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10.

— P FERAE TN 5 HE Y B BR RN v, HASRIE R S B E A
#, Cul EAMEAT, fFumitREmE L kK EBBERN, BRNLE
RIF:

. Cul 7%, R

=R + Ar-X P r—==
w5

A Ar—X AFERLY, Hd X- 2MEiER,

Ar A FE RSB,
RA C—Cs ki, CH,OBn., 75, HUARTEH.

WARIERK 1 Frid7i%, HAFIMER TR M EERE A E—I R B
Bl o - FER, FriRIARER C - Ce i, FE.

AR K 1 FriR v, HAFERFTANRERERER, A FEHER,
ﬁ%%ﬁﬁ@y ﬁn ﬁ - :EE%H%T@, E}E:'(u ﬁ - :%E—H—ﬁ@o
WMRESK 1| Fridf sk, HIFERTRN SRR ER ., SR, B
REEACE E ERHERER NO,-. -COOH. H%E. C, -C¢ . ¢, -
Ce JTEE. C - Co SBst.

IBRIZER 1 iRk, HAFMERFTIAK S #ARE N 0. S WHFIL
T,

WAFIEESK 1 Frid i 5 v, HAFIE BB Cul B AEXT T & &40 10%
mol ) 20% mol, FHAKERERS Cul KIEE/REN 2~4: 1, PR
W15 FEGIBIBEREE R 1~1.5: 1,

WIARE SR 1 FridRI v, HRRER RNSHTHRRE R 60~110C, FHK
B A LA & KoC0s, CsCOs, KiPOso FTEFHRIVEF A DMSO, DMF, Dioxane.

WK ESK 1 BTk K77, AL R RN 3T IR A 90~100C
AR ESR | Frid 77, HAFAER R BT MIVREE 4 100°C.

—Fhim AL RIS 3T B AL B ER S B ), HE5HRh
=

®XH R A COOH. C; -Cs $iF. C —Co BEEE. C, - C ki,
K%, R4 CH,OBn;
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HH RN C, - Ce FEBLE, T, R AMREE;
BRI C, —Cs B2, C, —Cs HEEIH. C, —Ce kB, R4 n-CsHyjo

11. BURIZEK 10 BTk fBEK S N =, HAH RN

0
A= A=A o=

NO,

0}
Haco@ft—\ HOOC = ) < > =\
OBn OBn OBn
: ~ 0Bn
F
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i R S T 55 e o AL ) AR K S

BART
A B R B R R 55 B A A B I SR R P g 0 o B L TR SR T X
— R F7 5 s AL B PR B B AR IR S B

BHEHEA

LPTEDERIERFPET ZHNA, BEREHNERFTEZR T Z X
o HECE B HZ Sonogashira X N (Sonogashira, K.;Tohda, Y.; Hagihara, N.
Tetrahedron Letter. 1975, 50, 4467.), {5 FH 4R F04HD I8 4h i R p 2 70 55 2 s 4k 4y L
FAGRE BB R N . B2 TEEAFIHE SR, HXFREsRg™H,
HEIJLER, A Cu MR, @i BRSBTS — £ LR R i
ERBTRARIRE. ((2) Miura, M. J. Org. Chem. 1993, 58, 4716 — 4721; (b)
Gujadhur, R. K,; Bates, C. G,; Venkataraman, D. Org. Lett. 2001, 3, 4315.) #id A
ESERECE, FABILER Cu th, #2087 4EYHE R LR I &4 F i
1T

KA

A PR BB AR L 0] R AR TR —Fh e N 7 vk, A R HLE RN 55 B s AL ZE L
BR A B4 N 3T BB R Y

KRBRMET —FEBR RN 5, BE RS ERRIE AT IR, Cal 1E 44k
), AEdm RIS TN HE s LRI B e AR LATE EL R A B 44 T BT .

AR AT R B8 R N RT AR A B B R B8 R R R

. Cul, base .,

=—R' + Ar-X Ligand Ar————R

Solvent

Ar—X AFERWY), Hd X - 2HaiER;

Ar A BB E, PR EMIERE ., ZEBIFTIRIN, kS Lk
FIEREERIE NO,-. -COOH. HE. C, -Ce fH. C, —Cs EE. C, -
Cs KiBEEL; FTIRMIHZAMLIES N, O. S KIAHBILITEF, #FInesEr.

