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N N0.1~2mm, K N0 .5~40m.
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— M AMIBEE R K ESKC- 2% B E REE F BV M
WA

ARG
[0001] 75 B & 36 A Jl A , B AR e — R OB 38 e B 3% B A5 il C- 20 2 U E
A 2 P A (1 7 7%

BREA

[0002] L kA bk A S 22 i 2 B2 (R 2 W LA R % ERRIAT 000 B B- A% o RS AL 25 P e AR )
TR AT T AR IS 24 W A A 300 A AT S 290 003 2 by RS R R IR (R A 28K
A o X6 A R A 55 ) R AT 5k A A2 1 LA Xt 2 DR AUV IR v S5 AT St AT (S L AE AR Y
SR

[0003]  [AJR, AW FE AR B, B AR rh U 1 AR ANC-F ik BRI 1 AR AIC-HEE B,
AT AL AP0 1  IF ELC-FRERE =1, B0 13 A WAL S M0 DU AL PR AT AR 1 - 1t
AR B S A A WL A B S R v R, DRI T v 1 e A TR A R A%
3 J5Z o W PRI 45 A v C-2 A7 HRAR & S5 B U ) 7 s, H AT S B MR C 2437 2 3B g 2k 4]
WA= ZAT 40T T3k

[0004] (1) f&4¢ L Z AL LA K el A T i Ao e bk C— 27 g 0 e S DL IRUA B B 0 1% T
SN PR » Pt S L TR 5 Bl S NAE S, B ™ 38 5 J1 A 2RI BB 3R A v 7
Y BAR T o i1y L s S FPASE S A B i il A A5 B AN 22 4, Xof s L PR T T 5K 1
REAEK S 038 T 4 s AN T TBORAE 77 o IR BRI B 2

[0005]  (2) 343 L ZA HIA HUEE AT HLBE S A0 5 1 S ik Jse Iz 5 A il C—2 (67 AR ) — g
Wk, S8 5 R SR N C-2 A A o U I T B S5 R S B, B J n] DAAS B2 1B T SRR . 12k
A, HAES AL @b S A o 1 2 iz

[0006]  (3) AHIBA 2 R MR 5 KB, 7E70°C . Z SR L BEAEE A 56 1F T ek m SE AL 7E
=M e R SN SR i DA AR R AR ) A T 5 U S 2 U i SR A & B s
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[0007] 7T B I gt () B il i B X AT BRI AN A2, SR A — b s B2 AR IR AN Y T
T A S VL 45 P AEE R SRAL S0 C-2067 51N 2 9UE REZE IR U i, DL DR AT BORAFAE 1)
X B N A PR e TR R BERE K I FEPEANGS , 775 5 7R B 3 EE [r] 7L

[0008] Dy 1 fift vk IR FEA ), AR R BB T S0 F

(00091 — b7 FIRCE 18 Be o2 3% B 45 il C- 2407 2 3B RE Sk 1 IBUAQE R 1) 5 7%, AR v 20
7R

[0010] (1) HsmEmkRAL & 5 1- P B -4-F-1, 4-FEE AL 32,2, 297 e X (Y S L)
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£h (SelectFluor) ¥ T 7 H Hil15 3 A A 5

[0011]  (2) ¥4 5 FEERAL S WV T 75 o 145 S5 FH I VB 5

[0012]  (3) ¥R (1) M5 M AR A RIS B8 (2) H1145 1) 35 AH VA B 2 it [R] B 2R N fr o 1
S8 B R A 2% VR A ARG HE N TR0e T8 Y 256 B ) e 3 s N A R EAT O 5

[0013]  (4) 2P 3R (3) I MV tH VR £ B isk 0 v~ AU MR 4 E 45 it R 45

[0014]  HfkHh, BIR (1) o, Frikmemk R -G M g5 it 008 -

X
[0015] R@\/D
N

[0016]  FLrp ,ROGH. etk HEIE i 2 AR AL = —
[0017]  fLikln Fa.b.c d.eF TR —Fh:

. . .’ . -
[0018] N N N N N
a c d e
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[0019]  JBIR (2) b, FTiA & & B S 5 T ONHX-Re s Hodr, XoOWOEES ; Re N Z FUE fE
%Izl o
[0020] MREMTFf.ghais AT E—Fh:

N

OH
OH H
[0021] ] T F F F i ]
0021 OH W
F F F F FA\’ F %Y F F F
F F F F
f 9 h i i .
[0022]  RiR i A FERCN |
Cl
BF, ® r
N —_ SelectFluor R = N
-Ry ———
[0023] R i ® f CHLCN P R¢ SelectFluor= Sj
N Micro Reaction N X N® BF,
I 11 111 F

[0024]  ffideth, 20 B (1) vh , 145 B9 S FHVE WA, e bk 24k & W0 1) JEE JR K FEE 0 . 25~
0.75mol/L, MR EY 51-8 F Fe-4-5-1,4-FE R 362 2. 2%k X0 (VU HE B 2511
BEREE N (1.0~1.5): (1.0~3.0) »

[0025]  ZBHR (2) b, H4S ) S AHVETRB A , 5 UBE SR AL A V) BRI S 1~ 3mol /L.

