[19] FEARLEMEERFIR~NE

. ] & B & R % B P

EH|S ZL 02114190.8

[45] RWAER 200549 14 H

[51] Int. CT
C07D213/90
A61K 31/4418
A61P 43/00

[11] B AES CN 1218942C

[22] g2 A 2002.6.11 [21] eigS 02114190.8
[71] LHARA R RSEHIAEEE 22 B
ik 410078 R H KD T HERS 88 5 Fg
REEHAE 2 e
[72] ®MA LR Wlmzm  EEEL
HER XIJLE

KUY EALTMELSARIAE
A
REA 7

[74] EFIREH

s =

/N

BRI ZERA5 2 BT 45 8 1T

PLET HEAL ML e Btk & W S FEAE 7 T

[54] ZEAAFR

[57] HE

AR K —MpPr et de b ik ne B &4, %
e RA (D) 8580 1 - (BURZERIE) -5 -
HIE -2 - (H) kg, Hf B n=1K, R=F,
Br. I; Zn=21I, R=F, Cl, Br. I, 1Af1 H %%
rR, SERmMmEREREE,. BN ERREE.
AL EYTTLL 2 - B -5 - It E A VIR IR
Bl I GRER AR R R, EEALF#HAT EE
E N, B 245 350 (1) itk e B AL & 4
Bk SRR OV LIRELA LR AN $h /R . ARER. KBS
M. AL S PierEER R, B
AIZWSBEENE. HAERTEXATS LS
ffHRRENRGFEE, RNIEEREE, E&T
TV R A

|

N O

(1)

Rn

%1% 7 A AL B AR

ISSN10O0Z8-4274



02114190. 8 m fl E Ok 51/27
1. Viegdeibieie ey, HIEFEETRENR (D 44;

H,C
T,

N

5

Rn

HY n=1 B, R=F. Br. I;
2 n=2 B, R=F. Cl. Br. I, M EHEZEE, SREMEERE.

B BLAER R R BURERZESRI b s BB AFAL [RIALEXS AL
2. —FERERRIESR 1 FrRIPIAEL B &R, A

LT e T IS RARR:
(1) RA (1D i 2-8E-5-FEMBE AR ER: ERRT

DU RSB AE R EEAF, ®¥X (1D MUSPHITERULRNY;

l (1)

B3 (1D R 2-FREE-5-F e R E

HyCo
L ()
N~ N, HSO,

(2) (DR M 2-FEEHE-5- PR s 2 KA (v KX 2-

FEIE-S-HIBENL0E ;
(3) (IV") Ry 2-BIE-5-HEMEL TR RNAR (IV) K



02114190. 8 /A E; Ok P oFE2/2m

s-FE-2 (1H) mtrefaan T

H.C
P |
N~ “OH NS0
H
(V") (V)

(4) (V) W 5-FFE-2 (IH) MEFERFP A (V) R

1T R B R B
@Rn (V)

@A (D FrRftE B &Y.
3. WREARMEK 2 Frd AP e SR T5vE, 1A
EET: PR ERA R PR FE S EEHIE-20C ~30C; Bk
iR K HL AR 534 R LR FE Ta FE#E HIEE S0°C~150°C; KR EZFHR
RERIEE i, SRR AP R R SRE SR I ARER . IR B A, 83 (D
X 5-HHE-2 (1H) MIEHIS & .

4, WRIFEACRER 3 Frid AP A e R SR ik, HAs
FETESNRNEETEHEE-100C~10TC.

5. WMIEBARESR 3 TR FIEF Tt LS s, His
TELE T 7K 8 B 2R 4 Jo ¥ B Y Rl 1 #E 90°C ~100°C

6. —FIAHALRIZMASY), SRMEKX 1 RGP K
2% LA RO



02114190. 8 l‘ﬂ', HA :F'; H1/87

PUET de et ne AL S Y R A= T 205 7%

AR,

KR RIGIT AR WIRR WS A Y R A =T 2750, THW
BOBTT S YR T3 RO AL RE R 2R AL S D) & BB B B 2 5 v it
BARER

FHENFRRN G A4 L. DAL ER—RTEREALE S
R EERR, BESRTUAAL RIS, Kah RS, FYEL5
RO R BRI, FIRCH, NSNS 2B AR L RER S, M
FUEY . RAWEY . £OHIR. BERGTEARSURZAT T KEHT 44
WEDHIHR. BIHRT AL, SRIMEFRLGYR — LB BT 4L
Y.

