. 74(t, ] = 3. 2Hz), 128. 85(s), 127. 60 (s)
, 127.55(s), 127. 41 (s), 127. 15(s), 115. 80 (t, J = 245.5Hz), 73. 46 (t, ] = 24.5Hz). IR (K
Br) :3347, 3034, 2974, 1488, 1409, 1196, 1149, 1119, 1055, 1006, 855, 841, 753, 738, 728, 693
cm—1. HRMS (EI) : calcd. for[C,,H,,0F,]234. 0856, found 234. 0854.
[0115]  FZHRSHfA 9 FHRAE , b U — 950 FR JE 8 SR AN 2 [) 1 P 2 85 6 o 3R P 1
HRIESEERFIH R -
[0116]

OH

X CHO pma
RsP*'CF,H + Cs,CO; + /O/ ———— CF,H
h

P
[0117]
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'y | EFIEEEEL | Ratio(GK I:Base:JiE4)) | 3a YR (%)"
Br 5
1 PhsP*CF,H 22 81
Cr M.
2 PhyP*CF,H 2:2:] 68
“OTf i
3 PhsP*CF,H 2:2:1 70
PFo
4 PhsP*CF,H 2:2:1 69
NTf,
5 PhsP*CF,H 2= 68
BF 4 M.
6 PhsP*CF,H 22241 72
(1/2)SO4* ”.
7 PhP*CF,H 2:2=1 37
o
8 @ 2:2:1 70
Yo

[0118] & VE JRVIETE 4- FRIIRFRE, 2480 B %,
[0119]  HE SN2 SE iR 4

[0120]
OH
e base
/O/ + PhP'CFH ——— il
Ph Br Solvent..temp.
1a I 3a
[0121]
Entry [Base |Solvent [3a,Yield(% ),
1 DBU DMAc 11
2 DBU DMAc 20
3 Et,N  [DMAc 13
4 KOAc  [DMAc 64
5 Na,CO, [DMAc 30
6 K,CO,  [DMAc 70
7 Cs,CO, [DMAc 81
8 Cs,C0, |DMF 78
9 Cs,C0, |NMP 66
10 Cs,C0, |DMSO 47
18 Cs,C0, |DMAc 95"

[0122] ezt :1a(0. 2mmol), T (2equiv.) FBE (2equiv.), ML A 1a FIH5,
RGN T HEWER (R T EERS Il %E55H ) 5* “F NMR P2, PhCF,
b "3 1a(0. 2mmol), X T (Bequiv. ) FIHH (3equiv. ).

[0123]  SEjEfs) 10
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OH

[0124] /@ACFQH (2 ik
MeO

[0125] {EFEHH, FREL Cs,C0, (0. 6mmol) Fl 4- FHEAFEZEHEE (0. 2mmol) JIAZF] 25mL [
SSE R, B HLDMA (ImL) JFE AN B B R o AREGER — 95 FR 2584 28 (0. 6mmo1) , A DMA (2mL)
AR, N BRS8N HRE, RIS ZELL 0. 5mL/h R T8 BEKE I 360 FF L 8 R 1
DMA ¥ ENB R B o VESTTE G, IR o IR A R i e 7 21 o R = A,
A 15mL 7K, F & BEREEL =R (10mL X 3) , & IAHUAH, FZKBER =R (10mLX3) . Hw&
320 WA K IR BR Bh T8, DEBR A, e K370, EaERHE, IR R 418 2. Be1E
B, 53 B A4S BB 4 5 3 =1, PRE R 84%, 4l >99. 9% (X WLZESE )
[0126] 'H NMR (400MHz, CDC1l,) 6 7.29(d,J = 8.3Hz,2H),6.90(d, ] =
8. 3Hz, 2H), 5. 71 (td, J = 56. 1Hz, 4. THz, 1H), 4. 70 (td, J = 10. 3, 4. THz), 3. 78 (s, 3H), 3. 07
(s, 1H). "F NMR (376MHz, CDC13) 6 -127. 51 (dd, J = 56. 0, 10. 3Hz, 2F).
[0127]  sLjEfsl 11

OH

[0128] /O/LCF.?H & %
O,N

[0120] {TEFEH T, FRHL Cs,C0, (0. 6mmol) FT 4- AHFEAR FHEE (0. 2mmol) HHAF] 25mL 1] %
LA H, FEEC DMA (ImL) RN B OB R RIS 4 FF 2R 8 2 (0. 6mmol) , A DMA (2mL) ¥
file, WNBES 28 H . —10°C T HEdE, [FIR VRS ZE L 0. 5mL/h A JH BN IR — 5 F L8 2R 1
DMA JSVE N B R BB . VRS TEIE, RN GG . R S SR A R TR A% 21 ik ~F b, Jn
A 15mL 7K, F & BEREEL =R (10mL X 3) , & IAHUAH, FZKBER =R (10mLX3) . m&
73 2 8A MU FH JG K Bt BN T8, JERR 44, e B H), B, RS R LR AE
B, 53 B AF B B 2 1) 50 FH A=), PR 30N 7%, AR >99. 9% (XG4T ) o
[0130] 3% A &, M.P. :80.5-81.5 C .'H NMR(400MHz, CDC1,): 68.23(d, ] =
8. 8Hz, 2H), 7.62(d, J = 8.8Hz, 2H),5.75(td, ] = 55.7,4.6Hz, 1H), 4. 96 (td, ] =
10. 0, 4. 6Hz, 1H), 2. 92 (s, 1H). ""F NMR (376MHz, CDC1,) & -127. 43 ((ABqg) dd, § ,,=
379. THz, J,z= 287. 4llz, ] = 55. 7, 10. OHz, 2F). "C NMR (101MHz, CDC1,) & 148. 12(s), 142. 7
5(s), 128.10(s), 123.63(s), 115. 11 (t, J = 246. 4Hz), 72. 64 (t, J = 24. 8Hz) . IR (KBr) : 346
6, 3116, 3086, 2989, 1608, 1522, 1390, 1348, 1236, 1198, 1148, 1114, 1083, 1066, 1045, 859, 8
30, 784, 752, 741, 700, 685cm . HRMS (ESI) : calcd. for [C4H,0NF,C1] (M+C1) 238. 0088, found
238. 0082.
[0131]  sLjEfs] 12

OH

[0132] ﬁCFZH iRy

[0133] fEFEFHH, FREXL Cs,C0, (0. 6mmol) 14— HHEE IR HEE (0. 2mmol) AN £ 25mL )
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SSE R, B HLDMA (ImL) JEAN B B AR . AREGER — 95 FR 2584 28 (0. 6mmo1) , A DMA (2mL)
AR, N BES A b SIR I HRE, [FIR S22 LA 0. 5ml/h 38 B VR — 98 FH 2 8 2R 1)
DMA VS HE N B R B o SR 5805, IRBLEE o e OB TR I R A B0 e S
A 15mL 7K, F & BEREEL =R (10mL X 3) , & IAHUAH, FZKBER =R (10mLX3) . Hw&
132 A AUAH I JC KB BR A T8, DB Ik Bl 4, i@ 9 7], RERR A, A IE bE AN R BB AE
TR, 7 B AS B B 2 1) 3 AL, P E N 80%, SHRE >99. 9% (KXREALFE )
[0134] 'H NMR (400MHz, CDC1l,) 6 7.31(d,J = 8.0Hz, 1H),7.22(d,J =
8. 0Hz, 1H), 5. 76 (dt,J = 56.1, 4. 8Hz, 1H), 4.86 - 4. 66 (m, 1H), 2. 52 (s, 1H)."F
NMR (376MHz, CDC1,) 8 -127. 56 (dt, J = 56. 1, 10. OHz, 2F).
[0135]  sLjfsl 13

