Lo ] AR AERF AR [51]%nt. CI’

C07D401/04
“ \ ( C07D401/04,
[12] ﬁ%#*‘@%ﬁ%ﬁm% //3= 80,233{:046;2;

[21] $13%S 00133923.0

[43]2F%FHE 20014 10H 31 H [11]472 CN 1319599A
[2]H%B 1997.6.10 [21]dH¥E8 00133923.0 [74]1EprENE FERANRESF

SEEHNE 97112766.2 REA BXHE
[30] 4854

[32]1996.6.10 [33]US [31]08/661,289
[]ikA EEFEAHE
Mut FEEFEEMN
[(21%MA K-A-M-ZER RBRXE
D-R-¥RT

PAERY 1 W RHA4 15 W HERKO0 R’

[s41&m&wm PRUEHERILSWRIR &Ik
[57]1 %

FEBRBTAGHR TN S - U BFE) -2,
3- M MRS PR ERERNAMNS - s =
(BRETE) -2 (- WK -2 3) R M. L
AR o . e 6

ISSN100O8-4274

Sor 4R AL R AL 1R



10

15

20

25

............

>4 ] 2 K +

L — & F T VI ROk Memk B AL & DI 77 0%

COOR,
RO 2

HPROEXSHFEK 1 HMER;

R, & C,—C, ki3,

Rg 2 C,—C, j%, C—C. gk, R MR SHEMNRF - EAREEH
B Cy—Co SR pEE;

Ry EE. RERETEE,

BEEHTHZ —MERANAN C—Coii%: CCGREE. IF. BE. G
—C s, FEE. R, XE, IFEE. BEAREFEE. KREAKAEF
B, BEERE. RE. KRERSERE. NEHEREREHE:

EEETIHZ —HEBABRLHN C—C, HHE: CCREE. X, MNEN
EEREEERE, BAEMA ¢, —CRAERF N0 FIAH C,—C, HFE;

FEBEHE —NEFA C,—Cy ERRH C;—Co Fhbed;

NEMEET;

AR

(@) ARAER 1 IR T EHE TR ILED:

ROCH,

(I)

Hoh R R, SRFAEX 1 K2 AR M
by BFTRMR T HEWHL AN VIILEY.

__1._.



Tk A bk i £ 0 B 61 2 DT VR

A BiERBIFE N 97112766. 2 HIE R HiFM S EHIF,

&R BB R R B AUk M ER L B DR BI B T

S-(RERFR) -2, 3—ME-FBTRLEYRAERER 5— (EEE
) —2— (2—Bkmki —2—25) R . ERhikaPHARAMPEE. &
S-(REEFR)—2,3-ME_FHREBRUEYN T EHLAFR, CHKXLE
FEERG LA TR EAEN - (REEFE) -2, 3R -FHRIE
EEY.

FR o5 ) B 2 308, 084—Al B R THEEBRRMBHENEIRD kK
B S I MEE ENBREE TRARG&E 5-(REEFE) 2,3l
BT ESY . BR, ZEHERESARER, BAEET % -
SEEER)—2 3—ME-FBRTRASAANENES B S—FEE-2,3
— o - EET A S PRI YNRESY. EERTERE RN AEHITTIE
SRIKBEAEN S-UREERRE) -3, - HRE-PREKRLEY. ERGUIT
EWREEESL, NESYHERS— REEFE) —2— QKM —2—
B) AR . Mt et 5— FE—2— (Q—DkMmk—2—8) B, EBEE
WEmEE BEREREENRARTHRELSYNLED.

Bk, 2% B M —A B R 38 4B 2T ok ek R 4L & W B0 161 & T A

AEPRHETHERINS-URAEFE) 2,3 MR _FBREERLEY
KB o

ROCH2

ﬁqﬂ R % CI_CG'E%E;
R]%g; Cl—'Csﬁ%! C(O)Rz,



......

pEgraEE. G- G G- CREAE. WMENRENIMLES
&1 - AABREFBARKHEE, _

¥ EEEgranE. C - GiE. G- CRAE WMERNELN
EAEEH 1 - 4P BRAREFBRRAKTE, R |

R, B C, - Coln i,

FEpEaEE. C - Cau%. C - CRfE. WMERMEMNEME
a1 - ANBREFBRA R, o

I FAEREARE. C - Cogst. C - Coz@t, mEREMEN
[ an | - 4 A BREFTRRFE
R; i R4%§% C - Cﬂfﬁﬁ;
R; RE A CONH,;,
ZrEaEEERR N2 - GREEFRE) - 2 -WR- | - BLeyn

ROCH_~__~CH,
SN

N
[

OR,

K5

(1I)

B RpEXALE REBEHC - Coksk, SEMK I BRIUH DR
TR EY | 0



------------

R g AL, XEEE EUHBER - ki Mma=G
_ COME. WARZEREATIHBEAWHR, ERNNELET, THARKE
B BB |

A OREHE, B EIRAR YN EROEE SN TR 5
(oS3 B 3E) - 2,3 - W BT EAL A4,

fk B B AR TR, RITRRN2 - RAEFH) - 2 -7
o 1 - BLAWMIESE A 1 RS EIR T RR OB DRE L
A, FEAY | ERAREC - CHEBDMRBERZBRERENWEA
@Lﬁﬂﬂﬁ%%—1mtﬁ§ﬁ@Txagﬂm%%—1%@@&%@?,
TEH S B0 N 75 CHTEFRFET RAL.

