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ORUINEWHEKEEF %,

TARERFREBAT, AKZBHRA b BRI KR 2, &
RANHFHFCAWPHAE - LA UH1-FA%L, FX14051-FH#
sk BB S FE, 2P X LY.RERLROURSR E X 5@
Ib #8548 F, R” fo R® £ %k F.Cl.Br 4 £k .

L QoRik: |
s SH
mz/ N
X=CO.
,@ zoit
_ 1 SCFR'R®
N—< N—(
P }\ ANy
N Y 13
AN g ge | @MCFRRS R RS
—_— >
R? RS R’ R®
2 R4
R* ]

V) 14
EF-—FF, BNETTAKRAHKI hFBHL & FH &
AEAHAX 2, AL HFHCSHAT E.
EA)WRRABRE T FERAHN KRB ATMH K



ERAHEARP 48, (J.Org,Chem. 1987, 52 , 2977 f J. Org.
Chem. 1989, 54, 4570), # T RAEMHEUTHRAF 28 F %, BF
HEEFRT I,

EF PP ERTAAANTEHEABTHEALZ2 e
H &

FEAREL ZEFTURAFET AR ENBEHNPHEARK
EEEATERLE, I FRAZENEN, NEZHFETF
R ERBTEL, AEFUREBLEIHE R I EL RFH P
AEMAANLE, ZEAANTURAAKIALE, REAELHE
WEFF, WL KX LEMKABREHPHITRE . ZERLHE
TR, W _FEIRAIWNEFER, WERKXFLTRAERNKE
Flo BARETURER. IXRN—RELHO0E 2000, BHENEY
20~150 Cig B T # fT. K x ¥ 9 ¥ £ & J. March “Advanced
Organic Chemistry” % = ik, 1985 Wiley-Interscience 1092 T ¥ i
T #® #, O.G.Lowe J.Org. Chem., 1975, 40 2096 #v
T.J. Wallace, J. Am. Chem. Soc., 1964, 86 2018 tE 4 &£, {# —
Ak 4 E K12 fo R 13 2 AR E K44, Halo CFR'R(H # Halo
ENE, BN ECLBr %1,R" &F, Cl &Br, R®* £ F, Cl, Br &
ARERE) 5 # (AWEGRCFR'R #) R #EF £ CFR'R® %
ERATEETHERCLHO U AENBETN L e 5.0 20448
B, SERARNENYALEY, Flvik _TRBEIZLELART
RREHMLBEE _THEE RL LR REE _ITREEAN T
AMn S00n, M ALENKTH] H2, SEFE-TRRA
XEFRATHBAN, FEAR. BT UL B LBEEALY . Bt
e RARMNY A AR . ZLAFEEARZHFIHRA-N.EL
RRA IHRBREAN.HEMERE., AEREABEFZEBHE
_PRBRABIEZEFRIHRRER A A W12 13 B EHHEF.



FRAGEAANRLK . _FPEFRE.FRE. _FREIBRE. AP £
BB N-FERZRB. —_FIRIA TR, KNEEEH 10~200
C, BIFHH 50~150 C, A MWL S5 C. Wakselman %, J.
Chem. Soc., Chem. Commum. , 1991, 993 # Fr R i# th4HfL, X E
Al UAEEE,

HR14 AR, EPY RER T, HEXBHNEXREL, &
ZHERAN(HEPYRGERTF,Z EZCFRR, n 2O, v X
HavE XE L) vy Ay %k, REETHFANKE,

SCFR'R* SCFR'R!
N N
5 A
X N H X N Halo
Rz R‘ R2 Rb
L% N
RJ RS R) R3
R R
13 16

HEAGH, pRIEANARKAGRTH, N-RAKHERT
fext A15 R FEAELT AT URFRALZ vy, £
¥ Halo R F R T, BREHECLBr AL EvERAHNEXR L. %
RMEBEERTERN, vERE R . LBEHAA-BAA-AEEH
HERNAMRFPHAAGENFHT. SAERNNMAZR-BEL
B, AT URETHERAERIXTHRE., REFNANLEHNZTEAR
HEE, WEREX. BHZEVrBRLERAE LR NEAANLY HR
REEBREATHLNE, RFNBEEVERAPTERENAB L
BARBRIGKRERL, SAMRENMAZR-AR A, — D AEA
REIETHARAERERFTRENANE. RFNFINBERZE
wRRENEALFTE., F-IAREEAME, CEAHPIUREE