4 \>
BTk 3s Hig— SRR/, RINE 2-,3 -, 4 - MIHBALE, PR

AFEEZ NO,-. -COOH, HKE. C; —Cs Fid. C; —Cs HRE. C, —Cs LBk
%,

R4 C,—Cs §ikE, CH,OBn. FHE. BRFESE. TS HMERRE. &
BT, #— PR R E . TR 5 & L BRI % NO, -, - COOH,
. C —-Cg . C) —C¢ JiEE. C —Cs B, #H—S Mk E,

ERgERAIIMER. F. R, C -Ce EGIMEBE. 23, HEZ, ¢ -G
LE A W MeO -.
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AREPERRNRAEERER, #ELRLE—BUEE AR o« - "R®B
(TR AR EARIE C1 - Co ket FESF), HHHER, AFEHER, &
FTEHEAR, &, | - “HEHER & & - “FEHEAK.

AKREHIRNA, BT Cul FEHEE N 10% mol F) 20% mol (48
ST FHERAY), FHNERAS Cul RIEERHEHET N 2~4: 1, H—GEEN
3:1; i AMmERES S AU BRI 1~1.5:1, H—H#HE

1.2:1,
BB R NS TRIEEHEFRE N 60~110°C, #H—FE#FH 90~110C |, BygE—

SEHEFE 100°C.
ARBEEIRNF, FTfERMBEE LARZ KLCO0s, CsCOs, KiPO, %&. FHERAKE

FRT LA B LGS, #EFE A DMSO, DMF, Dioxane %%.
AEBHBUET KL EPINT
R — , W R A COOH. C; -Cs $iFk. C; —Cs k& H. C; -

Ce KiMi#, X%, R4 CH,OBn;
BHERAC -C¢ fiBEE, HE, RAXKFKE
BERAC —Ce ik, C —Cs FiRE. C - Cs FiliE, R*HA n-CsHypo

EdRFEYE .
n-CsHy 1%—@—(0
O,

oA =¢ O
O —
H300—©—%\ HOOC %
OBn OBn OBn

: T OBn
F

KRBT AR EATI AR AN EEE, 58, EF[PRE, 5]+
HRIERFIRE R NAREL, R AR FHIREE T 4920 C, RA&MHIEFR BN,
ARG RIS AT o

7

B SiE R
B PR FREB THBARE, BEHRNRHAEERANE.
SEE 1
1. 1-FEE-4-R LR IR G %

K,CO3, Cul
Or= ueo{ Dm0 () ()oom
(CH3),NCH,COOH HCli

DMF, 100°C

HE—NRNEN, A 122mg K24 (MW =102.14, 1.2 mmol), RS 234
mg ¥ A EEMIE(MW = 234.04, 1 mmol), 414 mg K,CO; (MW = 138.21, 3 mmol),
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42 mg N, N - “HEHEMBEHBIEMW = 139.58, 0.3 mmol), 19 mg Cul (MW =
190.446, 0.1 mmol), 2 ml DMF 1 0.05 ml /KVE ¥R, AEESEP T, F 100 °C
WA R 24 h, AHL, A 2 ZFK, IR 4 B 2R OFEFER, ER =R,
BRI E KEE, TR TERE, JIE, EERUEZRW, SRS
B (RSB AMES) , B3 175 mg ) 1-FEE-4-FLPE-F, 7 84 %,
'H NMR (CDCl;, 300 MHz) & 3.81 (s, 3H), 6.87 (d, J = 8.4Hz, 2H), 7.31 -7.53 (m,
7H) ; MS m/z 208(M™).

S 2
2. AKLREKEFR

- K2C03, Cul
= -+ HOOC i - = COOH
(CH3),NCH,COOH*HCI

DMF, 100°C

E—NRMNERN, A 122mg K ZHRMW = 102.14, 1.2 mmol), X /5 I 248 mg
WK R (MW = 248.02, 1 mmol), 414 mg K,CO;(MW = 138.21, 3 mmol),
42mgN, N - “HEHERIEBEE (MW =139.58, 0.3 mmol) , 19mg Cul (MW =
190.446, 0.1 mmol), 2 ml DMF 1 0.05 ml KAEAEFI, EESHEF T, F100°C
B R 24 h, WEL, IO 2 ZFHK, B 2N EBRYEE PH=2, BKH 4 EF
ZEZIEFER, EE=K, ¥BURABRMEtKeE, TKERMTE®RE, TiE,
e IR EZENE, RS S GHRE A AMEE: ZROHE =1: 1D, 185153
mg P2 4- K LIRFER TR, F 69 %.