RE R, HANREETARANEErETERRAEN SGaET
5 23 - i = FET LAY, HXEIR, HigE EP308, 084 - ALgY
RIS SO R T ) - 23 - Mk S F BB S YN R R 5
- 23 - MR BRI R,

B AR EIRAY, WKRAY RS AR S - U
S ) - 2.3 - W B ML A, S B A VR AP 3 A
pEAWEEER YA BEER LAYy, SRR, HELR
Ak AT RS RARENGTETASBR LLEY.

FREEEATER. R M

BEASHSNEENTE, BNCTHBRESS - FE- 23 -l
—EmTRAAYNER. EATAERTENZC - COREBDEAE=Z
g N, N-—ZERFEEE. N, N - SRREZERZE BRIFOE=
2B ERTASATENREBEAEZBN. ZREZE BFNRLR
e 2. B4 | |

AR R AR AT RRFEREBRAN. BFOR, ERER
7 B fE e A R R AR AR, BT A R MRS AR R
B IE AR LN, RIFHREB RN QTR W18 - - SIS -
- 5.

EET AR ENBENREOREEESN 75 CHER, GEFR,
mﬁﬁ‘:$$\l,3,5*5$$@Emmﬁ%%;@ﬁ%ﬁ,m$~ﬂ



............

THREHTIINESY: ZEEE, NE. REEMCIINESY; 2T,
mt, 2 - ZZEEBZEMENREY: UREMNRMESY. BIFHBERNL
R, CHEHE L, 3, S-ZH%E 1, 2- _ZE8EZEMEIMES
Y, BIFHREPE. ’

EARAKS - ERTRPEENRBRMN. BRRAZLXNRSERR
. BiFnR, H=C - ConmmMARE RRRIEE.

ARBEHTEEHE SUEERLPR) - 23 - WR PR TR YE
KA, HF

R BB,

| CH,
&%$§,$EQ—BJQ

|
CH(CH,),

R, 24t} CONH,,

2 -(UEEREE)- 2 -/ - 1 —Hﬁlﬁb“%ﬁﬁﬁ?*ﬂﬂﬁﬁ@t&ﬂ%m}E@w
EYVEARATIEF I AR HE R L

Hoe R Re J2 25

CH

|
R, RH#, %EQ—F—RS
CH(CH,),

3

R; 2 & E s CONH,;

X B Cl g Br,

EHERIVH 2 - EEFEARBRSA VERANBREREREBFE
TEREAH&EAZAN L QG nKEER PR



(II)

SR, B R Tk R B AW SR VI (R LR
e 411 A B R R A 7 M RS R AR 0 FE R AEAE T R B AT A, I
R B Cr - ColpRME ey, RunBmusE I Fx.

REE I

ROCH, ~_~CH,
-

N
1
o- (cl—cs ﬁg )

EEEHS, 177, 266 BRTHERIVE 2 - REAEREZREBNT
%, AAEEAPLAA U H‘Jﬂﬂ‘:&b—f—&ﬂ?wﬁﬂzﬁﬁk%%, He X B®, R



------------

B, G- GE#E. XE. BARE FTEH BAFER - CRRR;, i
% EP 308 | 084 - Al {9457 B J7 35 fm DA 1 &

iR M PR, @ I REENHLEY SR VI B EERNF
72 T 47 BN A 48 R 2 CO)R, B Dk BE T i fL & .

b, 00

R I X R 1 - oL A YT ORI 78: 1 1T o X 2 Cl g Br
LAY SKBAIE = (C - CoRB MR AT KA. & 1
X BT BBIA L AW RAEHE: 4 10 & X £ Clgk Br oot s
EBBAE B4R Z Bk W RAE B R AEAE T A BT b A2, ZE%)
BIFFAE T R R AR AL A YR R R R I Y, Hep X

AT B,
FEFAORBRT TROBRENS - UREEFHE) - 2 - 2 - sk - 2 -

) - MR, BRI E YR RE TS

RO ~

COOR,

H Ry XA E;



............

R, 2 C - C, ﬁ%: _

R B C, - Copast. G- Codfnsh, = R/l Re SHENETF R
EESEERRKN G - Gk,

R, B4, “REEETEE,

FEE TRz —RERABRMAN C - Coktl: Cr-Cif% X BE.
C, - CoRfiih. THE. HWME. X2, HAEE. BEMEEE KEHK
EREE BEEE RE BEEEERE FERX=SREEE

R Tz —MEARRK C - Coftfzt: C-Cie%. ¥£ &
2R ERE, RARFA C - GREAERFMERRAM C: - Co
% 1 3

R — B C - ColmAH Cs - CoIfbisk;

REMET, RTHEEARSR. WLLR. € W & & & &
B, SR ST

I

@ L& TR EE:

ROCH,

Heb R A R p0E XA L H

Y FAR R R LA ws R VL&Y,

LESREEEEEANAE RE” BRE 1 - 64, BFHA
- AABRETFHEERSEE.