OH

[0136] /@’/LCFzH ) B
Br

[0137]  ZETFE4E, FREL Cs,00, (0. 6mmol) F14- JREHEE (0. 2mmol) MIAF] 25mL [¥) M
Erp, S AU DMA (ImL) B R R FREGR 9 H L84 £ (0. 6mmol) , A DMA (2mL) ¥,
W N B 28 H o Z R B, R A S92 DL 0. SmlL/h F T 1 U 960 FFR 84 £ 11 DMA ¥
WENB L o S TE ST, IR o 4 IR A A i e 7 21 20 s = A N 15mL
K F ZE AR =R (10mL X 3) , & HA WA, F KGR =k (10mL X 3) . ZA&152A
MUAH A TCK B BN T4, JERR A, e 250 7, HRER A, A IE b Al 18 L Be AR B i 771,
Iy B AF B IR 2 ) IR ), PR AR 83%, AN FE 599. 9% (IZWRAESE ) .
[0138] & & V& 4&,'H NMR(400MHz, CDCl,): 8 7.50(d, J = 8.3Hz, 2H),7.24(d, ] =
8. 3Hz, 2H), 5. 69 (td, ] = 55.9, 4. 6Hz, 1H), 4. 72 (td, J = 10. 3, 4. 6Hz, 1H), 3. 11 (s, 1H). “F
NMR (376MHz, CDC1,) 8§ -127. 62 ((ABqg)dd, & ,,= 116.9Hz, J ,,= 285.6Hz, ] =
55.9, 10. 3Hz, 2F).
[0139]  sjifsl 14

OH

[0140] Br\O/LCFzH iokEgn%

[0141]  FEFEHH, FREL Cs,C0, (0. 6mmol) A1 3- JRIKHEE (0. 2mmol) JIANZE] 25mL [ [
Erp, AU DMA (ImL) AN B B . FRER 9 H JE 8% £ (0. 6mmol) , A DMA (2mL) ¥,
W\ B2 o SR e, R AR S22 DL 0. SmlL/h (R38 FEE R — 3 P R 65 6 1 DMA %%
WENB RN R FEHEIG, IRLEE R o N P I TR 7 53 WOk = N 15mL
K S A I = (10mL X 3) , & IFANAH, FH/KBEER =K (10mLX3) . &S E]H]
A VLA Jo /K SR ER BN T 15, JE R IEA, e 22357, BAEiAE, F IR IR Ge il 2. SR AE Ak it
A, o3 B AT B B 2 s R B 20, 7R 280 929, A1 FE >99. 9% (WAL ) .

[0142] # % W f&,'H NMR(300MHz,CDCl,) : 87.52(s,1H),7.43(d,J =
7.7Hz, 1H),7.27(d, ] = 7.7Hz, 1H),7.19(t,J = 7.7Hz, 1H),5.65(td, ] =
56. 0, 4. 4Hz, 1H), 4. 71 (td, J = 10.0, 4. 4Hz, 1H), 2. 61 (s, 1H). ""F NMR (376MHz, CDC1,)
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6 -127.57((ABq)dd, & ,,= 580.5Hz, J ,,= 286.0Hz, ] = 56.0, 10. OHz, 2F). "C
NMR (101MHz, CDC1,) 6 137.93(t, ] = 3.2Hz), 132.10(s), 130. 22(s), 130. 14(s), 125. 80 (
s),122.70(s), 115. 42 (t, ] = 245.8Hz), 72.85(t, ] = 24. 7THz). IR (KBr) : 3396, 3068, 297
7, 2907, 1598, 1573, 1478, 1430, 1382, 1197, 1140, 1100, 1073, 998, 885, 788, 762, 696cm .
HRMS (EI) : caled. for [C4H,0F,]1235. 9651, found 235. 9648.
[0143]  sLjEfs) 15

OH

[0144] OENO/LCFZH A Rk

[0145]  {EFEH T, FRHL Cs,C0, (0. 6mmol) FI 3- AHIEA FHEE (0. 2mmol) HHAF] 25mL 1] %
LA H, FEEC DMA (ImL) RN B OB A R RIS 4 FF 2R 8 2 (0. 6mmol) , A DMA (2mL) ¥
filt, N RSS2 . —10°C T Hidt, [FIA RS2 LA 0. BmL/h Ff 380 K 1R — 5 Y R 8 R 10
DMA ¥ WBE N B N H o VESTSE G, RN ZE R o 44 I N H I S 72 2 s 2F R
A 15mL 7K, F & BEREEL =R (10mL X 3) , & IAHUAH, FZKBER =R (10mLX3) . Hw&
132 A AUAH I JC /KB BR A T8, D8 Ik Bl 4%, i@ v 7], B RERR AT, A IE BE AN R BB AE
BT, 7 B AS B B 2 1) R R AL, PN 84%, S >99. 9% (KXREALFE ) .
[o146] 3 4 ,'"H NMR (400MHz, CDC1,) : 6§ 8.30(s, 1H),8.20(d, ] =
8.0Hz, 1H),7.76(d, J = 8.0Hz, 1H),7.57(t, ] = 8.0Hz, 1H),5.77(td, ] =
56.0, 4. 5Hz, 1H), 4. 96 (td, ] = 10.7, 4. 5Hz, 1H), 3. 05(s, 1H). F NMR (376MHz, CDC1,)
6 -127.65((ABg) dd, & ;= 470. 6Hz, J ;= 286. 4, ] = 56. 0, 10. THz, 2F).
[0147]  SLJEfs) 16

CF,H

[0148] CFoH 192 ik
NO,

[0149] TEFEHM T, FRHL Cs,C0, (0. 6mmol) Al 2 AEFHE K H I (0. 2mmol) JIAZF 25ml. [ %
L, B DMA (ImL) JENE B o . AREGR 50 8538 (0. 6mmol) , A DMA (2mL) ¥
filt, WNBES 28 H . —10°C T HidE, RIS ZE L 0. 5mL/h FTH BN IR — 5 FE L85 2R 1
DMA VEENB R B o VESTTEE, IR . IR A Vi e 7 21 o R = A,
A 15mL 7K, F & BEREEL =R (10mL X 3) , & IAHUAH, FZKBER =R (10mLX3) . m&
320 HLAH I JCK IR BR Bh T8, DEBR A, e K370, EaERH:, IR R IE A 218 2. Be 1R
B, 53 B AF B B 4 ) 50 A=), PR 30N 18 %, AR >99. 9% (XA ) o