'H NMR(CDsCOCDs3, 300MHz) & 7.45 (t,J = 3.3Hz, 2H), 7.59-7.62 (m, 1H), 7.68 (d,
J=8.1Hz, 1H), 7.80(d, J = 8.4Hz, 2H), 7.93 (d, J=8.7Hz, 2H) ,8.07(d, J = 8.7Hz,
1H) ; MS m/z 248(M").

SEHEf 3
3. 1-FREE-2-ZE LR BRI &

<:> - K,CO3, Cul
+ QI (CH3),NCH,COOHHCI Q o O
OCHjg H5CO
DMF, 100°C

E—NMRNER, A 122mg KZHKR (MW =102.14, 1.2 mmol), REIIA 234
mg A8 B EFME (MW = 234.04, 1 mmol), 414 mg K,CO; (MW = 138.21, 3 mmol),
42mg N, N - ZHEHERHEHBEMW = 139.58, 0.3 mmol), 19 mg Cul (MW =
190.446, 0.1 mmol), 2 ml DMF F1 0.05 ml /KVE A& F], ZERESEPT, F100°C
B RN 24 h, A, A2 ZHAK, BRH 4 ZEAZBROEFER, EE=IK,
OGRS, TR TERE, S8, EBREUEERE, JRERES
B RS ARME) , B3 172 mg 7= 1-FEE-2- K LHRE-K, E 82 %.
'H NMR (CDCl;, 300 MHz) & 3.91(s, 3H), 6.89-6.97 (m, 2H), 7.25-7.36 (m, 4H),
7.49-7.58(m, 3H) ; MS m/z 208(M").

SEHER] 4
4. 1-8-2-FK LIRFEE- KA &
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. K.2C03, Cul
=+ O - O—=¢)
(CH2),NCH,COOH HClI
F

F

DMF, 100°C

TE— N RMER, A 122 mg % Z (MW = 102.14, 1.2 mmol), ZR G I 222mg
AREAIRZE (MW =222, 1 mmol), 414 mg K,CO3; (MW = 138.21, 3 mmol), 42 mg N,
N - —BEHERIBEMW = 139.58, 0.3 mmol), 19 mg Cul (MW = 190.446,
0.1 mmol), 2 ml DMF F1 0.05 ml ZKAEAEF, ZEESRIFPT, T 100 °C g+
R 24h, A, IMA2ZFAK, BXKH4ZAZBRZIEZER, EE=IR, ¥
WA K YE, TR TG, S8, IR, RS G
Ve A THER) , 853 180 mg PR 1-F-2- R ORE-F, 5E 92 %.

'H NMR (CDCl, 300 MHz) § 7.10-7.15 (m, 3H), 7.33-7.37 (m, 4H), 7.52-7.58 (m,
2H) ; MS m/z 196 (M").

SEHE) 5
5. 1-FHEE-3-FE LB E-F 6 &

<:> L K,CO3, Cul
i Ql (CHg),NCH,COOH HCI Q o O
O,N NO,
DMF, 100°C
E— N RMNER, IIA 122 mg #Z R (MW = 102.14, 1.2 mmol), 2R 5 IIA 249mg
(B FY LA (MW = 249.01, 1 mmol), 414 mg K,CO3 (MW = 138.21, 3 mmol), 42
mg N, N - “HEHEBEIERIEMW = 139.58, 0.3 mmol), 19 mg Cul (MW =
190.446, 0.1 mmol), 2 ml DMF #1 0.05 ml /KAEABEH], ESSHEP T, F 100°C
WM PR 24 h, BH, AN 2 ZFK, BRA 4B ZRCIEER, EE=KX,
FEUE MM HKYE, TKMBMNTRE, S8, BREEZRMS, ST
B CWEBCA A MES) , 53219 mg 79 1-iEE-3- K LHE-K, 7 98 %.
'H NMR (CDCl;, 300 MHz) & 7.37-7.39 (m, 3H), 7.48-7.57 (m, 3H), 7.81(d, J =
4.5Hz, 1H), 8.16 (d, J = 6Hz, 1H), 8.36 (s, 1H) ; MS m/z 223(M™).

SR 6
6. 1-FZRFE-ZEHIHI&

C __ | K,CO3, Cul _ __
+ O (CH3)2NCH,COOH-HCI O O
O DMF, 100°C O

E— N RMNERN, A 122 mg K ZAR(MW = 102.14, 1.2 mmol), #R 5 IIA 254mg
a - ZE (MW =254.07, 1 mmol), 414 mg K,CO3 (MW = 138.21, 3 mmol), 42 mg N,
N - ZBEHEBIHBEMW = 139.58, 0.3 mmol), 19 mg Cul (MW = 190.446,
0.1 mmol), 2 ml DMF #1 0.05 ml K{EREH, EESIRF T, T 100 °C i+
240, BH, MA2ZRAK, BRA4IZALBRIEFER, EE=IR, XK
WA B K PG, KRR TIRE, I8, MERBUEZETE, SRR B G
Ve A B , 783 203 mg Y 1-2K G EE-ZERIEIE, FRE 89 %.

