(191 PEARSREEX MR

[51]Int. CI
C07D213/61

AL EE RLE:

[21] ZL £H]% 95121127.7

[45]inntsn 200248 J7H

[11]MiR2%&8 CN 1088699C

[2] @A 1995.12.22
[21]diNd 95121127.7
[30] &4
[32]1994.12.23 [33]DE [31]P4446338.3
[31ERBA FRAH
iyt BB RENERES
[72]2MA R 2%

[56]1 8%
EP55684A1 1993, 8.25 070213761
US5116993 1992, 5.26 a07D213/61
wER F B

[(4)enRENN PESHAREERR) ARAT
REA EHE ERY

BAECRA 3 T iR8745 10 T HHEAT3KO0 ;T

[4]nmERm WHEEMRRERALESWHORETE
(5719

FREGR—MTIER (D HEF MRS
WEHHRES %, WP XA NRRRE, K
EET MRBE, EMBNALET, T 20 -120CEEKE
T THER (D) fet BT Y 5 TFEER () I F
BEBEAT 4 WAL AT SR, Hoor RYR1 X iR B 4
HisE S, Fb R*A R W HFARF F 3 A RN SRR
FERE R'A R —ERRER_ £, ARURY KH

AR (I0) AT A S B 8 Ok

i b (1)
N
a” N -
XWCH,—NH—CO—R‘ (mn =
Lk -
a N7 M
R’ °°
SN— <)
,oN—CHO (i)
R o
z
w
w
b

Jo 38 AL BRAR R



L] L [ 3 »
b () L)
[ ] L [ ]

1. FHIEX (1) Wy T ARSI 8677 3%

1
X\~ CHC

|

CIA“NJ o
HF

X EFHR. RRTE,

HAFiE AT

BT, ERENALET, F22-120CRET, HFFHEX(AD
e AT A M b TR X (111) 89 F BUehT A Ay e RAL A AT R,
X! WCH,—NH—CO-R‘ ()
N
ct” N

o
RUAFA. BA 1 E4ARRTFHEMAR NI, REFRUR

R F L SBAE RRF IR E L -E Z-BReG L, ATERIRAL
S AEE, A 1-4ABURTH EMAS LR, ST
B 1-IABRFHLSRLARELPRAEL, ESHHRATH
B 1-2ABEFA 1 -5 AR RE R Ty 4R IR
A, BAREEEAEREAL, AEABRRKRYEAFRRS/RT
BB 6K,

X' 4o LR S,



.....
lllllllllllllllll

£+
R*F= RAFI R RE H BAFEA 1 £ 6 MR T HES L0055
£, FEEFTEA IE6ABRBTHRBESA R A R —RR TR
FLEOABBRTHE X,

2. BRRARANER 1697k, £F

R AT &?iﬁak,&if*ﬁﬁkﬁﬁﬁi&ﬁﬂi
REHBARLE-F = -BRARMEL, AERERALRLf AR, T
CEBSFL, FTRARTHE, ZAFTA ZATREASZRTHA
£, ABABBRGELESFEER/ KT EBRKGEL, F

R RHEIRARE, AFFE, &, E-RA-&EL, E-. #
— BT A, RARSKTE, AR PR —REFTH-L 4~
SRS, S

3. FH)B X (1) Wukog it £ 40

ia)
% CH;-NH—-CO-R (

o~
Cl N

Ay

YERTEA. RATFE, &

RAFEA 1 £ 4 AMBARTHEMRIANRE, RATFABRNALY
R KA R RE W BRAR L - = -BARRA, ATERARNA R

HE, LA 1-4 ABEFHEARIHRA, AEHHATHER
-2-



L] [
.................

1-2 MBURTF o a8 X BRELFRAL, AFAHATHEA 1
-2 ANBRTFA 1-5 AMEEERRE R T oy ek L g A
B RS EA A BARAE, A BRBIRARL RLEFHRA/ KT AR
g F A,

4, BRAAER 3 Wy ir Ay, R

RAEFFREAFTE, REAFRBBMNEERMBARF] X TR B
£# - 3 = -BARMELA, ATRBRALR A ERR, TR TEIHF
RE, FTERARTHE, ZATEA ZATREAXZATHAE, AR
FARTRAR 44 R Al e/ BT AR R,



ix il %

REEMERLSONFETE

R W K — R a9 B E0k0e RS PR el 5 ik U R BT R &
HEFHBFEELED.