[o150] 3% & 4, '"H NMR (400MHz, CDC1,) : 6 8.04(d, J = 7.8Hz, 1H),7.92(d, ] =
7.8Hz, 1H), 7.73(t, J = 7.8Hz, 1H), 7. 55(t, J = 7. 8Hz, 1H), 6. 08(dt, J = 1.9, 55. 3Hz, 1H
), 5.69-5. 60 (m, 1H), 2.80(d, ] = 4. 3Hz, 1H). F NMR (376MHz, CDC1,) & -125.84(ddd, J] =
281. 6, 55. 3, 6. 2Hz), —-133. 54 (ddd, ] = 281.6, 55. 3, 16. 1Hz, 2F). ®C NMR (101MHz, CDC1,)
§148.12(s), 133.84(s), 131.17(dd, ] = 2.6, 5. 1Hz), 129. 60 (s), 129. 58 (s), 124. 68 (s)
,114.60(t, ] = 245.9Hz), 68.84(dd, ] = 25. 1, 22. 0Hz). IR (KBr) : 3385, 3114, 3046, 1614
, 1577, 1530, 1446, 1383, 1344, 1324, 1307, 1187, 1153, 1135, 1089, 1069, 1041, 901, 885, 86
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1,831, 795, 786, 728, 688cm . HRMS (ESI) : calcd. for [C4H,ONF,C1] (M+C1) 238. 0088, found
238. 0080.
[0151]  sLjEfsl 17

OH

[0152] O/LCFQH & R
NC

[0153] {EFEFH, FREL Cs,C0, (0. 6mmol) Al 4- FIEAFHEE (0. 2mmol) HIAF] 25mL H) %
LA H, FEEC DMA (ImL) RN B OB A R RIS 4 FF 2R 8 2 (0. 6mmol) , A DMA (2mL) ¥
filt, WNBES 28 H . —10°C T HidE, IR FVESSZE L 0. 5mL/h A TH FEAE IR — 5 FE L8 2R 1
DMA ¥ ENB R B o VESTTEE, IR o SR A RV i e 7 21 0 R = A,
A 15mL 7K, F & BEREEL =R (10mL X 3) , & IAHUAH, FZKBER =R (10mLX3) . Hw&
320 WA JCK IR BR Bh T )8, DEBR A, e K370, EaERRHE, IR R EA 218 2. Be1E
BRI, 53 B AF B B 4 1) 50 FF A=), P2 30N 90%, Al >99. 9% (XG4T ) o
[0154] 3K & {4, '"H NMR (400MHz, CDC1,) : 8 7.65(d, J] = 8.2Hz, 2H),7.54(d, ] =
8. 2Hz, 2H), 5. 73(td, J = 56. 0, 4. 5Hz, 1H), 4. 88 (td, J = 10. 3, 4. 5Hz, 1H), 3. 32 (s, 1H). “F
NMR (376MHz, CDC1,) 8 -127. 46 ((ABq) dd, & ,,= 474.4Hz, ] ,,= 288.2Hz,] =
56. 0, 10. 3Hz, 2F).
[0155]  SEjifs 18

OH

[0156] NQI:jAw&H%é&

[0157] {EFEFF, FREL Cs,C0, (0. 6mmol) AT 3— FIEA FHEE (0. 2mmol) HIAF] 25mL K%
LA H, FEEC DMA (ImL) RN B OB A R RIS 4 FF 2R 8 2 (0. 6mmol) , A DMA (2mL) ¥
filt, WNBES 28 H . —10°C T HEdE, IR FVESSZE L 0. 5mL/h FTE B VR — 5 F AL 8 2R 1
DMA JSVRE N B R BB W VRS SEIE, RN . R S S A I VR A% 21 0k ~F b, Jn
A 15mL 7K, F & BEREEL =R (10mL X 3) , & IAHUAH, FZKBER =R (10mLX3) . Hw&
320 WA K IR BR Bh T8, DEBR A, e K370, EaERHE, IR R 418 2. Be1E
BRI, 53 B AF B B 4 ) 50 FH A=), PR 30N 91%, A >99. 9% (XG4T ) o
[0158]  BE{AifA, 'H NMR (400MHz, CDC1,) 8 7. 74 (s, 1H), 7. 68(d, J = 7. 8Hz, 1H), 7. 64 (d, J
= 7.8Hz,1H),7.51(t,J = 7.8Hz, 1H),5.74(td, ] = 55.8, 4. 5Hz, 1H), 4. 88(td, J
10. 2, 4. 5Hz, 1H), 3. 32 (s, 1H). ""F NMR (376MHz, CDC1,) & -127. 57 ((ABq) dd, & ,;
= 581.6.3Hz, J,,= 285.6Hz, ] = 55.8, 10. 2Hz, 2F). C NMR (101MHz, CDC1,) & 137
.67(s), 132.36(s), 131.97(s), 130.89(s), 129.37(s), 118.56(s), 115.25(t, ] =
246. 0Hz), 112. 08(s), 72.20(t, J = 24. 7Hz). IR (KBr) : 3443, 2981, 2916, 2235, 1484
, 1437, 1384, 1232, 1153, 1118, 1104, 1070, 804, 766, 742, 693cm . HRMS (EI) : calcd.
for [CyH,0NF,]1183. 0496, found 183. 0495.

[0159]  SEjifs 19
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OH

[0160] ,i::::r’L‘CFzH HE %,
F

[0161] {EFEFF, FREL Cs,C0, (0. 6mmol) Al 4- FIEA FHEE (0. 2mmol) HIAF] 25mL )%
LA A, B H DMA (ImL) JEAN BB . FREGE — 950 F 8 45 (0. 6mmol) , A DMA (2mL) ¥
fifg, N B Es b o 2R T N, FIBTFHVESS R BL 0. 5mL/h FR T8 R R IR — 8 AR 8 R 1)
DMA ¥ BE NSRBI T o VRS TE G, RG4S B A VA e 7 21 0 s <,
A 15mL 7K, F &R =R (10mL X 3) , & A HUAH, FKBER = (10mL X 3) « %%
73 2 8A MU FH JG K Bt BN T8, JERR [ 44, e ZIE ), B, RS O R LR AE
B, 53 B AF B B 4 1) 50 FH A= 1), P2 30 68 %, Al 99. 9% (IZMEARE ) o
[0162] & 4 ¥ 44, 'H NMR (400MHz, CDC1,) : & 7. 39-7. 35 (m, 2H), 7. 12 - 7. 01 (m, 2H), 5. 70
(td, ] = 55.9, 4. THz, 1H), 4. 77 (td, ] = 10. 1, 4. THz, 1H), 2. 79 (s, 1H). F NMR (376MHz, CD
Cl,): 6 -112. 7-112. 8(m, 1F), -127.72(ddd, J = 55. 9, 10. 1, 4. 4Hz, 2F).
[0163]  Sjiifs 20