'H NMR (CDCl, 300 MHz) § 7.36-7.66 (m, 8H), 7.67-7.88 (m, 3H), 8.45 (d, J =
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8.1Hz, 1H) ; MS m/z 228(M").

SEHE 7
7. 1-FREAE-4-K LR FE- KA &

o K2C03, Cul
o= +H3conr ~ { V=i )-ocH,
(CH3),NCH,COOHHCI

DMF, 100°C

TE—NRNER, JIA 122 mg 2K ZHR(MW = 102.14, 1.2 mmoD), 2R /EHIA 187mg
X} B AR E R (MW = 187.03, 1 mmol), 414 mg K,CO3; (MW = 138.21, 3 mmol), 84
mg N, N - ZHREHHEBLRIEMW = 139.58, 0.6 mmol), 38 mg Cul (MW =
190.446, 0.2 mmol), 2 ml DMF F! 0.05 ml 7KV A7, ERSGFEF T, T 100 °C
TR 24 h, WAL, A2 ZFK, BIRA4BA LR CIEER, EE=IX,
FBURRBME HKSE, KRR TRE, S8, EBRRERE, SREES
B GREEBCAAMES , 153 187 mg 79 1-FEE-4-RKZHRE-F, F2F 90 %.
'H NMR (CDCl;, 300 MHz) § 3.81 (s, 3H), 6.87 (d, J = 8.4Hz, 2H), 7.31 -7.53 (m,
7H) ; MS m/z 208(M").

SEHE] 8
8. 1-5-4-FKIRE-KHHI%

K,CO3, Cul
Or=+ alys_t2e (=
(CH3),NCH,COOH-HCI

DMF, 100°C

FE—PMRNEAN, A 122mg EZ4E (MW =102.14, 1.2 mmol), 2R/SHIIA 192
mg XTEIRE (MW =191.45, 1 mmol), 414 mg K,COs (MW = 138.21, 3 mmol), 84
mg N, N - Z—HREHEREREMW = 139.58, 0.6 mmol), 38 mg Cul (MW =
190.446, 0.2 mmol), 2 ml DMF 1 0.05 ml /K{EAEH], ZERSEPFT, F100°C
B RN 24 h, A, A2 ZHK, BIKAH 4 ZF LR ZIER, EE=1X,
FEEUERBAEEIKEE, TKMBMTIRE, &8, BREERE, SERES
B ORI A MBS , 83200 mg 72 1-8-4-F LR E-FE, FFE 9%,

'H NMR (CDCls, 300 MHz) § 7.31 -7.36 (m, 5H), 7.44-7.54 (m, 4H);

MS m/z 212(M").

SEHEfE 9
9. 3-AKLREKFREIE&

O=+ O s 0=
(CH3),NCH,COOH-HCI
HOOC COOH
DMF, 100°C
FE—ANRMER, A 122mg & ZHMW = 102.14, 1.2 mmol), 4R/E A 201 mg
[ ¥R 2K FEBR(MW = 201.02, 1 mmol), 414 mg K,CO3(MW = 138.21, 3 mmol), 84mg
N, N - ZHEHERERLE (MW = 139.58, 0.6 mmol ) , 38mg Cul (MW =
190.446, 0.2 mmol), 2 ml DMF 1 0.05 ml KYEREH, ZEESEF T, F 100°C
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MBI R 24 h, AHE), N2 ZFK, A 2N ZhER¥LE PH=2, KM 4 Z&Jt
ZERPEFE, BEE IR, ZERRAMMEKE, TKMBRMTRE, T8,
TER R 64, A B ORVE AR : ZBRZE =1: 1D, 153 214mg
FEY) 3K IRFER TR, T7F 96 Y%.

'H NMR(CD3COCD;, 300MHz) § 3.32 (br, 1H), 7.30-7.33 (m, 3H), 7.42-7.49 (m,
3H), 7.67 (m, 1H), 7.92 (m, 1H), 8.07 (s, 1H) ; MS m/z 248(M").