AR RE, RBEEMEXCSVTLUEIRFEBRELELSDST
WM E KM (2], Heterocycl. Chem. 16(1979), 333-337, L aJ & 1L
EP-A 373 464), |

#H—EAKES, WEEMELXLSYTERE P MR EE
AEEENERFETUREHERRTFET, TIC-10CRET, #
R mprE F AL P78 (B EP-A 260 485, A& MEP-A 458 109),

H—HAHNER, EIS5EENRAANRE, HTHREKEFE
MR SR E B Rk s RS (B EP-A 393 453),

AEFARNER, REERERLSYITLENNRLEFETH
ANAE P EREXLSYERLRB S ILIP 05 178 832),

BR, HFIELAHMERATE, ENAXAMNTEUE~WRE
RAXERESARE.

ACEE, THAER()NKFERREELSYTUEL TR ER
B3 Y 7= 4 1B o A 4 B AR 7R,

i
] i

\
o >N

(1)

Hep
X1 #RE, AXIRE,

i ik T ¥ B



WRBE, ERERFET, T-120CRET, B THERX DA
EHTEYS Vilsmeierif™ MTABRX TINDKNPRETEDHRAL
FRHTREE, #AERTHELERR~Y,

x'\l/\rca,—mr-co-a' (1)
!

Cl)'\\N/J
R
Rl RAE. MERTHEIEDRKEE, H
X! kg,
RZ
,>N—CHO (1)
R
He

RHBTHRRAR LR ERARERFVIHN - BERER
X,

SAETNE, REAFEARF, —hHEH, WEANFRELERE
ATLAFLE (B0, PI.C.S. Perkin I, pl537-1543(1981), TiH—F
H, ZREXEAFALKARIEAREERLREIT “von Braun K
B” (B RIACS84,769-774(1962)), HEik, MAXRZHEMARE, TLULR
FRERBURERPAERFR (D RF RILERESY.

REMR, FREHRBEIEZATEHEMHHPIRRE X
PR () P REXLEY.

MR ABIN, - R/-S-CHBAXPEMREREYIF A _FEPR
REHIBREE “VilsmeierBl” . ZR\|HF BN RN ERALIERLT T
R iR R,



Cl\/\/CH—NH-—CO—CH Cl CH,Cl
= 4 3 ~ N R
g . g
Cl/\N Yilsmeierid 7] Cl/\N

RIDEETEFRRAFTEF AELEDKMENEDH —REE
X, RADH, XIRZENEARAAS LRCSRRNEFZHFTHENE
(D AP ARENHFNS L. RERTY RERREHL-
MREFEFRESRXARE, S E AUEREHNZIE RERTFTR
HEARTARRECE-ERANEE, FRRRETURENE:
WX, HNR, PUMRE, BRI RETHESRTERE, 43
B, AUFE JERRRE EERMATIRFA - MRETHES
RIXEREENRRE, HIE, AWFEENPHE, £5HFERT
HRAAI-NMBETH-SSAMHEARKAR IR TUSHEETHESR S
B RE, IRNREENIRRAE, HFHE, AN=ZKTE =%
REESSATRE, URTEAH/ REXEFERANEL,

A (D) M IERTEY LR R AR (B IEP-A 0 556 684), TS
ZAPRIET RRF LMK AARRRFTERAI T AHERN 1) EY

X~ CHNH-CO-R (Ta)

ol
Cl/\\N/
H
X HrE SXEKE H
R FEAMERTHRERBANEE,
IRER (1) METEV AR EM T2 XHEEY, HF

-3-



ZRE. RAPE,

FERAF AN BRETFTHEESIHRE. #iHRE ANFEND
, RF
ERTHEHAARARBRAETE - Z=RANEE, FERRET]
L ERNA: X #HHE ANARE AR REFHERE
REERE, KL AWFEHNIE IFRRTHHRRAF
PREAE-Z=BRAMEER, HARRKBUTURENA: XK,
#HAE, ANRER AF-4ITBRETHESNIISERE &3
B, AR ZEZRAE ESHREATHARFI-ITERETH
HEREHREAENRNE, #HE AWNFAERFRE %
R THRAIAMBETFHI-S MBS FE &R T oK
FREERTHEIANE. SIRARAENDARAE, FHE #A
M=MPE =KFEERN=-MERE URTERAA/RFEER