[0026]  JB 48 (1) FAE B (2) Hh, Bk (R ) o0 A ASL ik B & ke s & & e DU ARk
W CIR O O R BRI — P

[0027] ARk IR (1) 20 ER (2) Brd FH I 77IAH [ -

[0028] PR (1) H, A H1-SH HE-4-5-1, - B A =302, 2. 2 e X (DU s R £hye it
ST EAT

[0029]  ZB 4R (3) vh, B AH I VR AR 350 AV VR BZR A\ Al IBE 1 e 3 26 B ) ik 329 9.0 . 01—~ 10mL/
min, N0, 4~2mL/min; 7E 508 8 S B 28 HH I ONR FE S50 ~90°C , i 345 BRI [R] 4 10
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~30min,

[0030]  H A, BT O i e 7 2% B A4 « 5 —dERL R L 5 bR EE OR A A% Vol TE
IO A RIS s o, B8 — PR IR AR Rl R DA O B B R A& 2% L R & 48
TWOE TE 2 N4 RS a4 DA B 7 SOEBE, Frid i B2 o i 8 8 i B2, i 3 s 2 2% 1) RS
W42 80. 1~2mm, K& N0 . 5~40m,

[0031] P iRfHUR & 8 Y AL TR S B A (AT —Ff, B Bk Vi & 4 i dE ) A A
W

[0032]  SEIAEARME , AKHE W N

[0033] (1) A B Jd st A5 FH AR P08 1 e o7 255 B8 5K il 2% C— 27 22 8 Y e 2k (A1 DU A A bk 11
P AR EE T8 0 N RN ) 8 8 RO R AR B 1R, PR PR 3R IR B1169 % ~93 % 5 77 i A
& HAFITFIOCE P, B E T ., 22 b, v] DUE R0 IRAL 5t S S8 B

[0034]  (2) A Bl R 1 -G0 R 243001, 4- B A 302 2. 23R B X0 (DY SR 6
RN, A5 1) O JE R K982 5 R B O/ 1 R RO, B 1 7= 3%, IO B D56 4%

B [E135¢ BR

[0035] I~ ] 45 5 PRy 12 AR A SIZ ity 2 A W il B 8 — 20 1) R AR B T A R B Y Bk
AN/ B AT TR DL R R AR A3 IS 4

[0036] &I 1 9 AR i W s o2 26 B AT ) e Y A s e L s ey, IO — BRI (200 38 —ERER
BIYIIR 5 8 AT A8 S S 4% 5L -

B A

[0037]  AR¥E iR st ], AT LA BE Gy M R A A U B

[0038] i BH 5t & BT s 7 1) & ) S B A1) DR /INEE: SN DABRC & 09 H B #e s B N 25, DA
LR LRI N T 7 A5 B 12, FEARE H DARR 2 A4 B ] STt ) R e 2% A, oA B R B
1RSI Jo 7 S ATAR 25 R R AB AT S LU AB DG 2R ) e A B R /N R R, FE AN 52 e A BH BT e 72 AR 1Y)
DR SRk ) H BT, S RATh V& 72 AR R BH I # 7 R R A 25 B e 16k . 1) 51 BBl A o [T
AU AT S R B R CET S ST R & B IO E T RGR B T, T
Al F DABR & A BH AT STt 6 96 [, LA 58 SR e AR B 8, AE B SE R HRR N A T, 24
TR A B AT I T PR Y s

(00391 DL S it A5 % FH ) el 3 e 137 28 B P L s, B« 8 — bRl R 1 28 gk b AR 2,
TR A 5 3 T T8 i B A4 IR 485 s Forbr, 55— bR R DRI SE bkl SR 2 DL IR 7 2N 42
IR A 23 F, TR & 2% 3 A0 S N a4 A1 25 DL A BE T s, P i i@ it i
TE O , IO IE SO A 0 RS 4280 . 5mm, 1K B 20m , S S I e VR v A 4 D TR A
2 NYH

[0040]  Sijsti {511

[0041]  FREXMEMR (Gmmol, 1.0equiv) FI1-5H JE-4-9-1,4-FH B4 302, 2. 2 KX (Y
FUER) £ (10mmol,2.0equiv) , F & H Hi (10mL) ¥4 il 25 3 A0 T3 T St arb o 4 25 3 H I
(15mmol,3.0equiv) F & HHe (10mL) ¥ if F 2 AL VTS 28 b o a b H ) s B e i Y 4
TRA SR HENELE N AR N0, Smmff) S B s, 7 AT e S5 bR Y N0 . 5ml/min , U N 28 )
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WML OmL/min, [ M FEFERIFET0°C , 45 B I (8] 9 20min , 18 1 TLOAS M e Bt R CF vl
fif: 2 TR 4T =4:1EFF) - 100mLYL AINaHCOs (aq) Feiss » 433, /KA .12 2. B (150mlL X 3) #£
0, & FEA LA, AR A& Eh KBk oK BRI AN -1 , We i J5 #HLih DL 1R 416/ 1R 2 e 43l
VE IR TE RV R B 4 i, 13 B AR, P2 3 N84 % .