SEHE 10
10. 3-ZKZBREEthme f &

— - —— /
: N= (CHz),NCH,COOH-HCI Ny

DMF, 100°C

E—NRNEN, A 122mg EZH (MW =102.14, 1.2 mmol), R/ 158
mg [AIEALEE (MW = 158.00, 1 mmol), 414 mg K,CO; (MW = 138.21, 3 mmol), 84
mg N, N - “HEHEREBREMW = 139.58, 0.6 mmol), 38 mg Cul (MW =
190.446, 0.2 mmol), 2 ml DMF #0 0.05 ml /K/E A& F], EESAEF T, T 100°C
B RN 24 h, A, A 2 ZFK, IR 4 ZFLBRIIEER, EE=K,
ZEUK A& EhKEE, KRB TG, I8, EEmEEE, dRES
B O(HRYECH A ER) , B3] 126 mg FEHY) 3- K LR EMBE, FFE 70 %.

'H NMR (CDCls, 300 MHz) & 7.26 -7.31 (m, 1H), 7.36-7.39 (m, 3H) , 7.54-7.58 (m,
2H), 7.79-7.83 (m, 1H), 8.55 (d, J = 3.6Hz, 1H) , 8.78 (s, 1H) ; MS m/z 179(M").

SEHER 11
11. 4-FELIRFEF ZEHH&

::: - + Q ( :: Br K2C03, Cul o Q e O O
(CH3),NCH,COOH-HCI

DMF, 100°C

ZE—NRMER, A 122mg EZ4R (MW =102.14, 1.2 mmol), RGN 199
mg YRR ZE] (MW =199.04, 1 mmol), 414 mg K,CO3; (MW = 138.21, 3 mmol),
84 mg N, N - —HEHEBIRIEMMW = 139.58, 0.6 mmol), 38 mg Cul (MW =
190.446, 0.2 mmol), 2 ml DMF £ 0.05 ml /K/EAER, EESEP T, F 100°C
BT R 24 h, B, A2 ZFK, BIRA4ZALKRIIEER, EE =K,
BRI EhKEE, KRB TIRE, U8, JEWRUEZE, SRR
B (LR AR MEE: ZBZAS =10: 1), B3 174 mg =Y 4-FELHREERZ
R, 7% 79 %.

'H NMR (CDCls, 300 MHz) & 2.63 (s, 3H), 7.37-7.40 (m, 3H) , 7.54-7.64 (m, 4H) ,
7.95 (d, J = 6.3Hz, 2H) ; MS m/z 220(M").

SEHRE 12
12. 1-FEEE-3- (-HELH -FRIHI%
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— KQCO;, CU[
=+ O~ r 0=
(CH3),NCH,COOH HCI
O,N NO,
DMF, 100°C

HE—NRMER, A 164 mg SHEEZHR (MW =136.58, 1.2 mmol), RSN
249mg [BIFHZEMAE (MW = 249.01, 1 mmol), 414 mg K,CO; (MW = 138.21, 3
mmol), 42 mg N, N - Z“HEHARIEKRIEMW = 139.58, 0.3 mmol), 19 mg Cul
(MW = 190.446, 0.1 mmol), 2 ml DMF # 0.05 ml KYERBEH, EESEPFTF,
F 100 °C M F RN 24 h, A, A2 ZFK, BIRA 4 ZF 2 ZREZE,
BRI, EPURABMEEKE, TKRBRMTEE, L8, EBREEE,
TEERAE S B CARBERCA A B . 182 120 mg =4 1-FEH-3- 4-F-F 24k
) -XK, FE 62 %.
'H NMR (CDCl;, 300 MHz) & 7.26-7.39 (m, 2H), 7.47-7.57 (m, 3H), 7.80-7.83(m,
1H), 8.18-8.21 (m, 1H), 8.37 (t, J = 1.2Hz, 1H) ; MS m/z 257(M™).

SR 13
13. 1-HEHE -4 @-EELHBR) -FERHIE

K2C03, Cul
cl = + mco@n » Cl Q =5 O OCHyg
(CH3)NCH,COOH-HCI

DMF, 100°C

E—NRMERN, A 164 mg MEE L (MW =136.58, 1.2 mmol), KREMA
234 mg X FEEMIE (MW = 234.04, 1 mmol), 414 mg K,CO3 (MW = 138.21, 3
mmol), 42 mg N, N - “HEHEER LMW = 139.58, 0.3 mmol), 19 mg Cul
(MW = 190.446, 0.1 mmol), 2 ml DMF #1 0.05 ml /K4EH¥EFH, EESEP T,
F 100 °C RN 24 h, A, IA2ZFK, BIRA 4 ZAZBZISER,
ERE =K, XRURAEAEEKE, TKRBRMTEE, S8, EEREEMS,
HEERAE B (RSB EHEE) , B3 192 mg 7Y 1-HEE-4- 4-E¥2
WO -2, F=E 79 %,

'H NMR (CDCl;, 300 MHz) § 7.26-7.39 (m, 2H), 7.47-7.57 (m, 3H), 7.80-7.83 (m,
1H), 8.18-8.21 (m, 1H), 8.37 (t, J = 1.2Hz, 1H) ; MS m/z 242(M").