OH

[0164] CF2H A

[0165] {EFEFH, FREL Cs,C0, (0. 6mmol) Al 2- ZEHEE (0. 2mmol) JNAF 25mL f) [ B 5
o, U DMA (ImL) yEN B S o o FREGR 5 F R84 ER (0. 6mmol) , A DMA (2mL) ¥fif, T
ANBFG A iR THERE, [FIES A S BL 0. 5mL/h [R5 VR — 5 JE 8% R 1) DMA ¥
WENB S o S 5Efa, IRVEE I o 1 e A8 H BV % 21 40 V0K =F 4, i 15mL
K FH ZE AR =R (10mL X 3) , & HA WA, F KBS =k (10mL X 3) . ZA&152A
BUAH FH G /KR B AN T8, DEBR A, g 23655, BRERAE, B IE ke fl LR SR AE e i 71,
Iy EAF BRI, PR AR R 87%, AN FE 599. 9% (IZWRAEFE ) .
[o166] [ & &,"H NMR (400MHz, CDC1,) : 8 7. 87-7. 82 (m, 4H), 7. 54-7. 48 (m, 3H
),5.76(td, ] = 56.0, 4. 7Hz, 1H), 4. 87 (td, ] = 10.2, 4. THz, 1H), 2. 68 (s, 1H). "F
NMR (376MHz, CDC1,) &6 -127. 25 ((ABq) dd, 6 AB = 151.8Hz, J,,= 283.3.0,] =
56. 0, 10. 2Hz, 2F).
[0167]  SEjtifs 21

OH

[0168] m/LCFzH 14 %
N/

[0169]  FEF-EFAH, FREL Cs,00, (0. 6mmol) FHMEME —3— HEE (0. 2mmol) I AF| 25mL ¥ 2
LA A, B DMA (ImL) JFE AN B R BE . FREGE — 950 F 58 45 (0. 6mmol) , A DMA (2mL) ¥
filt, N EESSB Ao E=IR THERE, R ARSI L 0. 5mL/h 3 PR 1R 5 L B AR 1
DMA VEEN B B o VESTTE G, IR o SR A RV i e 7 21 o R = A,
A 15mL 7K, F & BEREEL =R (10mL X 3) , & IAHUAH, FZKBER =R (10mLX3) . Hm&

28



CN 106146556 A iff, /2 :ﬁ' 22/30 1T

73 2 8A MU FH JG K Bt BN T8, JEBR [ 44, e ZIE ], B, RS 1R LR AE
B, 53 B AF B B 2 1) 50 FH 3= 1), PR30 82%, Al >99. 9% (MG ) o
[o170] H & &, M.P.:130.5-131.5 °C .'H NMR(400MHz, DMF) 6 9.24(d, J
= 1.7Hz, 1H),8.65(d, ] = 1.7Hz, 1H),8.26(d, ] = 8.4Hz, 1H),8.22(d, ] =
8. 4Hz, 1H), 6.93(d, J = 5. 1Hz, 1H), 6.48(td, J =55.7, 3. 9Hz, 1H), 5. 66 - 5. 13 (m, 1H). “°F
NMR (376MHz, DMF) & —123. 87 ((ABq) dd, & ;= 605. 4Hz, J ,,= 282.3, ] = 55.7, 11. 9Hz). "C
NMR (101MHz, DMF) 8 150. 42(s), 148.23(s), 134.84(s), 131.36(t, J = 3.6Hz), 129. 89(
s), 129.21(s), 128.44(s), 127.85(s), 127.10(s), 116.81(t, J = 244.0Hz), 71.03(t, J
= 24.2Hz). IR (KBr) : 3095, 2860, 2708, 1625, 1578, 1500, 1392, 1366, 1332, 1305, 1269, 1
175, 1132, 1121, 1093, 1050, 988, 961, 953, 923, 870, 804, 754, 695cm . HRMS (EI) :calcd.
for[C,,H,0NF,]209. 0648, found 209. 0652.

(01711 sLjEfsl 22

OH
(0172 @—( ek
0  CFH

[0173]  fEF-EHEH, FREL Cs,C0,4 (0. 6mmol) HIZEH: MR —2— HEE (0. 2mmol) AN F] 25mL ()
JNE A, B HDMA (ImL) B RE o BRI — 4 FF 2885 28 (0. 6mmol) , A DMA (2mL)
AR, WNBES 28 o IR N HRE, RIS ZELL 0. 5mL/h R T8 BEKE IR 360 FF L 8 Eh 11
DMA VN B N T o VS SE ST, RNV ZE R o K S S A RV WU 7% 2 0 s =F v,
A 15mL 7K, F &R =R (10mL X 3) , & A HIAH, FKBER = (10mLX3) » %
75 2 B A HUAH TG /K B BRAA T8, R [l 44, i £ 7], e, A IE b Al 4R S R AR
B, 53 B5AF B B 2 1) 50 B = 1), 7R 30N 2%, AR >99. 9% .

[01741 # & ¥ 4&,'H NMR(400MHz, CDCl,) 6 7.59(d, J = 7.8,1H),7.50(d,J =
7.8Hz, 1H),7.34(t,] = 7.8,1H),7.26(t, ] = 7.8Hz, 1H), 6.82(s, 1H), 6.08(td, J] =
55. 4, 4. 2Hz, 1H), 5. 05-4. 95 (m, 1H), 3. 02 (s, 1H). "F NMR (376MHz, CDC1,) & —128. 24 ((ABq)
dd, 8 ,,= 543. 1Hz, ] ,= 286.5,] = 55.4,10. 1Hz). '"C NMR(101MHz, CDC1,)
8 155.03(s), 151. 37(dd, ] = 4.9, 3. 1Hz), 127. 51 (s), 125. 06 (s), 123. 20(s), 121. 48(s),
114.08(t, J = 245. THz), 111. 45(s), 106. 21 (s), 68. 33 (dd, J = 26. 8, 25. 6Hz) . IR (KBr) : 30
95, 2860, 2708, 1625, 1578, 1500, 1392, 1366, 1332, 1305, 1269, 1175, 1132, 1121, 1093, 1050
, 988, 961, 953, 923, 870, 804, 754, 695cm . HRMS (EI) : calced. for[C,H,0NF,]209. 0648, found
209. 0652.