BAAHBHEAR, RETAEHN-50 £ 150C, ¥ FHEH—10 X
100CIEET#AT, REMNEBEEWNPEMEIS oA SR RN E
M E. A HITREE5 A R Katritaky % £ “Comprehensive
Heterocyclic Chemistry”1984 & 5 #%, 4A % 4, Pergamon Press
K 398 TUATRBOVAEM, ERFIEUBRES,

HAXT 44 (EAPn ROETXANT XA L) L E2H &
n 1 H2,EEEANTEXE LRI LEHNFRAYFER, #
TEIFEHEP 0396427 PR THEMHE IR RABX T4,

52 B

THXHEANAXNERXLAREIHEAER, ©NTRZH £
KEAEFETRF O,

BRAER la b &N THES .

TRl - FEALATALAER (TR HEHFPKE
M LR L4, REFEEFHEFE. EZTHES 1.4.5.11,
12,13.24,31,34. 42,43 F 44 P HF BG4 T ARG R AKX AL T I8
Kfof oy B FENET,

HEeWteHRAANTHEL TN AN T ZRE S, X
AP TRICGERS 2503, TCERAGEE 100 (EZHH 14 E
23) N (L HH 25 F 30), V (36 32 # 33)\ VI (ZHH 35~41)
RVICERHF 45~47) ¥,

&Mt o BEERNERAMAYNEEEEEHNFH
B, SRR EFHAE %@5%¥ﬂﬁ B, YFEEREL
FURFARIIAFEHRT — R HFH A2 JR.NMR,
GC/MS %),

M EANARFTELBEZRS, BAXLANLEH R T EE
FRGEMFE (BFRHEARE) TRXAABAGHEARETZ LHRE
MEwHUFEIBRPHAXTAHNER T . LT E, TURE



WARAESRAMFTUUATENMFREN THRANRP R
B, #ATBRABRRE. AL F 2o, APHFSERTHAS,
YA TN EARBRAALTFENETHE —REN, “WHHAR”,

MRS BEER T ETHTHRANETRAFT KRRk,

EHHF 112
(F#EKED

R2H N- R REREPEHEOF &

a)SEHA 1 N-(2,4-—8X5) AR TLHEHNH &

W 2,4- R KK (20g,0.123 BR) ANN-_FRFBRBEB A
(170ml) F i A B X T (43ml, 0.615 FER).2,6-- F £ o o¢
(29ml, 0.246 BE/R) R #(18.5 %, 0.123 BR), ¥iZFE €5
R E 100 CTR2 MK, RERREBREYLHFEFR, KEHF
BREBETIHZEASOmMD #, FAKQ50ml) RAEFEHAER,
KEBR LB ZEERO2SmD. 43 89FHNE A #HKQ25mD #*
#, TH/ (Na,SOO, i, REA BT K T 350ml REFFHE S
P EER, ACK: L8 ZE 9 : 1001 #), 8% 80: 2001 #) #
HERATERENULE. # EMEHEALHLE: CiR/1: 4
ER.TENERACRAREE 232g(4%EE) T ER, &
5 76.0—77.0 C.,

FELEF 1 B RMELTHSE 2-3 HLeth. XELEHE
HEFFERLF,



R,

R.QNHCH,CN

R.

X1RELHA 1 HIBERBEEHEY
SEREF R | Ry | Re | R | BECC)
2 Cl| F |C] 69 90—95

3 F|F|H 63 61—65

b)EHHF 4: N-U-BEREXE) E7FENHE

MEHMIPNEBRIAMETRAABRENT ARRBHF PAK
(325ml) . ¥ Bf T 55 Bk & 949 09 o sk 1k &4 (130. 3 3,,0. 97 EE/R) fo 4-
FERE(61.4ml, 0. 648 BEAR), £ 85 CTHE £ A B A Mk 30 444
o, ES W AMANERMLEMU6L T, 0.71 BR) £K(70mD) P 835
A, FREAZI0 CHERRHER 1 M, BEAREBHEN
BREWAEER, RBELARIFRHOTLE. KEAZ_AEFRC
X300mDEE, &4 HNE B A AR KQAX300mD ., HHE A
BRW TR, REFH 2 TBET _Z8U5mDMmE,. FEHELEFUK
Braw. FEGERKEEACEKE, FABEK, A CEMRA
BARUUEE 44.3g (469 HBE) WN-U-BREE)-ERLHE. B &
46.5—4.75C, A FH# — ST E A,