SEHERY 14
14. 4-(4-8-2K 2R F)- 2K Z B 2%

Q K»CO3, Cul
(CH3),NCH,COOH-HCI

DMF, 100°C

HE—PNRNEN, A 164 mg WK LR (MW =136.58, 1.2 mmol), SRS
199 mg WRFEZE (MW = 199.04, 1 mmol), 414 mg K,CO3 (MW = 13821, 3
mmol), 84 mg N, N - ZHEHEFREM LMW = 139.58, 0.6 mmol), 38 mg Cul
(MW = 190.446, 0.2 mmol), 2 ml DMF #10.05 ml K/EABH, ZEESEPT,

10
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F 100 °C s e K2 24 h, 1, TN 2 ZFK, IR 4 2H LB ZA5FEH,
F|E TR, FEOURAMMAIKEE, TARBOITRE, S, MERRIEREM,
T RERRFE 4y B (ML ik ZBRZAE =10: 1), 83 154 mg 7= 4-%(-
KOIRFE-ZE LT, 7=F 60 %.

'H NMR (CDCls, 300 MHz) & 2.62 (s, 3H), 7.35 (d, J = 8.7Hz, 2H) , 7.48 (d, J =
9.0Hz, 2H) , 7.60 (d, J = 8.7Hz, 2H), 7.94 (d, J = 8.7Hz, 2H); MS m/z 254 (M™).

SEHEf) 15
15, 1-(BR-1-5R3)-4- A E-KWH &

K,CO;, Cul
n-CsHii—= -+ H,CO I - n-cﬁt-;”—:z—<}oc:w3
(CH3),NCH,COOH HCl!

DMF, 100°C

HE—MNRMER, A 115 mg IEFHR (MW = 96.17, 1.2 mmol), 2R /E HIA 234 mg
%o AR EE B (MW = 234.04, 1 mmol), 414 mg K,CO3 (MW = 138.21, 3 mmol), 42
mg N, N - Z“BREHERIELEMW = 139.58, 0.3 mmol), 19 mg Cul (MW =
190.446, 0.1 mmol), 2 ml DMF 1 0.05 ml ZKA/E A&, EESARP T, F 100°C
AT RN 24 h, WA, A2 ZFK, BIKH 4 ZEALBZIEFER, EE =X,
FEEGE M e EoKEE, KM TERE, S8, ERBEZRE, ST
B (HEEBC A MBS , 53] 184 mg =4 1-(FR-1-RE)-4-FEE-F, 77 91 %.
'H NMR (CDCl;, 300 MHz) & 0.92 (t, J = 7.2Hz, 3H), 1.36-1.44 (m, 4H), 1.58-1.62
(m, 2H), 2.38 (t, J = 7.2 Hz, 2H), 3.79 (s, 3H), 6.79-6.82 (m, 2H), 7.31-7.35 (m, 2H);
MS m/z 202(M™).

SEHER) 16
16. 4-(Fr-1-4REE)-ZK Z. B H) &

Q K,COj3, Cul )
n-CsHii—— -+ )—QBr 2 »  N-CgHy 1T®——[<
(CH3)2NCH,COOH HCI

DMF, 100°C

FE—NRMEAN, T 115 mg EEBER (MW = 96.17, 1.2 mmol), #R SN 199 mg
SHEZ .8 (MW =199.04, 1 mmol), 414 mg K,CO3 (MW = 138.21, 3 mmol), 84
mg N, N - —_FEHERLEREMW = 139.58, 0.6 mmol), 38 mg Cul (MW =
190.446, 0.2 mmol), 2 ml DMF 0 0.05 ml /K{E A, EESEPT, F 100°C
MEP RN 24 h, B8, A2 ZFK, BIKA 4 ZALRCIERER, EE=IX,
FEVERA MM KL, TKBBRMTERE, S, BRBRERER, SRS
B OGRS ATHEE: ZBRZAE =10: 1) , 183153 mg 74 4-(BE-1-5eh)- 2%
LB, F 71 %.