[0175]  SEjifs 23

OH
[0176] m—( )& B
S CF,H

[0177]  ZETF-ESEH, BRI Cs,00, (0. 6mmol) F1ZE FEMEWY —2— FHEE (0. 2mmol) fOA F) 25mL

R N T, B HDMA (ImL) y3: N B s WA o ARG — 9 FH 8 35 (0. 6mmol) , A DMA (2mL)

AR, WNBVES 28 o IR N HERE, RN VRS ZE LA 0. 5mL/h 38 K R — 460 2L 8 3 1)

DMA VEHEN B B o VESTTE G, IR o SR A v i e 7 21 R = A,

N 15mL 7K, F A B AR B =R (10mL X 3) , &I H AU, AR =) (10mL X 3) . &%
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320 WA K IR BR Bh T )8, DEBR A, e K70, EaERH:, IR R 218 2. Be1E
B, 53 B A4S B B 2 1) 50 FH 3 =1, PR 30N 5%, AR >99. 9% (XG4T ) o
[0178] 3% f& &, M.P. :59.0-60.0 °C .'H NMR(400MHz, CDC1,) 6 7.88 -
7.82(m, 1H), 7.80 - 7. 75(m, 1H), 7. 42 - 7. 32 (m, 3H), 5. 90 (td, ] = 55. 8, 4. 6Hz, 1H), 5. 23 -
5.10(m, 1H),2.68(d, J = 4. 3Hz, 1H).'"F NMR(376MHz, CDC1,) § -127.19(dd, ] =
55.8,9.8Hz). "C NMR (101MHz, CDC1,) & 139. 76 (s), 139. 14 (s), 138.88(t, J = 3. 6Hz), 124.
89(s), 124.60(s), 123.93(s), 123. 31(s), 122. 44 (s), 114.89(t, ] = 246. 4Hz), 70. 54 (t, J
= 26.0Hz). IR (KBr) : 3366, 3053, 2924, 1457, 1436, 1373, 1343, 1153, 1120, 1070, 936, 86
0, 835, 785, 763, 747, 740, 726, 680cm . HRMS (EI) : calcd. for[C, H,0SF,1214. 0264, found
214. 0260.

[0179] PR A — 5 FH 244k

[0180]  Sjiifs 24

OH
[0181] CFH )& ik
Ph

[0182]  FEF-EFEH, FRHL Cs,C0, (0. 6mmol) F 4- AIEA L (0. 2mmol) JIA F] 25mL 1]
SR A, FEE DMA (1mL) VEAN B B H . FREGR — 5 F 2852 (0. 6mmol) , A DMA (2mL)
AR, WNBES 28 o SR N HRE, RIS ZELL 0. 5mL/h R T8 BEKE IR 360 FF L 8 2R 1
DMA ¥ HENB R B o VESTEE, IR o IR A RV i e 7 21 o R = A,
A 15mL 7K, F & BEREEL =R (10mL X 3) , & IAHUAH, FZKBER =R (10mLX3) . m&
3B WA JCK IR BR Bh T8, DEBR [ 4, e K370, EaERH:, IR R 218 2. Be 1R
BRI, 53 B AF B B 4 ) 50 3 =1, PR 30N 36 %, AR 99. 9% (XG4T ) .
[01831 [H f& &, M.P. :69.0-70.0 °C .'H NMR(400MHz, CDC1,) 6 7.65 -
7.56 (m, 6H), 7.45(t, ] = 7.5Hz, 2H),7.36(t, ] = 7.3Hz, 1H),5.76(t, ] = 56.5Hz
, 1H),2.30(s, 1H), 1.70(s, 3H). "F NMR(376MHz, CDC1,) 8 -129. 92 ((ABq)d, & ,,=
312. 0Hz, J,,= 276.5, 56. 5Hz, 2F). IR (KBr) : 3439, 3032, 2986, 1488, 1406, 1349, 119
0, 1058, 1020, 1006, 959, 946, 887, 874, 839, 767, 732, 696, 647cm . HRMS (EI) : calcd.
for[C,H,,0F,1248. 1013, found 248. 1011.

[0184]  SLJEfs] 25

OH
[0185] CPH & %
ON

[0186] fEF-EFHH, FREX Cs,C0, (0. 6mmol) F1 4- fifFE 2K 4B (0. 2mmol) JNA £ 25mL 1)
SSE R, B HLDMA (ImL) J AN B B Ao AREGER — 95 FR 2584 28 (0. 6mmo1) , A DMA (2mL)
AR, WNBVES 28 o SR N HRE, RIS ZEEL 0. 5mL/h T8 BEKE IR 360 FF L 8 2R 1
DMA ¥ ENB R B o VESTEE, IR . SR A v i e 7 21 o R = A,
A 15mL 7K, F & BEREEL =R (10mL X 3) , & IAHUAH, FZKBER =k (10mLX3) . Hw&
320 WA JCK IR BR Bh T )8, DEBR [ A, e K370, EaERH:, IR R 218 2. Be1E
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B, 53 B5AF B B 4 1) 50 FH 3 =1, 7230 53 %, AR >99. 9% (XG4T ) o
[0187] ¥ f& &, M.P. :49.0-50.0. °C .'H NMR(400MHz, CDC1,) 88.22(d, ] =
8.8Hz, 2H),7.72(d, ] = 8.8Hz, 2H), 5. 71(t, ] = 56.2Hz, 1H),2.59(s, 1H), 1.69(t, ] =
1. 4Hz, 3H). "F NMR (376MHz, CDC1,) & -129.63 ((ABq)d, 8 ,,= 285.0Hz, J ,,= 280.0,J
= 56. 2Hz). IR (KBr) : 3500, 3116, 2992, 1607, 1518, 1494, 1410, 1397, 1352, 1333, 1210
, 1160, 1110, 1099, 1059, 943, 857, 738, 703, 642cm '. HRMS (EST) : calcd. for [CyH,0,NF,]
(M-H) 216. 0478, found 216. 0472.
[0188]  Sjiifsl 26

HO

[0189] /@XCFQH 4 1%
NC

[0190]  FEF-EFEH, FREL Cs,C0, (0. 6mmol) F 4- FIEA LB (0. 2mmol) JIA F] 25mL 1]
S, B E DMA (1mL) VEN B B . FREGR — 3 R85 2h (0. 6mmol) , A DMA (2mL)
W, W BNES AR IR N, [RIBT VRS BL 0. 5mL/h FR T8 R IR — a0 T AR 8 R 1)
DMA S VE N B R B E . VRS SEIE, RN . R S S A I TR A% 21 ik ~F b,
A 15mL 7K, F & BEREEL =R (10mL X 3) , & IAHUAH, FZKBER =R (10mLX3) . m&
73 2 8A MU FH JG K Bt RN T8, JEBR 44, e ZIE ), B, RS G IR LR AE
BRI, 53 B AF B B 4 1) 50 3L =0, 72 20N 48% , > 4l 99. 9%
[o1911 H &  M.P.:63.5-64.5 C .'H NMR(400MHz, CDC1,) 8 7.68(d, ] =
8. 6Hz, 2H), 7.65(d, ] = 8. 6Hz, 2H), 5. 67 (t, ] = 56. 2Hz, 1H), 2. 38 (s, 1H), 1. 65(s, 3H). “°F
NMR (376 MHz, CDC1,) & -129. 58 ((ABq)d, & ,,= 283.3Hz, J ,,= 279. 1, ] = 56. 2Hz, 2F). "°C
NMR (101MHz, CDC14) & 145.93(s), 132.05(s), 126.97(s), 118.56(s), 116.43(t, ] =
252.0), 111.45(s), 74. 08(t, ] = 22.2Hz), 22.37(s). IR(KBr) : 3446, 2991, 2233, 1652,
1646, 1622, 1610, 1506, 1457, 1404, 1386, 1349, 1204, 1180, 1144, 1054, 1019, 945, 875, 8
41, 813, 788, 653, 610, 572, 526cm . HRMS (EI) :calcd. for[C, H,NOF,] [M]197. 0652, found
197. 0648.
[0192]  sLjEfsl] 27