BAREE,

FRR (o) WERFTEDTEL TR ERRE, B

ERMBREFETHANREEERBNFET. #THAER V) A

BEMIEELSYSTIER V) IRAETRE,

x\/\/CH,—NH, (Iv¥)
Pl

A,

Cl N

A

ke X,



C1-COo-R (V)

Hh
R mEEX.

FEZEAT M A =X (TTa) MERRAT A Y000 S R it 5 = T R 0 0 198 00 17 LA 2 7
AEATHRERMEAEAKERTIER. REXARNERNETS, A
MEPRRNIMRIE 8, MR FERTER Z_M_89F,
MEMWH S5, LURK, AulH SATHETEEEDNMIE
B, RIEEHNF RS, An_®E&. N6, DELHE. CKR. F%
k. ¥ ORE ZHEHMERE,

FEHEAITH % (1Ta) MHEWE AT YIRY R B2 1372 SR o] BEAY K BV BRI AT LA £
FAERAXNBANR. KEXANBARERER L 2REAELY.
AEHY. BAY. ERDMRR AL, AMEELCH. ERLH X
E., M. JMA. RTHS, KRN R4, ERE. BRE
BHUMBEM, SNTHERE PU=FF. =ZFK =TEK. NNZ
HEER. NmE, N-FEREE. NN-"HHEME, ZHENFER
(DABCO} , M ZWFFT A (DBN) F0 M Z% IR+ — 1% (DBU) .

EHRITR (1) EFTEMNWETELE, REBETUERRE
WAL, FRRAEEAE-120C, Ri%10-100CERET#1T.

EHfITHER (T MEFTEDWRELERS, E¥HTHERR
(IV) B 80 B ZE ML BE 4 F 1. 0-3. Omol, 4E3%1. 0-1. Smol 2 (V) B 4L F01. 0-
3. 0mol, fRIK1.0-1. Smol RAZBAMI. #77H7R KB 3 ¥ ik ik B3

43 7 R B9,

e



AWM EPEBEERLSDELIN(BR, HmUs 5 300
650, EP-A 0 579 970), EEFEM LIEIHFFEF EL LA T K
13

AV HREEEIZANFULEY.

FHR (1) MREFEML T LUAE R 2 AT EELHX (V) EE
HEnpre XS WS HNRMEFHITRE RS,

(D& TEFZAT LS AEERNN P REGTEIN — R
EFX. RIIDH, ZACTHERRAREF ARERRAF I BET
WESRIHRE, KHHE, ANFE 2% FRAEARREREE
TE, BRTE. #TEIMTE REXFAF-TRETHIRE,
#ER ANAREANFCE IERE-EXRRFL-ITRETHE
RTE, SR ST K- 4-TEERE-L S-TE,

R PBREFTEYTUREWEAT: LN-"“HE-FRE.
NN-ZZ B-B R, NN-THE-PRE. NN-ZTE-PRE. N30
-N- B - B R R HIN, N- 3R C B S .

fE% SRR P REATEY, TLURRERN, N-Z P - F JRE
N, N-ZT 2B B AR,

R ID) FRMBEFTEYR2ANANGHLEY.

EAEARETRERTE, AT L A% N LR 0 B
BECERIER . AELRY). 8. EBA. THkX 28Q7
. —RAEFEH -EEHFRE. N N-"BE-RE R T RN N-
—ZE-RPERLEE.

FZEHER, ERRLREFRESGRET.



HTFH#ITERAREUTENRBEA L ENANEN. LROBETH
EEIRANMEEK. FEERSKEZ, AWK, X PE —FE X
RE. —HAE, AWM. CKR. FCKR. KPR, RHMERL
B R AR, —REAEER, 2K, NEGMEAZ M _FRR
FZM_ZE; W BN, WRETH Btk SN N-—5E
HERE, NN-“HEZEBE. N-HE-N-PRER. N5 HE0kE 5 S
PERBE: TR, AW_FFR, MR, ;i

fER%ARERNRRR, TURRNAERE, ZHATH.