'H NMR (CDCl;, 300 MHz) § 0.93 (t, J = 7.2Hz, 3H), 1.35-1.49 (m, 4H), 1.56-1.68
(m, 2H), 2.43 (t, J = 7.2Hz, 2H), 2.61 (s, 3H), 7.44-7.48 (m, 2H), 7.86-7.90 (m, 2H);
MS m/z 214 (M").

KRR 17
17. 1-(FR-1-5)-4-F 5K %

11
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K2C03, Cul
n-C5H11E + Br CH3 : n-C5H11%©-CH3
(CH3)sNCH,COOH-HCI

DMF, 100°C

FE—NREEW, IIA 115 mg IEFFHR (MW = 96.17, 1.2 mmol), SRJEHIA 171 mg
STERZE (MW = 171.03, 1 mmol), 414 mg K,CO; (MW = 138.21, 3 mmol), 42 mg
N, N - —HEHEREER MW = 139.58, 0.3 mmol), 19 mg Cul (MW = 190.446,
0.1 mmol), 2 ml DMF #10.05 ml KAEABH, FEESMHET T, F 100 °C Wis+
KN 24h, BE, A2 ZFRK, BRHIBZEFZRZIEFER, EE=IR, ZEE
WA EAKYE, TR TIRG, S8, ERREEE, SERESE Gk
Ve A B MES) , 193] 108 mg P24 1-(BE-1-BF)-4-FH-ZK, 775K 58 %.

'"H NMR (CDCl3, 300 MHz) § 0.92 (t, J = 7.5Hz, 3H), 1.34-1.45 (m, 4H), 1.56-1.60
(m, 2H), 2.24-2.41 (m, 5H), 7.02-7.09 (m, 2H), 7.25-7.38 (m, 2H) ; MS m/z 186(M").

SE ) 18
18. 1-GG-FHEE-A-1-H)-4-FEE-FKHH &

K,COs, Cul
= opn T HCO ' = HCO— =
(CH3)2NCH,COOH HCI OBn

DMF, 100°C

E—NMRNEN, MA175 mg 3-FEHE-F-1-58 (MW =146.19, 1.2 mmol), )5
HIA234 mgit FE M (MW =234.04, 1 mmol), 414 mg K,CO; (MW = 138.21,
3mmol),42mg N, N - “HEHEMREKREMW = 139.58, 0.3 mmol), 19 mg Cul
(MW =190.446, 0.1 mmol), 2 ml DMF#10.05 ml K{EREBH, EESEF T, F
100 °CHivE o R N24 h, A #H], MA2ZEFRK, BRAIEFAZBRZIEER, &8

=W, EBGRAMAR KL, BB TERE, S8, BRmERE, S5
FRFEST B GHBE AR MEE: ZBROME =15: 1), B21232mg=¥1-G-FHHE-
H-1-H)-4- R E-K, 7FR92%.,

'H NMR (CDCls, 300 MHz) & 3.80 (s, 3H), 4.39 (s, 2H), 4.67 (s, 2H), 6.84 (d, J =
9Hz, 2H), 7.36-7.42 (m, 7H) ; MS m/z 252(M™).

SEHEY 19
19. 1-G-FEFE-H-1-5)-4-FEHE-FHHI%

K2CO3, Cul
= opn 1 HsCO Br L
(CHa)aNCH,COOM HCI OBn

DMF, 100°C

E—TREEN, MALTS mg 3-FEE-KN-1-Ht (MW = 146.19, 1.2 mmoD), /5
PIA18Tmgxf FHEZRE (MW =187.03, 1 mmol), 414 mg K,CO3 (MW =138.21,
3mmol), 84 mg N, N - ZHEHITM LMW = 139.58, 0.6 mmol), 38 mg Cul
(MW = 190.446, 0.2 mmol), 2 ml DMF#10.05 mUK{ERBF, EESEPT, F
100 °CHIE T R Mi24 h, A1, MIA2ZFRK, BRAIZAZBZIERR, &8
=R, FERURABAE KL, KRR TERG, I3, BRRERE, J
RAES B (HBEBCH A MEE: ZBROIE =15: 1), B3134mgr=1-3-F& &-

12
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T-1-40)-4- FHAE L2, 7 K 53%.
'"H NMR (CDCl, 300 MHz) & 3.80 (s, 3H), 4.39 (s, 2H), 4.67 (s, 2H), 6.84 (d, J =
9Hz, 2H), 7.36-7.42 (m, 7TH) ; MS m/z 252(M").