[0042]  SiZjstif52

[0043]  FREXMEMR (5mmol, 1.0equiv) FI1-5H JE-4-5-1,4-FH B 312, 2. 2 KX (Y
FEER) £h (10mmo1,2. 0equiv) , Fl & 2%t (10mL) ¥ A 25 3 A0 VE I Bk arh o S SR 3 H Y
(15mmol,3.0equiv) F =& 2t (10mL) ¥ i 35 3 AL 3 2 brh o a bR 1Y) i B R 3 ik Y 284
TRA AR HENELE WA N0, Smmft) S b8, 7 AT e S bR Y N0 . 5ml/min , U N 28 )
WML OmL/min, [ M FEFERIFET0°C , 45 B I (8] 9 20min , 18 1 TLOAE M e Bt A2 CF dil
fif: 2R 4T =4:1EFF) - 100mLYL AINaHCOs (aq) Feiss » 433, /KA .12 2. B (150mlL X 3) #£
0, & FEA LA, AR A& Eh KBk oK RN -1 , We4id J5 HHLih DL 1R B8/ 1R 2 e 43l
VE RIS RV R 4 i, 13 B AR 720, 72 % 888 % .

[0044] Syt f5l3

[0045]  FREXMEMR (5mmol, 1.0equiv) FI1-5H JE-4-5-1,4-FH B4 3,2, 2. 29 KX (Y
FER) 5 (10mmo1,2. Oequiv) , FIVUZUMENH (10mL) ¥ fiF 285 3 A0 vE I Bk a b o 4 SR 5 H Y
(15mmol,3.0equiv) FIPUS R (10mL) ¥ i 3 36 BAE T 3 2 b o a b 1) i B R I ik Y 28
TRA AR HENRLE N AR N0, Smmff) S B8, 7 AT #a S bR Y 0. 5ml/min , U W 28 )
TN . OmL/min, [ M FEFEHRIFET0C , 45 B I (8] 9 20min , 18 1 TLOAE M e Bt R CF dil
fif: 2 TR 4T =4:1EFF) - 100mLYL AINaHCOs (aq) Feiss » 433, /KA .12 2. B (150mlL X 3) #£
0, & FEA LA, AR A& EhK Gk KRR AN -1 , We i J5 HHLih BL 1R 16/ 1R 2 e 43l
VE RIS RV R B 4 i, 13 B AR 720, P2 3883 % .

[0046]  Sijiti {514

[0047]  FREXMEMR (Gmmol, 1.0equiv) FI1-5H JE-4-9-1,4-FH B 302, 2. 2 KX (Y
FER) £h (10mmo1,2. 0equiv) , LR .15 (10mL) ¥ fiF -2 3 A0 VE I 2R arh o 4 UK 5 H Y
(15mmol,3.0equiv) H 4R . PE (10mL) ¥ fif & AL 3 2 b o a b 1) i B R 3 ik Y 28
TRA AR HENELE WA N0, Smmff) S b s, v AT e S5 bR Y 0. 5mL/min , U N 28 )
WM. OmL/min, [ M FEFERIFET0C , 45 B I (8] 9 20min , 18 1 TLOAS M e Bt A2 CF vl
fif: 2 TR 4T =4: 1 FF) - 100mLYL AINaHCOs (aq) Feiss » 433, /KA .12 2. B (150mL X 3) #£
0, & FEA LA, AR A& Eh K Gk oK RN -1 , Wi J5 HHLih DL 1R 416/ 1R 2 J5e 43l
VE RIS RV R 4 i, 13 B AR 720, P2 3 88T % .

[0048]  Sijiti {5

[0049]  FREXMEME (5mmol, 1.0equiv) FI1-5H JE-4-9-1,4-FH B4 312, 2. 2 KX (Y
AR £ (10mmol,2.0equiv) , FZ G (10mL) VA il IF S5 4 AE VE ST B8 arh o 4 2K 55 1 Y
(15mmol,3.0equiv) F M (10mL) ¥ i B BAEVE S 28 b o a MlbHh () e BB I Y AL VR &
BAENELE AR N0 . Smm R S N a8 R VE ST 28 a S bR IE ) N0 . 5mL/min, FUS B s I
N1.0mL/min, [N B I TET0°C , 455 B8 B 8] 29 20mi n, 3 i TLCAS I e B EFE CF ik = 2
iR lig=4:1J&IF) - 100mLIf FINaHCOs (aq) Peisk » 70, KA FH 4R £ T (150mL X 3) ZHY, &
TN, VA& SRk B, JLoK IR ER 4115 , e 4 fo AL i L G R S Bs/ IR e 43 Al E N
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WA TSR R E A i, 18 BAR ), T2 %93 % .