OEMHF 5: 2-4-RAEER) AHEHHE,

M 4- B KK (8. 6ml, 90. 0 EE ) WL EH K (100ml) FwA
JLAE(8-4ml, 116 EER)., FREBREME KW 3 NEt, RE A
EERHARE. . FREYELEM. FLAACXSOmD K&, £E
BF_APHEA00mD F, FRARBEH TR, TRFRE ., FFFeE
ARA_AFRELHBUGEE 9.9 (67% B XR) HABEEFKH 2-
4-REEBR) WE, BE, 714~78C,




REHEF S v EXFELHG 6~10 9L &4, X ELEY
BLEFAFITRIF.

R.

T
R, NHCHCN
R,

RI: RELEHF S wF xRN LEY

LHEF R, | Ry | Re | R | BECC)
6 |Cl|F |Cl 58 | 85—87
7 |F|F | H 79 56— 58
8§ |cl|cl|cl 33 110—111
9 ICH)| F |H 99 i
10 |H|CI|H 99

D EHHF 11: N-(2-F-4-8KL) A2 LHHH £

MEHH 4 FHEHN-L-REAE)-ERETHO. 8%, 5. 33 EF
FY HZEBERQOmMDF A N-E K BEHB T E . 71g, 5.33
BR), A BEREASCTmHAIE, 16 MBtE, HimAN-AK
FHMEBIE(0.11g, 0.80 EER) H 4 S wh., =/ HE, RERN
BEM, BWEIHAET A FRGOmDHFAAGOmD & E®EEAH
Gafo KBER SOml) &k, FVNEARBRATE, TRHARE. &4
T 6oml BEHERFFHHERK, ATK: 2% 8 9 : 10(400ml)
RN EEENHITHBE, UEE 0.5g(51% 45 £) th N-(2-4-4-
BAX)-ERLHKE, BE76.5—78.0C,

LM 12: 2-(2.6-—F-4-BREEE) AHENHE.

RTR- AR EHG T AN E T ERE 2 L E, HEREE
BA 11 W F sl E&TEE, B8 2-2,6-Z—RA-4-RAXEAE)-A



fE, @& .55%,8 5 85~877C,
LA 13~23
(FZEKRED
A3 R KEBRE oy P B KB % &
LA 13: N-(2,4-—FEXX) EXRKLHGEAHE

MEHRF 1 PS8 N-(2,4 —RFXR)-4 4223 2,
0.115 BEAR) B BAE K (225ml) $ i\ = L (33. 8ml, 0.24 E
R) . EERTHRIRBT HE ML K 3 #4514 & (16g, 0. 46
B (ZE5 M) WARE—RRLEE, R BEEHFAEAN
FARB2NE, BERRBREMRERREAL KXY, HTHL2HFET
ZEFRGOmD, BEAAEPRE 024, REREEGRFHA
R (3X25ml) #kik, LAIBE 21.5g(79% W E) 8 N-(2,4-— 4 %
B)-AERRLBENREEN K, B L5 142~144 CH#,

AkEf 1338 REELHA 14~23 068, TLELEY

EHBIFFRI

.

<

R,

R,

i
\
NHCHCNH,

FU: RELHEF 13 FEERNEELEY

LA Y |R: | R Re | HERK) | BECT)
14 |H|Cl| F [ Cl 99 104—105
15 |[CH;fCl | F | Cl 99 123—125
16 CH; Cl | Cl | Cl 80 77—80
17 |H| F | F H 87 160—162
18 CH;) F | F | H 99 1256—134
19 |H{H|F | H 68 110 »#