HO

[0193] FSC\QXCFZH H)E %,

[0194]  ZEFE46, FREL Cs,C0, (0. 6mmol) 13— =% 32K ZF (0. 2mmol) HpAF| 25mL
(RN T, B HDMA (ImL) 32 N 21 s WA v o R — 9 FH 8 35 (0. 6mmol) , A DMA (2mL)
AR, WNBES 28 o IR N HRE, RIS ZELL 0. 5mL/h R T8 BEKE I 360 FF L 8 Eh 1
DMA VEHENB R B o VESTTE G, IR . SR A VA i e 7 21 o R = A,
A 15mL 7K, F & BEREEL =R (10mL X 3) , & IAHUAH, FZKBER =R (10mLX3) . m&
320 WA JCK IR BR Bh T8, DEBR A, e K370, EaERRH:, IR R 218 2. Be1E
B, 53 B AF B B 4 1) 50 3 =1, 72 30N 50 %, AR >99. 9% (XG4T ) o

[0195] & 4 W 4k ,'H NMR(400MHz, CDCl,) 67.81 (s, 1H),7.70(d,J =
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7.8Hz, 1H),7.61(d, ] = 7.8Hz, 1H), 7. 51(t, ] = 7.8Hz, 1H), 5. 70(t, ] = 56. 3Hz, 11), 2.
13 (s, 1H), 1. 68 (s, 3H). "F NMR(376MHz, CDC1,) 8 —62. 66 (s, 3F), -129. 94 ((ABq)d, 6 ;
313.9Hz, J,z= 278.6, ] = 56. 3Hz, 2F). IR (KBr) : 3480, 1694, 1613, 1438, 1363, 1338, 1247
1170, 1128, 1071, 958, 921, 902, 806, 726, 695, 655, 598cm . HRMS (EI) : calcd. for [C,H,0F ]
[M]240. 0574, found 240. 0575.
[o196]  SEJitifhl 28

HO

[0197] OX CF2H [ & 1%,
FaC

[0198]  ZEFE46, FREL Cs,C0, (0. 6mmol) 14— =% H 32K 20 (0. 2mmol) HpAF| 25mL
R N TR, B HDMA (ImL) 3N 21 s WA o R — 9 FH 8 35 (0. 6mmol) , A DMA (2mL)
W, N BNES 28 . S N, [FIETFHVESSZE L 0. 5mL/h B H R R 5 A SR8 R 1
DMA JVRE N B R B E . VRS SEIE, NG . R S S I IR A% 21 ik ~F b, Jn
A 15mL 7K, A SR 2B =k (10mL X 3) , & IFA ML AH, FZKBER =K (10mLX3) o %%
320 WA JCK IR BR Bh T8, DEBR [ A, e K370, EaERH:, IR R 218 2. Be 1R
B, 53 B AF B B 4 ) 50 A=), P2 30N 49%, AR >99. 9% (XG4 ) o
[0199]1 & f& ¥ 44 , 'H NMR (400MHz, CDC1,) & 7.65 (s, 4H), 5. 70 (t, J = 56. 3Hz, 1H), 1. 8
3(s, 1H), 1. 65(s, 3H). ""F NMR (376MHz, CDC1,) & -62. 76 (s, 3F), -129. 93 ((ABq)d, § ,,=
310.9Hz, Jz= 279.0,] = 56.3Hz, 2F). IR (KBr) : 3446, 2991, 1683, 1622, 1457, 1448, 13
87,1328, 1169, 1128, 1069, 1017, 960, 975, 845, 612cm . HRMS (EI) : calcd. for[C,,H,0F,]
[M]240. 0574, found 240. 0572.
[0200]  SEjifs 29

HO

lo201] ON OXCFzH HE K

[0202] FEF-EFE, FREL Cs,C0, (0. 6mmol) F1 3- FF LA £ (0. 2mmol) JOA F] 25mL 1]
SN R, B DMA (ImL) JEANBI S N oo FREGR — 9 285 2h (0. 6mmol) , A DMA (2mL)
AR, N BES 28 o IR N HRE, RIS ZELL 0. 5mL/h R T8 BEKE I 360 FF L 8 2R 1
DMA VEBE NSRBI o VRS TE G, IRBLGE R o 4 I B A RV e 7 21 0 e <,
A 15mL 7K, F &R =) (10mL X 3) , & A HUAH, FZKBER =k (10mL X 3) « %%
73 2 8A MU FH JG K Bt BN T8, DEBR 44, e ZIE ), B, RS O IR LR AE
BRI, 53 B AF B B 2 1) 50 A=), PR 30N 60 %, AR >99. 9% (XG4T ) o

[0203]  ®ifAyifA, 'H NMR (400MHz, CDC1,) 8 8.40(s, 1H), 8. 16 (d, ] =8. 2Hz, 1H), 7. 84(d, J
= 7.8Hz, 1H),7.54(t, ] = 8.2Hz, 1H),5.68(t, ] = 56. 2Hz, 2H), 3.68(q, ] =
7.0Hz, 3H),2.38(d, ] = 88.7Hz, 3H), 1.67 (s, 4H),1.20(t,J = 7.0Hz, 4H). "
NMR (101MHz, CDC1,) & 143.89(s), 138. 14 (s), 128. 03 (s), 125. 10(s), 118. 78 (s), 116. 98 (s
), 112. 04 (t, J = 249. 8Hz), 69. 65 (t, ] = 22. 4Hz), 18. 16(s). IR (KBr) : 3397, 2992, 1662, 1
533, 1483, 1459, 1389, 1353, 1312, 1205, 1150, 1110, 1072, 960, 929, 856, 809, 741, 697, 648
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cm . HRMS (ESI) : caled. for [CoHy0,NF,] (M-H) 216. 0478, found 216. 0472.
[0204] s 30

HO
[0205] /@X CFoH [y ik
Cl

[0206] 7E FE4E, FREL Cs,C0, (0. 6mmol) F1 4- (2K ZF (0. 2mmol) HOAF] 25ml [ %
LA A, B H DMA (ImL) J AN BB . FREGE — 9650 F 58 25 (0. 6mmol) , A DMA (2mL) ¥
filt, WNBNE S 2. IR T HERE, R A ESSZE L0 0. 5mL/h i Bk IR 5 B R 8 R
DMA VBN B N A o VESSE ST, RNV ZE R o K S S A RV U 7% B 0 2F i,
A 15mL 7K, F &AL =R (10mL X 3) , & A HAH, F/KBER = (10mL X 3) « %%
320 WA K BR BR Bh T8, DEBR 4, e K370, EaERH:, IR R 218 2. Be 1R
B, 53 B AF B B 4 1) 50 FF 3 =), 7R 30 36 %, AR >99. 9% (IZMEARE ) .
02077 % f& W 4K ,'H NMR(400MHz, CDCl,) 6 7.43(d,J] = 8.6Hz, 2H),7.34(d, ] =
8. 6Hz, 2H), 5.65(t, ] = 56. 5Hz, 1H), 2. 29 (s, 1H), 1. 62 (s, 3H). F NMR (376MHz, CDC1,)
§-129.95((ABq)d, 8 ,= 301.4Hz, J ,= 277.0,] = 56.5Hz). “C NMR(101MHz, CDC1,)
6 134.45(s), 129. 86 (s), 124. 22(s), 123. 03 (s), 112. 33(t, ] = 249.5Hz), 69.66(t, ] =
22.2Hz), 17. 98 (s) . HRMS (E1) : calcd. for [C,H,0C1F,] [M]206. 0312, found 206. 0310.
[0208]  SEjififs 31