[0050]  SiZjitifil6

[0051]  FREXMEMR (Bmmol, 1.0equiv) FI1-5H S -4-5-1,4-FH B4 302, 2. 2 KX (Y
FNER) £k (10mmo1,2.0equiv) , B4 (10mL) VA MR 25 20 A8 v S B arp o 4 8 45 35 /T i
(15mmol,3.0equiv) FHI 2K (10mL) ¥ fif I 2 AL VE S dR b o a MbH 1) S BB I YR VR &
BAENELE AR N0 . Smm R S N a8 R VE ST 28 a S bR IE ) N0 . 5mL/min, FUS B A I
N1.0mL/min, [ NG B I TET0°C , 455 81 B [B) 29 20mi n, 3 i TLCAS I e R EFE Cf ik = 2
iR lig=4:1J&IF) . 100mLIf FINaHCOs (aq) Peisk » 70, K AH FH 4R £, T (150mL X 3) ZHY, &
FANUA , VA& SRk B, TRk B ER 4115 , e 4 fo AL L G R S ls/ IR e 43 Al E N
VAL TR AN TV R EE G L 45 B AR PR ER N84 % .

[0052]  Sijstifs7

[0053]  FRHEXMEME (5mmol, 1.0equiv) A1 H JE-4-98—1,4- B &b =362, 2. 22 Fe X (Y
FNER) £k (10mmo1,2.0equiv) , FHEUE (10mL) VA MR I 358 2040 v S B arp o 4 8 45 5 /1 iy
(15mmol,3.0equiv) FS K (10mL) ¥ fif I 2 AL VE I 2 b o a MbH 1) S NG I YR VR &
BAENELE AR N0 . Smm PR S N a8 R  VE ST B8 a S bR IE I N0 . 5mL/min, B B A I
N1.0mL/min, [N BEFE I TET0°C , 455 81 B 18] 29 20mi n, 3 i TLCAS I e R EFE Cf ik = 2
iR lig=4:1J&IF) . 100mLIf FINaHCOs (aq) Peisk » 73, KA FH LR £, T (150mL X 3) 28, &
TN, VA SRk B, JLoK B ER 4115 , e 4 fo AL i L G R S Bs/ IR e 43 Al E N
VAL TR AN TV R EE A i, 45 B AR A, 7R 2R ON86 %6 .

[0054]  Sijitif5l8

[0055]  FREXMEME (5mmol, 1.0equiv) FI1-G(H JE-4-5-1,4-H AN =3 2.2. 2 Fe X (MY
AR £ (10mmol,2.0equiv) , FZ G (10mL) VA il IF 35 3 AE VE ST B8 a o 4 0K 55 1 Y
(10mmol,2.0equiv) F ZJiF (10mL) ¥ fif I 2 AL VE S 28 bH o a MbH 1) S BB I YRR &
BAENELE AR N0 . Smm R S N a8 R VE ST 28 a S b IE YN0 . 5mL/min, FUS B A I
N1.0mL/min, [ NG B I TET0°C , 455 B B 18] 2 20mi n, 38 i TLCAS I e R EFE Cf ik = 2
iR lig=4:1J&IF) . 100mLIf FINaHCOs (aq) Peisk » 73, KA FH 4R £, T (150mL X 3) ZHY, &
FANUA , FVEA & SRk B, TRk B ER 115 , e 4 Jo AL L G R S ls/ IR T e 43 Al E N
VAL TR AN TV R EE G i, 45 B AR, TR ERON82% .

[0056]  Sijiti {519

[0057]  BRHCMEME (Bmmol,1.0equiv) MI1-5H BE-4-3-1,4-H AN = FF2.2. 2-F K X (1Y
FINEL) £ (10mmo1,2.0equiv) , FH MG (10mL) ¥4 R - 25 50 A0 13 O 2% a o 4 5 oK 2 F i
(30mmo1,6.0equiv) A Z i (10mL) 5 fif H 25 8070 3 0 28 b o a b 1) e B R ik VAL VR &
BAENELE AR N0 . Smm R S N a8 R VE ST 28 a S bR IE )0 . 5mL/min, FUS B s I
N1, 0mL/min, J N BEHE I TET0°C , 455 B8 B 8] 2 20mi n, 3 i TLCAS I e B EFE CF ik = 2
iR lig=4:1J&IF) . 100mLIf FINaHCOs (aq) Peisk » 73, KA FH 4R £, T (150mL X 3) 28, &
TN, VA SRk B, TRk B ER 115 , e 4 fo AL L G R 4 ls/ IR e 43 Al E N
VA TR AN TV R EE G L 45 B AR, PR ERON92% .