5% [H %) US3839346, US4052509A AFF T HtiE KL &4, HEHRATH
X (0> MEARFH 1-HREEE--FE-2 (1H) M.

I

N O

@R (0)

Hep, BRRERHKE N 08T, RERERFRAERME. T k.
AL, MR RAHIR . M. BRIERERAKT . LS.

teAh, REEF (US3839346) AIT T —M L2758k, =L (1IV) Ky 5-
-2 (1THD MEREERA R 5 (V) RSB, 4T R M AE R (0)



02114190. 8 oW P E2/8m

AH I-RRBARE-5-FE-2 (IH) M taY, KNSR T

"CL
@ —
PO

FEEH (108651440 AFF T —Fril#l (V) BIJERE (IV) KAy 1-
EE-1-THS (VD 8 1, -0 R R BME DR RR, RNA R (VD
R - ERE-2-FHE-4-FEE-1, 3-T ZMM P a1k, 7ERmRAN T AT
Bk, g (VD) X (V) AWFNLEY, RNIENT:

H

b GH- N(CHy, — TN
C,H,-CH=CH-CN CH (CH,), CH,-C-CH=CH-CN
) N(CH),
(V) (ViIt)

S = Tl
(V)

R 5 VE BARRT AR — SR A T #E— ks, BREE (VD K
BLEMARE, BRERS, (D ROLENTHREMEA.

55—, ORGANIC SYNTHESES Vol.78, 51 AF T A&Y (D #l
WA V) WHE

IX)

(m

e g S ———
N~ > OH N~O
H

(V)

N, HSO,

KUENAE
RO HEARE) EIRERS, ARARARBRIT R —, BRERHE K

5



02114190. 8 oW P E3/8m

AL, FLAAT Z M8 AT S B A Y, KR

BABRGRZ —, RIBH—FMFXATG LEE. B FiaEliihEr 4

PUET AL N A & IR0 T 2 ik
ARBREGAFEAMRRLEY, BAWR (1) HHTFEH,

|

N (0]

3

Rn

Zn=1 B, PrRMBAERERF, Br. L.

=2 B, FrdMECARE R R/R F. CL. Br. I, WIMBESRE. F48H
MERREE. IRBMESRE.

PR BB R ZER3F LRI B R B ABAL. [RIRL. XTI %05t

Fﬁiiﬂﬁlz*jif/i%ﬁ CIDD i 2-FH-5- R BE 1E A W96 Rk .

H,C

| Z ()
N~ NH,

FEMNRBRIREEFF, ERURBTERMSTRN, BEE~HHX
(1) Kntre Mt &40 .

Frid KRR R TR HIER I 2R . BiPR . VKBRER, HhIUsesim: B
R ERAF LMY, BN THERM. B8, HPimk T,
ik AR PR v 1 R DK R R BUAK, AP ARSE K.

e i) SR A R A R R A R AR IR -



02114190. 8 oW P E4/81

a. BRMRNAERN (IX) K 2-FER E-5- M EmER .

H,C
TL

N~ N,- HSO,
(1X)
b. (IX) i 2-FEEEE-5-FHEMIE MBI L KM RNAER (V) XK
2-FR Hk-5— FAHERHLE .
c. (IV' ) AW 2-RE-S-FEMEL T LR RNAER (V) KK 5-
HFiZ-2 (1H) Mreddn T -

(v (V)

d. (IV) R 5-HE-2 (1H) MIEFRBEHEFIMA (V) KEECHEZR
ITFEZER RN (Ullmann &MY ).

G o

ERFEREETRR (1D B -BRERE-5-FH-2 (H) et ay.

Fir ik i B A R LI Y B HI17E-20°C ~30°C, H5E-10C~10°C; Frik
KR R B RS HIE 50°C~150C, 5k 90°C~100C; /K#EREA
SR R, RABEN Na,CO, HF R PSR AR, IR MTER AT, 192
(IID X 5-FE-2 (1H) MBERI4 s



02114190. 8 oW P E5/8m

AR RIS BB FUAELHITER .