HO

[0209] QX;EH ()4 B
FsC

[0210] fEFEH T, FRHL Cs,C0, (0. 6mmol) F1 4— =4 H FE KM (0. 2mmol) HHAZE] 25mL
(PR N R, B DMA (ImL) y3 N B s 37 A8 A o REGIR — 3 B 288 25 (0. 6mmo1) , A DMA (2mL)
AR, WNBES 28 o IR N HRE, RIS ZE LA 0. 5mL/h T8 BEKE IR 360 FF L 8 2R 1
DMA VS VRE N B R B E . VRS TEIE, RN . K S S A R VR A% 21 ks ~F b, Jn
A 15mL 7K, F & BEREEL =R (10mL X 3) , & IAHUAH, FZKBER =k (10mLX3) . m&
73 2 8A MU FH JG K Bt RN T8, JEBR [ 44, e ZIE ), Bt IR RS G IR LR AE
B, 53 BS54SR B 2 50 3= 1), 72 30N 49% , > 4B 99. 9% .

(02111 % & ¥ 4&,'H NMR(400MHz, CDC1,) 6 7.64(d, ] = 8.5Hz, 2H),7.60(d, J =
8.5Hz, 2H), 5. 72(t, ] = 56.2Hz, 1H), 2. 16 - 1. 90 (m, 2H), 1. 77 (b, 1H), 0. 78(t, ] =
7.5Hz, 3H). F NMR (376MHz, CDC1,) 8 -62. 70(s), -130. 45 ((ABq)d, & ;= 386.1Hz, J =
282.2, ] = 56. 2Hz). C NMR (101MHz, CDC1,) & 145. 93 (s), 132. 05(s), 126. 97 (s), 118. 56 (s
), 116.43(s), 111.45(s), 74. 08 (t, ] = 22. 2Hz), 22. 37 (s). IR(KBr) : 3570, 3462, 2981, 294
6, 2889, 1622, 1465, 1415, 1328, 1262, 1169, 1128, 1069, 1019, 988, 942, 911, 844, 813, 713, 6
87, 675, 614cm . HRMS (EI) [M-F]":calcd. for [C,H,,ONF,] [M]235. 0746, found 235. 0741.
[0212]  sLjEfsl 32
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HO, CF,H

[0213] )

FsC

[0214]  ZEFE46, FREL Cs,C0, (0. 6mmol) 14— =% F 3 — % (0. 2mmol) HpAF| 25mL
(PR N H B DMA (ImL) 32 N B s 37 A8 H o FREGUR — 3 B 288 25 (0. 6mmo1) , A DMA (2mL)
AR, N BNES B P  SIR I HERE, [FIR S22 LA 0. 5ml/h R3S VR — 8 FH 3 8 R 1)
DMA ¥ ENB R B i o VESTTE G, IR o IR A R i e 7 21 o R = A,
A 15mL 7K, F & BEREEL =R (10mL X 3) , & IAHUAH, FZKBER =R (10mLX3) . m&
132 A AUAH I JC KB BR A T8, DB Ik ] 4%, e v 7], e A, A IE OBE AN 2 R R AE
NTEIRTR, B AS B B 2 1) 5 R IR, RN 62%, AR >99. 9% (KEREALTE ) .
[0215] & {4 ¥ 4K ,'H NMR(400MHz,CDCl,) 6 7.67 - 7.54 (m, 4H), 7. 44(d, J
= 6.7Hz, 2H), 7. 41 -7.30(m, 3H),6.20(t, ] = 55.0Hz, 1H), 2. 79 (b, 1H)."F
NMR (376MHz, CDC1,) 6 -62. 77 (s, 3F), -127.56(dd, J = 55.0, 7. 2Hz, 2F). '°C
NMR (101MHz, CDC1,) & 144.11(s), 139.91(s), 130.36(q = 32.6), 128. 64(s), 128. 62 (
s),127.62(s), 126.92(s), 125.22(q, J = 3.8Hz), 124.44(q = 271.8)116.57(t,J =
250. THz), 77.93(t, J = 21. 3Hz). IR (KBr) : 3587, 3461, 3065, 2978, 1621, 1497, 1450, 1414,
1375, 1372, 1169, 1128, 1069, 1018, 1003, 973, 903, 841, 808, 753, 718, 700, 687, 670, 655, 62
6, 606cm . HRMS (EI) : caled. for[C,.H,,0F,] [M]302. 0735, found 302. 0730.
[0216]  sLjEfs] 33

HO CF,H

[0217] 4 %
NC

[0218] fEF-E4E, FREL Cs,C0, (0. 6mmol) F1 4— & HE — ZKHd (0. 2mmol) I F| 25mL )
SSE R, B HLDMA (ImL) JEAN B S Ao AREUGER — 95 FR 2584 28 (0. 6mmo1) , A DMA (2mL)
AR, N BRS8N HRE, RIS ZELL 0. 5mL/h T8 BEKE I 360 FF L 8 2R 1
DMA VN B N T o VESTE G, RNV ZE R o K S S A RV e 7% B 0 =k i,
A 15mL 7K, F &R =R (10mL X 3) , & A HUAH, FKBER = (10mL X 3) » %%
3B WA JCK IR BR Bh T8, DEBR [ 4, e K370, EaERH:, IR R 218 2. B 1R
BT, 3 BT B S 2 1) 3 IR =), FE 20N 58% , 4IRE >99. 9% (IXHEAFE )
02191 H &, M.P.:71.5-72.5 °C .'H NMR(400MHz, CDC1,) 8 7.63(d, J
= 8.4Hz,2H),7.59(d,J = 8.5Hz,2H),7.45-7.33(m, 5H),6.18(t,] =
54.9Hz, 1H), 2. 96 (b, 1H). F NMR (376MHz, CDC1,) 8 -127.40(dd, ] = 54.9, 16. 6Hz). *°C
NMR (101MHz, CDC1,) & 145. 50(s), 139.69(s), 132.00(s), 128. 75(s), 128. 69 (s), 128. 08 (
s),126.89(s), 118.49(s), 116.38(t, J = 251.3),111.80(s), 77.87(t, ] = 21.4Hz). IR
(KBr) : 3428, 3064, 2232, 1609, 1506, 1497, 1450, 1407, 1191, 1169, 1138, 1118, 1075, 975,
904, 838, 809, 769, 748, 717, 700, 681, 660, 575, 545cm . HRMS (EI) : calcd. for[C,:H,,NOF,]
[M]259. 0809, found 259. 0807.