[0058]  Sijiifsi|10

[0059]  FRHL3-F JEMEmK (5mmol , 1.0equiv) F1-F H FE-4-9-1,4-FH R 3,2.2. 2345
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(MY #AER) 5 (10mmol, 2. 0equiv) , F £ (10mL) ¥ fif I 2 A AV i S arh o A R A
i (15mmol, 3. 0equiv) FH & (10mL) ¥ A I 2 2 A3 S S b o a Pl 11 5 SV Je i Y 2R VR
G an it NBLE WAL 0. Smmff) [ B8, VS 2Fa 5 b LIE 450 . 5mL/min, fUR N &5 R
HEON1.0mL/min, s NUR EEHIZETOC , 45 B B 18]y 20min , 38 TLCAS M sz B R A CFy Y -
LR TBE=4:1J&ITF) - 100mLIf FINaHCOs (aq) Peifk , 73 , /KA FH 4R £, 18 (150mL X 3) ZHY,
G AN, A E KB, TOKBRBR N T8 W48 J5 ML i DL R 4. T8/ 1E & e 43 il R
SIS E 4 i 15 B R4, 7= 28 985 % .

[0060]  Sijitifsi)11

[0061]  FRHL6-F JEMEMK (5mmol , 1.0equiv) F1-F H 491, 4-FH R 3,2.2. 2345
(MY #AER) 5 (10mmol, 2. 0equiv) , FH £ (10mL) ¥ fif I 2 A A7 i S arh o A R AL
M (15mmol, 3. 0equiv) FH & (10mL) ¥ A I 2 4 A S ds b o a Pl i 11 5 BV Je i Y 2R R
G an it NBLE WAL 0. Smmf) [ B8, VS 2Fa 5 b LIE 150 . 5mL/min, fUR N #
N1, OmL/min, SO FEFEHITETOC , 45 B B 6] J920min, 38 3k TLOAS I s 2 A2 CF ek i «
LR BE=4:1J&FF) - 100mL I FINaHCOs (aq) Peifk , 73, /KA FH 4R £, 18 (150mL X 3) ZHY,
G AN, A E KB TOKBRBR N T8 W48 J5 ML i DL B8 418/ 1E & e 43 i R
ST R E 4 i 15 B R4, 7= 28 87 % .

[0062]  Sijstifs|12

[0063]  FREL3-E MM (Bmmol, 1.0equiv) FI1-5FF JE—4-%8-1,4-BEEA 342, 2. 2 K X0
(VUSELHIITR) £ (10mmol,2.0equiv) , FHZ G (10mL) VA MR 3T 5 2 A0 VRS #arh o 4 2K 3L F i
(15mmol,3.0equiv) F & (10mL) ¥ fif I 2 AL VE S a8 bH o a MbH 1) S BN I YRR &
PSRN0 . Smmf) SN g8 L I S 2R a S b IRE H N0 . 5mL/min , B S 3 K
N1.0mL/min, [ NG B4 I TET0°C , 455 B8 B 18] 2 20mi n, 3 i TLCAS I e R EFE Cf ik = 2
iR lig=4:1J&IF) . 100mLIf FINaHCOs (aq) Peisk » 73, KA FH LR £, T (150mL X 3) 28, &
TN, VA& SRk B, JL/K B ER 4115 , e 4 fo AL i DL G R S ls/ IR e 43 Al E N
VA TR AN TV R EE G L 45 B AR TR ER 91 %6 .

[0064] Sy fs]13

[0065]  FREL3-VRMEMK (5mmol, 1.0equiv) Al1-5H FE-4-%-1,4-E R I3,2.2. 275X
(VUSELHIIR) £ (10mmol,2.0equiv) , FHZ G (10mL) V&M 3T 3 2 A0 VR ST #arh o 4 2K 3L H i
(15mmol,3.0equiv) F £ JiF (10mL) ¥ fif I 2 AL VE S 28 bH o a MbH 1) S NG I YR VR &
PEFENALE N AZ N0 . Smmf) SN g8, I S 2% a S b IRE Y N0 . 5mL/min , B S 3 )
N1.0mL/min, [N B3R I 7ET0°C , 455 B8 B 8] 2 20mi n, 3 i TLCAS I e R EFE CF ik = 2
iR lig=4:1J&IF) . 100mLIf FINaHCOs (aq) Peisk » 73, KA FH 4 1R £, T (150mL X 3) ZHY, &
FANUA , FVEA & SRk B, TRk B ER 4115 , e 4 fo AL L G R S ls/ IR e 43 Al E N
VAL TR AN TV R EE G i, 45 B AR PR ER N8 % .