EHTEEHTELEP, RERETUERROEEREL. B
%, REBEE-I0T- +1IS0CHRET, HEE-10C- MWCTHEET
#iT, REER, RMEWRRERE-10C- H0CT#IT, RBTEH
T-120CTi#tf7. MEH, REUTUEEEAROBETHTH AL
LR “vilsmeierii]” |

HE, FEUSEREFRETHT. L CHETEREAERME
ET#E4T—E 0. 198-1000 2 6],

EHTERARNN, M TEERRA (DMEATEY, AXERL-
10mol, 4EiE1.5-5. Omol, % SI&2.0-4. 0mol F AL FI1-10mol, 4Ei%
2. 0-4. Omol =X, (111) BERBEHTEY. |

E#TERARER, TUEREMAAENEFEREDS B
b R RZ Y 1T BB

EEAZPEELHA RSP, FEHR T FREMTEDHNELT
ABIRBAIR, RBEE-10C- +SICHRETHEITEMAR (1D MIES
. SR THE T HE R LA R T R L.



BBy U RE RS E#T. A, HESWAKRERE-MEE
B, ETmA AN S MERHOK AN R -7, R5ARRER,
HERETHRERANRERE., ENBRKPBRENESWITLIAER
T#t—-pdd, EHTUERmRREAAT®E-BRE, HATLLR
RRK R A B,

REFRPFEMERHRN (D VWP EMAERC ST AERNEEY
B AR BB B RE KA S Y (S ILEP-A 163 855HIEP-A 192
060) .

&L
=, o)

4. 95 (0. 02mo]) 2- -5~ P B M EMEBE (2 WM A 11a-2)
4. 4g (0. 06mol) B EF MEEH T20m T iR, MESALRH, HAS. 6
KA., HULIRAWTESOC T IS/ FHFE115T T mik 1 /hat,

BHE, HREWHABK-XKPHA_KPREB=K. #HEHM
HVATRFEE. AREVROHRUERT P RBGEL MERMBE
25, EEREHT0-80T), B8 8g EEFHASS. 6%) 1-H-5-RBE-
mMesE, A HIS-36T,

I
A Ta

!\ /l
a” N



372 (0. 2mo) 2-W-S-Z W ER R (SN HEMI1a-1)
44g (0. 06mol) —_ H B M HE T 20mi Z/F. FISTT R I
76g (0. 06mol) Bt H, REHRBRESYMBEIC, FEHEETHIEIN
o, BEHEAK-KP. YFRRSYAMPRER=RE, HE
CRATRFEREG. RAMREMRMFELIRIBERRGE, B
23. 4g RIS /Y72, 2%) 2-R-5- W HolkoE, 45 435-36C,
3

! !

cl '

HEIHAIACR A EH#ITRE, REROz XS F16ERE.
183824, 2g GHIGF=RA74. 7% 2-E-S-FHEMME, BEHH3S-36T,

A {T1a) BT ER{L S PRI &
SEHE (11a~1)

O/\NH-CO-CH,
.
a N

#128. 5g (0. 2mo1) 2-§~5—- 9K B FEMERE #0122, 28 (0. 22mol) =G T
00m ZBRZEED. RE, BHT, TTTHMG 5g0. 2imol) Z B
£. HEHEADMETE, ARKERFEK, TRHFKSE. B8
30. 5g GRIG=EM83% 1-M-S-ZHBAEF Rk, YRBEEEH, BA
#76-177C.

S (17a-2)



(\IK\NH_CO_Q
P\ :
a SN

$14.25g (0. Imo1) 2-4-5-S PRI 15 (0. 1imol) ZLERHT
1Sm=EWAEREP, KETH0TTHM4. 8g(0. 105mol) PR, FE
FHRENBAVTERTRAIE. HARKER=K, HAVATR
HIRGE. BBI24. 6g GHIET=HRAY9. 8% 2-F-Ss-EPHMAEIME, hEA
b, BEA118-120C,

-]0_



	ABSTRACT
	DESCRIPTION