[0220]  SEjidsl 34
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HO CF,H

[0221] & %,

[0222] {EFEH, FRHL Cs,C0, (0. 6mmol) F1 KM (0. 2mmol) AU E] 25mL [ ) B H,
U DMA (1mL) JEANF S BIE . FREGR — 5 =855 (0. 6mmol) , A DMA (2mL) ¥4, TR
PSSR TR, BN VRS LA 0. 5mL/h A R IR R 8 AR Y DMA VAT
TENBRPBE S TS, RNVEH . RN IO 7 210 70 W00 =+, i\ 15mL
K, SRR =k (10mL X 3) , A IFFAMHAH, FKBEER =R (10mL X 3) « A1 EIAH
NUAH I JC /K R BN T8, R I, e 259877, BRI, F I ke Al R BB AR e Mot 571,
Iy B B 2 ) B ), 7R AR 34%, A >99. 9% (IZMAZERE ) .
[0223] & f& Wi fk,'H NMR(400MHz, CDCl,) 6 7.46(d,J = 7.3Hz, 1H),7.41 -
7.28(m, 2H), 6. 22 (t, ] = 55. 2Hz, 1H), 2. 73 (s, 1H)., F NMR (376MHz, CDC1,) § -127. 71(d, J
= 55.1Hz). "C NMR(101MHz, CDC1,) & 140.54(s), 128.39(s), 128.27(s), 127. 11(s),
116.91(t, ] = 250.2Hz), 78. 13(s). IR (KBr) : 3565, 34603062, 3031, 1496, 1450, 1377,
1337, 1172, 1138, 1073, 1049, 1003, 970, 900, 809, 760, 722, 699, 675, 612, 579, 568cm .
HRMS (EI) : calcd. for [C,,H,,0F,] [M]234. 0861, found 234. 0856.
[0224]  SEjifs 35

HO CF,H

[0225] O~ e
o

[0226] {EFEFHH, FREX Cs,C0, (0. 6mmol) FHZK H I 3 HH G .18 (0. 2mmol) N2 25mL
(PR N H B DMA (ImL) J3 N B s 37 A8 H o REGIR — 3 B 288 25 (0. 6mmo1) , A DMA (2mL)
W, W BES A . S I HEEE, R HESZECL 0. 5mL/h IR R R 5 R RS 2
[ DMA 5780 N B I N R o VRS 5805 IONZE R o K SO NS H RS 7% 340 W0 2R
TN 16mL 7K, H &R R E =k (10mL X 3) , & A HLA, F K= (10mLX3) . #
245 2 B A HUAEH JC K BRER AN T 1%, D8 BRI 44, e 233855, b rE A, F IR bE A 2.1 £ 1
VERBEIT, 7 B A5 B B 24 1 3 FR IRAL =, 72308 41 %, 46 >99. 9% (X WLZESE ) .
02277 % 4 ¥ 4&,'H NMR(400MHz, CDC1,) 6 7.67(dd, J = 7.9, 1. 5Hz, 1H), 7. 46 -
7.30(m, 3H),6.21(t,] = 54.4Hz, 1H), 4. 45 - 4. 24 (m, 2H), 3. 91 (s, 1H), 1. 32(t, ] =
7. 1Hz, 3H). F NMR (376MHz, CDC1,) & -131.55((ABq)d, 6 z= 1760. 0Hz, J ,,= 272.9, ] =
54. 4Hz). "C NMR (101MHz, CDC1,) & 165.93(d, J = 5. 7THz), 130. 36 (s), 124. 72(s), 124. 26 (s
), 121. 64 (s), 110. 48 (t, ] = 249. 4Hz), 73. 67 (t, J = 20. 7THz), 59. 27(s), 9. 54 (s) . IR (KBr)
:3501, 2965, 1739, 1497, 1451, 1380, 1373, 1262, 1158, 1121, 1084, 1027, 952, 860, 841, 808,
745, 699, 646, 559cm . HRMS (EI) : calcd. for [C,,H,,0,F,] [M]230. 0758, found 230. 0755.
[0228] WP R&M 4 3E4L

[0229]  "FaR S, Bk ) SRS Ee R AR, IRONLEE RS R RONAR R F TN 20 F At 1M
1) = 380 P RV R, o Vi ST 8 2 AR A T B A R AR A &5 R T SRAS 21

[0230]  SLjifs] 36
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e
[0231] HN 116 R

CF,H
Br

[0232] {EFEF T, FREL Cs,C0,(0. 6mmol) A1 N-(4— #%< FE 3P JE ) —4— 48 Ik 8 i

(0. 2mmol) AN F| 25mL f 2 3 5, B ER DMA (1mL) VENFI S B85 oo FREIR — 4 PR L 2

(0. 6mmo1) , A DMA (2mL) ¥, WA BIESS#8Ho Zi NHcFE, FIB S22 LA 0. 5mL/h [

T R VR R R SRS AR I DMA VAR N BN . VRS SE R, RMEE IR . N =5 H 2K

bR, B N PE T VAT i, TS 2 R 45 % .

[0233] " NMR(376MHz, CDC1,) & -128. 26 ((ABg) dd, & ,,= 882.4Hz, J ,= 284.5Hz, ] =

59. 0, 10. 8Hz, 2F).

[0234]  SIJEfs] 37

op
[0235] HN 114
/O/LCFZH
Ph

[0236] 7 FE4H T, FREL Cs,C0,4 (0. 6mmol) T N— (4— 2 J 28 B 7 YKL ) —4— HH 480 58 28 i
(0. 2mmol) AN F 25mL f 5o o 5, B DMA (1mL) N B I B85 A o ARECIR — 460 PR S B 20
(0. 6mmo1) , A DMA (2mL) ¥, WA BIESS A8 H o F i N HcF:, RIB S22 LA 0. 5mL/h [
AR VR g B S SR ) DMA VB E AN BN e TR SRR RGN =5 R
AP, USSP TG FT B , TS s 7= 0N 48 % o

[0237]  "“F NMR(376MHz, CDC1,) 8 —124. 43 ((ABq)dd, & ,,= 696. 4Hz, J ,,= 258.5Hz, ] =
58.0, 10. 4Hz, 2F).

[0238]  sLZjififh 38

oy
[0239] HN 16 K

CF,H
NC
[0240] 7EFE4E T, FREL Cs,C0, (0. 6mmol) T N— (4— %A 28 B 7 Y 5L ) —4— H 480 58 28 i
(0. 2mmo1) I F 25mL 1) S N8, B HX DMA (1mL) VN B s 37 8 A o FREIR — &6 FF L3 26
(0. 6mmol) , I DMA (2mL) & f#, W N EIESF 8 b . =3 N HEEE, BN A8 2= LA 0. 5mL/h (¥
THEER VR R R S R 1) DMA VRN B R NE . TS SRR, IRV . AN =5 R
P bR, B R PE T VT U, TSRS PR RO 49% .
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[0241]  "F NMR (376MHz, CDC1,) 6 -128. 36 ((ABq)dd, & ,= 1166. 4Hz, J ;= 225. 2Hz, ] =
56. 0, 10. 6Hz, 2F) .
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