[0066]  Sjitifs 14

[0067]  FREXMEMR (Bmmol, 1.0equiv) FI1-5H JE-4-5-1,4-FH B 3,2, 2. 29 KX (Y
FMR) £ (10mmo1,2.0equiv) , FHZME (10mL) ¥ F T2 8RS #rat - TLHE KT (15mmol
3.0equiv) HZ N5 (10mL) ¥ A 258 AR I 2 brp o a b A (1) s 2V E Iob Y B VR A A g N3
E N0, Smml [ N A, RS Ara S 280 . 5mL/min , fUR B 48 T N1 . OmL/
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min, KNI BEREHIZET0°C , 452 B I 1] Ay 20min , 38 5k TLOAS Wl B B 3k A O vk : 218 2. g =
4:1/FF) - 100mLYL AINaHCO3 (aq) ik, 23, 7K AH F 4 BR 2.1 (150mL X 3) FEHL, & FF-H L
FH, FRFN & Eh /K PE sk, To/KBR BREA T4, YR 48 Jo kL i LA B8 20 T8/ 1 O bt 43 SR o i 71 A
P TV R L S v, 45 B AR 74, 7P 2 N83 % .

[0068]  Sijitifsi|15

[0069]  FREXMEME (Bmmol, 1.0equiv) FI1-5H JE-4-5-1,4-FH B4 302, 2. 2 KX (Y
FER) £ (10mmol,2.0equiv) , F Z M (10mL) {& i I B3R eIk M #sab 02,2, 2- =% -1-4
M (15mmol, 3. 0equiv) FH & (10mL) ¥ A I 2 4 A3 S ds b o a P i 11 5 BV J o Y 2R VR
G anit NBLE WAL 0. Smmf) [ BEAS T, VESS 2Fa 5 b LIE 50 . 5mL/min, fUR N & R
HONL.OmL/min, SO FEFEHITETOC , 45 B B 6] J920min, 38 3k TLOAS I s 2 A2 CF ek i «
LR TBE=4:1J&IF) - 100mL I FINaHCOs (aq) Peifk , 73, KA FH 4R £, 18 (150mL X 3) ZHY,
G A VAR, A& ShK B3, JoK RN T8 , Wi Fe kL it LA R 218/ 1E 2 e 43 il
SIS E 4 i 15 B R, 7276 % .

[0070]  SEjitifs]16

[0071]  FREXMEMR (Bmmol, 1.0equiv) FI1-5H JE-4-9-1,4-FH B4 302, 2. 29 KX (Y
SUMER) £ (10mmol,2.0equiv) , FZ NG (10mL) VARS8 ST #ab . 1,1,1,3,3,3-58
S -2-TNEE (15mmol , 3. 0equiv) FH Z I (10mL) ¥ il 25 3R ARV E S 22 b o a FTb H 1) J B 3 18
YRR A SR NELE N AR 0. Smmif) [ B A, VST A a S b ImE N0 . 5mL/min, U BN
BAFE AL OmL/min, SN FEFEHITET0C , 5 B B 18] A 20mi n , 3 i TLCAS I s o 3 FE (A
Mk : ZFR A TE=4: 1J&TF) - 100mLY8 FINaHCOs (aq) WEisk » 20, 7K AH F 2. /2 2. T8 (150mL X 3)
U, A AN, A& SRk BEEs, oK EREA T2, Wk 4 Fe ML it UL & 1R 4. 18/ 1E C b 4y
SAE I 7R A TV 70 EL & i, 75 B RS P, TR ONT8 %

[0072]  Sjstifs|17

[0073]  FREXMEME (Bmmol, 1.0equiv) FI1-5H JE-4-5-1,4-FH B4 3,2, 2. 2 KX (Y
FNER) 2 (10mmol,2.0equiv) , FHZHE (10mL) 5 fif I 58 8 76 7R 5T 2% arh o T30 0 9
(15mmol,3.0equiv) F M (10mL) ¥ i B BAEVE S 28 b o a MlbH () e BB I Y AL VR &
BAENELE AR N0 . Smm R S N a8 R VE ST 28 a S bR IE ) N0 . 5mL/min, 5 B A I
N1, 0mL/min, [N B I 7ET0°C , 455 B8 B 8] 29 20mi n, 3 i TLCAS I e R EFE CF ik = 2
iR lig=4:1J&IF) - 100mLIf FINaHCOs (aq) Peisk » 73, KA FH LR £, T (150mL X 3) 28, &
TN, VA& SRk B, JLoK B ER 115 , e 4 fo AL i L G R S ls/ IR e 43 Al E N
VAL TR AN TV R EE G, 45 B AR, PR B N82% .

[0074]  Sjiifs18

[0075]  FREXMEMR (Bmmol, 1.0equiv) FI1-5H S -4-5-1,4-FH B 312, 2. 2 KX (Y
AR £ (10mmol,2.0equiv) , FZ G (10mL) VA il IF S5 4 AE VE ST B8 arh o 4 2K 55 1 Y
(15mmol,3.0equiv) F M (10mL) ¥ i B BAEVE S 28 b o a MlbHh () e BB I Y AL VR &
BAENELE AR N0 . Smm R S N a8 R VE ST 28 a S bR IE ) N0 . 5mL/min, FUS B s I
N1, 0mL/min, [ N B 45 il 7250 °C , 455 B B 18] 29 20mi n, 3 i TLCAS I e R EFE CF ik = 2
iR lig=4:1J&IF) - 100mLIf FINaHCOs (aq) Peisk » 70, KA FH 4R £ T (150mL X 3) ZHY, &
TN, VA& SRk B, JLoK IR ER 4115 , e 4 fo AL i L G R S Bs/ IR e 43 Al E N

10
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VAL TR AR 1 VS R B G i, A3 B AR PR R ONB0 %6 .