KRAREMUEY RAEF T EHEEF W LA

ARSI (DD B 1-BOREE-5-F A2 (1HD) MEiERs, T
KR T 2M/ 20 a@NERERNL LRA, EZRINMEYARAGE WEN
t, FHRITR, ARRBAFHESETEHE, BERN S FEMEE, ER
EHAE, ETETY EAE, KEERERSE, B T TR,

RARSE S
LR 1,
RO 1 -BURER-5-F%-2 (IH) MM+, n=1, R=Br, W
1- (2-RFEH) -5-F%-2- (1H) e,
1- (3-RFEHE) -5-FHE-2. (1H) s,
1- (4-RZFEE) -5-FHFE-2- (1H) .
sSEHEf) 2
KO 1-BULER-5-FH-2 (1H) WEFEYT, n=2, R=Br& Cl, :
1- (23-RFH) -5-FF-2- (1H) ML
1- (2,4-"RIFER) -5-FH-2- (QH) HLeElH
1- (2,5- TR -5-FF%-2- (1H) At
1- (2,6-"¥8FR) -5-F%-2- (JH) M
1- (34-ZRFE) -5-FE-2- (1H) ntiEld
1- (3,5-ZRFEHR) -5-FF-2- (1H) MEH
1- (23-Z&(%H) -5-BF-2- (1H) i



02114190. 8 oW P Ee/8m

1- 24-"EFER) -5-FH-2- (1H) WIEE

1- (2,5-ZFFHE) -5-HHE-2- (1) Mkl

1- (2,6-— &) -5-HE-2- (AH) mtrghd

1- (3,5- & FE) -5-HF-2- (1H) nHemEEy
SR 3,

ROP 1 -BUREE-5-F%-2 Q) MRS, n=1, R==FFH,
an:

1- Q-EFBEFERE) -5-FE-2- (IH) Wi

1- (4-ZHFHFEFEL -5-FF-2- (H) Ml
SEH 4,

RO 1 -BRER-5-F-2 (IH MEefid, n=1, R==FF#,
i

1- Q3-ZFFEEE) -5-FF-2- (IH) AN

1- (24-ZFFAEERE) -5-F%-2- (1H) MHIEE

1- 5-ZFHEER) -5-HH-2- (1H) ML E

1- Q6-ZFRFAEFEE) -5-FHE-2- (IH) AtHEHH

1- 3A4-ZFPHEFE -5-F%-2- (1H) MEoeHd

1- (2,5-ZHFPEXKE) -5 -FH-2- (1H) Aleie &
SEf 5,

ROFY 1 -BCER-5-FH-2 (1H) MEfd, n=1, R=RE, W

1- (2-FEFE) -5-F¥-2- (1H) Ml

1- (3-FIEEHE) -5-FX-2- (1H) MR



02114190. 8 oM P /8l

SEFEBY 6,
R 1 -BARER-5-HE-2 (IH) Mel+, n=1, R=HF*, .
1- Q3-ZTHERFKE) -5-FE-2- (1H) MtEN
1- (24-"HHEER) -5-FH-2- (1H) MLiEld
1- (2,5-"HFFEE) -5-FE-2- (1H) MtrEfE
1- (2,6-ZFEER) -5-F%-2- (1H) MM
1- 34-Z“HERE) -5-FF-2- (IH) WEl
1- (2,5-"FZEFER) -5-FH-2- (1H) HrEld
SEHE 7,
MK 1 -BAER- 5 -F3-2 (HD e+, n=1, R=FEZE, W
1- QQ-FEIEFEE) -5-FH-2- (1H) e
1- (3-FIEEER) -5-FF-2- (1H) el
SCiEf 8,
ROW 1 -BRIEE-5-F%-2 (IH) M+, n=2, R=HEE, W
1- (23-"HEHEFR) -5-FE-2- (1H) Mt
1- (Q4-ZHEHEFR) -5-FE-2- (H) itred
1- (25-“HERFEHE) -5-FH-2- (1H) wEreHd
1- (2,6-ZHEEFER) -5-FHE-2- (1H) MR
1- (3,4- " HEIER) -5-FE-2- (1H) MEiEf
1- (3,5-"FH&EEFEE) -5-FH-2- (1H) WM
SEHEB) 9,

HY 10g(0.1mol) (1N A 2-8 -5 B FEAiE, Ji A 17ml H,O #1 17ml ¥ H,SO,4

10



02114190. 8 oM E8/8m

MR KRB AT 10°C LU, B N 17.2(0.25mol/)NaNO, &
30mIH,0 VB & H IR ER R NRETE 0°C—57C, Nk, it RN 2 584,
SO 80ml 7K, [BILY 16min, ¥ &0 ; HEFE T IIATCIK Na,COs, {8 52 N R 5 B0 P,
ATHWW, B A BERIRRER, B REEEEZESRD (V) AW -
-2 (1H) M BE B B, 9P N (V) XA - TR SR AT SR AR AR I R, A
P = dm B 2 (1) 19 1-28 U -5- 1 3-2 (1H) Mt RE M 46 547 .

11



	ABSTRACT
	DESCRIPTION