S 20
20. 443%@%-%-1-&)&)—% - cliapH e

o O K2C03, Cul O
ﬁOBn —I" @Br —=
(CH3)oNCHo,COOH HCI 7 C 'OBn
DMF, 106 C

E—NRNERN, A 175 mg 3-FEHE-H-1- (MW = 146.19, 1.2 mmol), 2R
JEIAN 199 mg SHREZE ZE (MW = 199.04, 1 mmol), 414 mg K,CO; (MW = 138.21,
3mmol), 84 mg N, N - —HEHET LMW = 139.58, 0.6 mmol), 38 mg Cul
(MW = 190.446, 0.2 mmol), 2 ml DMF 1 0.05 ml /K{EH@EF), TE@ZSEPT,
F 100 °C B AL 24 h, B H, A2 ZFHK, §KH 4 Z2FZBZIEEE,
BEE =R, FRRABMEEKE, TKRBRUTERE, S8, EBRREREE,
TR B (RSB A mEE: ZBRZHEE =10: 1) , B3] 206 mg F=4) 4-(3-
FEE-T-1-H)-KZH, 7% 90 %.

'H NMR (CDCls, 300 MHz) & 2.61 (s, 3H), 4.42 (s, 2H), 4.68 (s, 2H), 7.35-7.39 (m,
5H), 7.53 (d, J = 8.7Hz, 2H), 7.91 (d, J = 8.4Hz, 2H) ; MS m/z 264(M").

SR 21
21. 4-G-FEE-H-1-H)- X FERAH &

o K,CO;, Cul
T OBn + HoOC < 1 » HOOC——< :>——:
(CH3),NCH,COOH HCI 0Bn

DMF, 100° C

E—NRNEAN, A 175 mg 3-"FEE-H-1-48 (MW = 146.19, 1.2 mmol), R
JE A 248 mg ST FHER(MW = 248.02, 1 mmol), 414 mg K,CO;(MW = 138.21,
3mmol), 2mg N, N - “HEHERIEEE (MW =139.58, 0.3 mmol ), 19mg
Cul (MW = 190.446, 0.1 mmol), 2 ml DMF F1 0.05 ml ZKAVEAEF, EESFEP T,
F 100 °C ¥ AL 24 h, A H, I 2 ZFK, F 2N HE¥EE PH=2, K
4 ZFAZBCIRFER, EE =R, ERURAMMEHKEE, TKRBMTIRE,
TUE, VEBREZEN, JREBRESE KRBV R HE: B2 =1: D,
B3] 204mg 7= 4-G-FEE-H-1-R)-KFR, 7E 77 %.

'H NMR(CDs;COCDs, 300MHz) 84.47 (s, 2H), 4.68 (s, 2H), 7.31-7.42 (m, 5H), 7.57
(m, 1H), 7.79 (m, 1H), 7.92 (d, J = 8.4 Hz, 1H), 8.03 (d, J = 8.1Hz, 1H); MS m/z
266(M™).

LR 22
22, 4-(3-FEE-H-1-40)-F FEREI %

- K2CO3, Cul
= oBn + ] » ==
(CH3)oNCH,COOH HCI OBn
F

DMF, 100 F

13
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H—DNRMEN, A 175 mg 3-FEE-H-1- (MW = 146.19, 1.2 mmol), R
JEIIAN 222 mg ABEMLA MW = 222, 1 mmol), 414 mg K,CO3(MW = 138.21, 3
mmol), 42mgN, N - ZHEHERHKEE (MW =139.58,0.3 mmol ) , 19mg
Cul (MW =190.446, 0.1 mmol), 2 ml DMF 1 0.05 ml /KAVE W EFH], HEESEP T,
F 100 °C i h =B 24 h, 430, A2 ZFHK, SR 4 Z2A 2B ZIEEEE,
EE =R, FBORRMEMEHKEE, TKRBRHTES, S8, ERERE,
WA B CHREBCN A mE: ZBZAE = 10: 1) , 183 180mg F=4 1-(3-
FEE-W-1-H)-2-8E, ET5 %.

'H NMR(CDCl3, 300MHz) 84.43 (s, 2H), 4.70 (s, 2H), 7.09-7.13 (m, 2H), 7.31-7.46
(m, 7H), MS m/z 240(M™).

SEHEf] 23
RNERL P AR RISCHEG] 1, RALFE 80 °C FHEAT 24 MK, 18
B, FEERA 0%

KB 24
RLEEL PRI AR R SEER] 1, RNAE 60 °C F#HT 24 /e, 15
=4, FEEN 65%.
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