[0076]  Sijstifs|19

[0077]  FREXMEMR (Bmmol, 1.0equiv) FI1-5H Sk -4-5-1,4-FH B4 302, 2. 2 KX (Y
AR £ (10mmol,2.0equiv) , FZ G (10mL) VA il IE S5 3 AE VE ST 28 a o 4 0K 55 1 Y
(15mmol,3.0equiv) M (10mL) ¥ i B BAEVE S 28 b o a MlbH (1) e BB I Y AL VR &
BAENELE AR N0 . Smm R S N a8 R VE ST 28 a S bR IE ) N0 . 5mL/min, FUS B A I
1. 0mL/min, [ N B 4% il 790 °C , 455 B3 B 8] 2 20mi n , 3 i TLCAS I e B iE A2 Cf ik = 2
iR lig=4:1J&IF) . 100mLIf FINaHCOs (aq) Peisk » 70, K AH FH 4R £, T (150mL X 3) ZHY, &
FANUA , VA& SRk B, TRk B ER 4115 , e 4 fo AL L G R S ls/ IR e 43 Al E N
VTR AN TV R LA o, 13 B AR, 7R3 N90% .

[0078]  Sijii {5120

[0079]  FREXMEME (5mmol, 1.0equiv) FI1-5H JE-4-5-1,4-FH B4 302, 2. 2 KX (Y
AN £ (10mmol,2.0equiv) , F 2 (10mL) VA il IE 35 3 AE VE ST 28 a o 4 2K 55 1 Y
(15mmol,3.0equiv) M (10mL) ¥ i B BAEVE S 28 b o a MlbH (1) e B BE I Y AL VR &
BAE N AR N0 . Smm ) SN 2% R VE S 28 a S b AR IE Y N ImL/min , U N 88 R S EE N
2.0mL/min, B FEFSHITETOC , 45 BE I A] 9 10min, JE Ik TLOAS I S 3t AR CF ik - 20 1R
LEE=4:1TF) - 100mLYI FINaHCOs (aq) Beisk » 70, KA LR L His (150mL X 3) 0L, &5
AHLAH, AN Eh /KPR, T /KR BREN T4, YR 4 5 FHL i DA 2 BR 2. T/ 1E O ot 2 AR RS
FFIE PRI B 25 5, 15 H AR 40, 77 22 H81%

[0080]  Sjiifs21

[0081]  FREXMEME (5mmol,1.0equiv) FI1-5H JE-4-5-1,4-FH B 312, 2. 2 KX (Y
AR £ (10mmol,2.0equiv) , FZ G (10mL) VA il IE S5 3 AE VE ST 28 ah o 4 2K 55 1 B
(15mmol,3.0equiv) M (10mL) ¥ i B BAEVE S 28 b o a MlbH (1) e BB I Y AL VR &
BN A2 N0 . 5mm P S B 28 R, 93 5 2% a S b A E M0 . 33mL/min , 3l B % 1) 3
90.67mL/min, N FE 3 £E70°C , 45 BE I (8] 9 30min , 38 3 TLOAR W S B 2EAE (A K = 2
iR lig=4:1J&IF) - 100mLIf FINaHCOs (aq) Peisk » 73, KA FH LR £, T (150mL X 3) 28, &
TN, VA& SRk B, JLoK IR ER 115 , e 4 fo AL L G R 4 ls/ IR e 43 Al E N
VAL TR AN TV R EE G L 45 B AR T, 7R EE 89 %

[0082] kb 4411

[0083]  HY50ml Sz NI, IO FEME (Bmmol, 1.0equiv) , -5 3E-4-%-1,4-E & =
2.2. 2% (VY S&UER) 28 (10mmol,2.0equiv) , &8 A= F B (156mmol, 3. 0equiv) , JIA
20ml 2 EIE M, B F70°C FHHE R M 12h. 12h )5 1A 100m1 7 FINaHCOs (aq) 2K, Fl ZFR 2
fig (150mL X 3) ZEHL, & A WA, R FN & 2h/KPeds, To/KBRER 8T8 , W48 fo AL DL 218
LT/ IE CUE oy AE i AN TG PRI I B 25 5 15 H AR =4, 7= %46 % .