20 H{ClI|F |H 99
21 |CH;CH;| F | H 59
22 CH; H|Cl| H 89
23 CHs|Cl| F | F 56

LHH 24~33
(FERED)
KEPHR2 12 el — R P EEMF £,
a) LB 24: 4,4 -ZHANQ-G-BEZ) - Ith 4 &
PP 19 P HENN-(G-BAFXE)-2ERAK T &K (4. 0g,
0.02 BR) BFEFH=ZABTomDF, FERKE 100 'CT ok
3B, AZER, REFHHREATY (4 8g) 9 1-U-RKH)-
4-F Ak fn 4,4 - HARXQ-U-FER) -4 IHBRESHY.
BERIMBET _FIR (omD(EEH#—F AL, AEZFET
BH. REREREEAR, AR B Q00mD %%, KA 3
2.8g (66%1FE) th4.4-ZFHANN-4-REF)-%IBEEK, B E
211.5~212.5 C,
FEwF 24 9F EHELmH 25~30 9tk &4, &ML EH
ERAFTIFRNF,



RN MELHEF 24 WF EREARF AR T Z R
v &%

Z#A Y |Re | Ro|Re | B#E(N) | B HCC)
25 |H|CL|F |Cl| 94 |236—239
26 |H|F|F |H| 9

27 |[H|CI|F |H| 99 it
28 |CHiJCH,| F | H| 99 it
29 |CHJ H Cl|H| 99

30 CH,/ClI|F | F | 98 it

b)SEHF 31: 4,4 -ZFHAR-(2,6-—F-4-BREXE)S-F £
ok o ) 8 ] &

WP 15 P H LB 2-2,6-—R-4- B XAR) K THBE
(43g,161 ZEER) ATHAEHE FH = Z £ 8 (300mD), £ 130
140 CTEH# 30 Net, TRENBEAMUBR TN E~H, ALR
LEE &G T| 28.1g(68% W R) 8 4,4 - ZHAR(1-(2,6- = £-4-
FARAE)-5-FAkw], B E 318 CH#,



FALHF I T xR ETHR 32~33 5S4, T&its
MEEFFI TRV P,

S
N

QN\ CHj3

Rz\[i:yaké
R4

®RV: RELHEFA L FEZEAGECLEY

EHBF R | RO Re | HEOD | B R(C)
32 |Cl|Cl|Cl 58 297 »4f
33 |F|F|H 72

SEHE P 34~43
(F & H 4 11D
R14 A B H %
)L 34: 1-U-FRER)4- — AR FEF Ak 8 &
] 250ml Fisher-Porter #iF m N T W ¥ 24 P & 65 4,4 -—
FHARQ-BEE)-%4)(2.8¢,7. 25 ZER) HNN-_FHHF
BEREAAOOmD ., MEHAREHTFEANER, ARRMAEYN -
20C, 3074 /E, AREFEREAA T K, AN FEHQ2 0g,29.0
EREL)EFEMAN_EMF Q. 1ml, 47.9EEF) RARZAF
B (2.7ml, 29. 0 ZEE ), HEEIM, FRREBEEHWANEER,



HEFHFHIpsi BHTHRBIH, 22 HE, RELZERBER
a4, AR ZEASmD #H8# A XKQ00mD #%#E. FHNE K
Ma Tk, 8, K%, B8 F 150ml B & HERK B+ K32
—62MWK) ACK: ZHZE/70: 30(1 #) Bk #1768 47,
BE2.7g(63%RHE) BH1-GRERER)4- AR FREAE%Y, &
£ 112.0—~113.0 C,

REHEG 34 F ERHE TR 35—41 Loty X&bse
WERFIFTFRF,

SCCI2F

Li

) l
R4

RV FXHES 34 9F ERERAINANAEY

LHEFA Y R R Re | BE(Y) | BEECC)
35 |H|Cl|F |cl 53 68— 70
3 |H|F |F|H 83 e
37 ICHJ) F | F | H 58 e
38 |H|Cl|F |H 56

39 |CHCH,| F | H 66 65— 67
40 |CH H|Cl| H 52 85— 87
41 ICHy/Cl| F | F 26 80— 81

b)EZHH 42: 1-(2,4,6-ZAFXR)-5-FHE A HFRFEHZHR
ok B &,

RTUREBEWAE1-FE-2-EHP T 7SCT w4 et
S, HERELHG 34 W T2 RF B e, B2 43% B 1-



4, 6-ZREXX)S5-FRA_FEA-FEREALNER, B A
102. 5—103 C,

OERME 43: 1-(2,6- —F-4-AEXE)-5-FEA-—LEAFER
Aok 9 E %

BRTHRAS Y ENTHRN.ILE_ALR AOLERA=ATF
Ko REMBEWA 1-FE-2-UERFF T 65CT Ak 7 atsh,
HERESHAMHTERFELEY. FE 43% FEH1-(2,6-
THRARER)S-FEACARTFERERLHER, HA. 72.5
—73.7 C,

53 ) 44—47

#HA16 Mty %l &

L 44: 1-(2,6-“R-4-BAXE)-5-B-4- AR FEHAKA
By 5 &

M4 FHRANBRBEHFBIELRANENZFTRNBRPIIA
LHwH 35 FHAFH1-(2,6-—F-4-AXR)4-—_RAFEF A4S
(117.1g 0. 32 BER) LK Q.5 ) BH. MEZBEAF A N-ZR
KRG TR (G57.2g, 1.0 Y E) , FREAREZERTHRAEIR (416
MNED) RERNBEH, BT _EFRP (L 10mDHLE. &
RBERR L, AKX, #wEH 2Kg B 60 (32~62 %) KL,
F10ACTK: B ZE/90: 10 %K., %5 % 118. 6g (83% &
R AN KN 1-2,6-—F-4-AXR)-5-B-4-— 85 F
Aok,

AR 44 9 ZRF S LRG| 45—47 AtLat. X &EMAE
WP F FRIF,



CClaF

.

N

R2 \@/'%

R4

R MRELEA 4 T ERCAAECHEY

SEHF | R: | R |Re | BEK) | BAECC)
45 | F|F |H 28 52—56
46 |Cl|F |H 24 65— 67
47 |H|F |H 79  97.0—97.5
W R R Ib Bk A 4 09 L 4
L % 48

¥ 316g(10.5 BR) RENLT FHRA IOCT o MEHNME
551g(11. 25 BER) KU MNKBEAQ A, REL I B Hw A\ 1563¢g
(8.85 B/R) WAHBEA.BRNEAMEIOCTH —FHEH., WA
RENBEYMFPWMANS A_REFR; REE 1I0C T A 1561g(7.5
BR) IN-FEE-2.6- —R-4-AEK K 485¢(1. 64 BER) T
AP, BEREIOCTHH 2044, RF S 975ml (9.75 &
R) 8309 EALHARBA#TRE. IOCTHELPHE, A
2HAFIA_RFR, ANEAXREAH#TRE. EHX K/ F
WEE(75/25) WWRAMP#H#ITE &, B 1702g(FF E 89%) I N-R
B N-FEE 2,6-—F-4-AEH.

FEZEFME_FERPHTRFRERRACEREE: XIAF
ERFAXNERNFNS 7.71 f0 7. 76ppm, £ B R XA R HIE,
H1&4E ¥ %N 8. 5Hz,



L 49

Synth. Commun. 2, 215 (1972) PR W T E R HE LB K
HE, ¥ 2. 78g(LI0 EER) T ERMAEH 1610 EER) LERRA
XEEBAET IOml —LFHF. HRRNBAH PN 2g(9.6 EE
R) BN-FEEE-2,6- " R-4-AEXER 3mlQ2 EER) 844 BER/
FHBECHARBARAF. EEERTHRHE L ARE, FE N-FFH-
N-FEX-2,6-— R-4-AXE,

LH A 50

EERT®6.16g (29.6 EFE/RON-FEE-2,6- —R-4-AEKK
B 30ml — B FHEERF AN 30m] K, 1.66 W T ARG
EEMR), 1.5¢ (37.5 ZEER) NEEMLMRRLE 3ml W _KF
WPA2.1ml B0 EER) WAZLKE . EZRTHRHE L EHE, A
KEEHENE, T8, KEHH 100ml THEKEEUBE 5. 7g(78%)
N-FFE-N-FEBE-2,6- —F-4- AKXk,

L 51

EEBRT M 1513g(6. 12 BE/R) B P 1 AR FHE 15 F#
ZEFP AN 1822¢ 18 BAR) Z LK. £ 30C, 2.5 MEF A WA 510g
(15 BR) L& (A, AZRTHRMEBESH PES D ik
MERE.REREREY, AHE0C, k. A4 TEG0C)
R B F T EIUES 1640g 2-(N-FELRA-N-(2,6- —8-4-8) X
IR LB (93N F X)),

BAE_FIERTORATEEERNZAHHATES, FER
FERBARER N FELY . 7.59 fv 7. 66ppm % B X & L E HIF
%, H1& 4 ¥ %% 8. 5Hz,
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