[0084]  XfLL {512

[0085]  HY50m1 /NI, N 3—FF JEmEmE (5mmol,1.0equiv) , 15 H 3E-4-%-1,4- E AL
TER2.2. 23k A (DA IER) £ (10mmol, 2. 0equiv) , 42 FR A3 1 (15mmol , 3. Oequiv) , Ml
A20ml 2 B, B T70°C FHidE &% 12h. 12h 5 1N 100m1 1 FINaHCOs (aq) 8K, F 2.1
T (150mL X 3) ZEHL, & FA WA, A AT & ShoK Beds, oK R BRAh T8 , W4 )5 ML BL 2

11



CN 109776409 B ﬁﬁ HH :I:; 9/11 71

R 2. B6/ 1E CL e 23 MIAE VAR TE VA R E 25 5, 18 B AR, P23 70% .

[0086] X EL 4513

[0087]  HY50m1 /NI, TN 6—FF JEmEmE (5mmol,1.0equiv) , 15 H 3E-4-%-1,4-E A4k
TER2.2. 23k A (DA IER) £ (10mmol, 2. 0equiv) , 4 FR A3 1 (15mmol , 3. Oequiv) , Ml
AN20ml 2 B, B T70°C FHidE & % 12h. 12h 5 1N 100m1 1 FINaHCO3 (aq) 8K, H 2.1
T (150mL X 3) ZEHL, & FA WA, AR AT & ShoK Bess, To/K iR BRAh T8 , W48 J5 ML BL 2
R 2. B6/ 1E CL e 23 HIAE VAR TE MV R E 45 5, 15 B AR, 72569 % .

[0088] X kb 431]4

[0089]  HY50ml 2 Wi, II N3-S MMk (Bmmol,1.0equiv) , -5 I H-4-%-1,4-EE L=
FR2.2. 22 fe W (MU HER) 25 (10mmol,2. Oequiv) , & F KK FHEE (15mmol, 3. Oequiv) , I
20ml ZEEM, B F70°C FHEE R N 12h. 12h )5 11 100m1 7 FINaHCOs (aq) 2K, Fl ZFR 4
fig (150mL X 3) 20, & 3 A HUA, AT 2hK We ik , To/KBRER AN T 15 , W 45 Jo ML DL 2 18
Mg/ IE CE sy AR U AN TG PRI I B 25 5 15 B AR =4, P2 R 71% .

[0090] X Ek 4515

[0091]  HW50m1 ¢ N3 » IO 3—PRIEMR (Bmmol,1.0equiv) , (10mmol,2.0equiv) , 4= H A I
HEE (15mmol , 3. 0equiv) , IIA20ml Z i #E , BT 70°C R+ = S212h. 12h /5 A 100m1 12
HINaHCO3 (aq) K , R £ 18 (150mL X 3) Z2HY, & FH A HLAH, H A& SRk Bk, JoK i
PFRANT-158 , He e JaoRH it LA SR G Bis / TE e 43 AR i AR TR I R B 46 o 15 H AR 7740,
FEER61 % o

[0092] S5 1 ~ 21 A FHAR0E T8 J 97 285 B 45 Rl 246 22 i B S5 LA AR Wk 4] 77 ¥, 32
BBHAFBICER (V) WAR L HA & 3 B 2R A& PIHX-Re I XAE SE A 1770 S, HeR N0,
[0093] 1

12



i

B B

CN 109776409 B 10/11 7T
52 . TR NS J52 IS I8 ] REGEE Y
f'f'[:‘l'ﬁu RI‘ Al B : “ 0
4 Vg (min) CH (%)
1 Yk C-H-F; 3 20 70 84
2 CHak C-H,Fs 3 20 70 88
3 U C7H,Fs 3 20 70 83
15 215 C;H-F;5 3 20 70 87
[0094]
5 i C,H,Fs 3 20 70 93
6 A 2% C;H,F; 3 20 70 84
7 Sk C,H,F; 3 20 70 86
8 2 C,H-F;5 2 20 70 82
9 2 C,H-F;5 6 20 70 92

13
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10 i 3-Hidk C;H;F;s 3 20 70 85
11 i 6- 1 5k C;H;F;s 3 20 70 87
12 oI 3-5 C7H,Fs 3 20 70 91
13 I 3-8 C;H,F; 3 20 70 81
14 2 H CgFs 3 20 70 83
15 Z I H CoH,F;3 3 20 70 76
[0095]
16 LI H CsH;Fg 3 20 70 78
17 LI H CeFs 3 20 70 82
18 LI H C7H,Fs 3 20 50 80
19 o H C;H,F; 3 20 90 90
20 i H C,H,F; 3 10 70 81
21 i H C;H,F;5 3 30 70 89

[0096] A WAL 1 — ORI PO I8 Se V2% B 45 il C-2437 2 98U E A 2k [T AR R (1) 5 72
RSB ST, BARSEIAZ A AR T R 7B SR 2, LB BT AR A Kk W ) AR a2k S e
T2 B FE T ASEOR U E B BAR N SR UL, AN A K B SR R A A6 R L 3
A DA S T SO AR U, 3K 4 e R U 15 A D A B R PR 473 o AR S i 451 o o B
BRI 2% LR 0 229 AT B SR I ELSE B

14
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