A MR LA s n R VIS Y. B A B AR —
SR ML B — R, AT At R B 2.

e ] 45 DR KRR B R M 7 BE T < ORmUOBRIR B —# TR, DL
Shaner # S.L. O’Connor 4y, CRC Bt (2 H BB E )T 1991 i, B
RS2 EAN HMHBEERG AR 8 - 14 AU RKAHI 5%



------------

SCHR. TN R SCRR AR /R T AT PSR K 3R R 3 A W0 % £ Dl K el O I 5 4% 7= 490 14
Tk
‘ *x H % f

5,371,229; 5,334,576; 5,250,694; 5,276,157; 5,110,930; 5,122,608; 5,206,368;

4,925,944; 4,921,961; 4,959,476; 5,103,009; 4,816,588; 4,748,244 4,754,033;
4,757,146; 4,798,619; 4,766,218; 5,001,254; 5,021,078; 4,723,011; 4,709,036;
4,658,030; 4,608,079; 4,719,303; 4,562,257; 4,459,408; 4,459,409; 4,460,776:
4,125,727 #) 4,758,667, 11 K 0k 9 = F| B i & EP-A-0-041,62 ] EP-A0-08,084 _

AT HTH—BHEBAERY, TILHANEERERENANTHE. X
B 4 90 BB R 2y a6 S it 49 B PR A, T ph BRI B SR F3 0k 2 X

Lt 1 ;
S - (REFERHRE) - N -3 - 2,3 - iz “HBEW R H &

0
CH,OCH, CH,
- + | N + N(C,H,),
N Br
OCH, 0

CHBE| A

0
CH,OCH, ~_~ |
I N
-~
N
o)

B2 -(FEREFR)-2-TWH- 1 - 8O - FEFO.0e,415 96 %,
67 ZEpE /R R A2 TOWWAE 97 C T 27 /e, A2 B8 (8] 1) R RE 1R &
8



............

A 2 - B - N - TR (27.75 8,110 2B /R)M= 2 f&(17.9
g, 177 ZEER), HRELXWEMBEGYUREEE, KR EZERHERD
o AR B ARE P (109 g, 61%483%R), Hbp 5 - (FEREPHE)- N - -
23 - Mg RS S - - N - 3EE - 2.3 - mhiE PR A)
%233 1,

LHIH 2 - 9

RI& R &G ER S | iR, SREmE R,

WSCHI 1 - O BUMIEAT L, A R BIRT RCEMH 1 - D= S - (7
SRR - N - - 23 - MR- FRTME S - - N - - 23
e — R R A 75 e B H EP 308, 084 — AT(SCHES 8 A )BT R A i B
B HAE.

% I
S - (AEEPR)- N - - 2,3 - e FHRITEMH &
5 pmN |
Wi moems | BRONE (18- | v oW || e (B | p’
RN 6 48 (c) | Uphpd)
I3
2 1.3 [N(C,Hs)s/3 - mE | Ew| 23 51 (180 1
3 1.2 [NaOAc/7 - | L2211 100 35 44 |30: 1
2
5%
Na,CO,/3.1
41 20 2C0; ] s | mE) 34 62 [179: 1
N(C,H,),/1 T | E
s | 27 IKOAc/42 001 | B3 |E®| 37 52 [54. 1
6 | 22 [CH)CHNC| 2= | 100 33 31 |28 1
| H./3.1 T
71 1.0 [NaOAc/s ; m% | 95 28 47 |28. 1
8 1.0 [K,CO,/7.3 ; mE | ER| 22 31 | 1. 1
9 1.0 [K,COy/1.8 . M | 98 19 44 | 4. 1
"H GC 4 R IR &Ykl &,

%5 - (AP - N-FEE- 23 - BR_PRERESS - FE- N -

9



------------

- 2,3 - oprE BT R HLE,

L) 10 - 12

Az | R RAME R, B2 - f - N - REDRBEE AR
2 - N - FRORBTRK HETS - PEEFE- N-KE-23 -
mE o REBE R, AR PR

%= I

5 (REEmE) - N - %s-23 - e _—PHTENEE

2-4-N-
| Fun | B/ME |18-E-ouE| AR | BE | KR B | %’
M| REEW (c) |UheD)| %'
7| B

B

10 1.7 |N(C,Hs):/2.7 - 3 | 95 43 59 [224. 1
11 3.0 KOAc/4.1 0.05 mE | |y | 37 70 |45:. 1
12 1.1 NaOAc/4.5 - H2E 90 55 59 [68: 1
"B GC 4347 R R TR A R W 72 .

25 _(mgmEE) - N - %5 23 -MIE_FHREESS - #&- N-
R - 2,3 - hAE T R BEIE A L.

SEHEs 13

5 (FEmEs) - N- - 23 - i - PREEHHE
CH,OCH, CH, 7

\i + | N—cH, -+ N(C,H,),

IFT Br '
OCH, o
0

A CH,OCH,

v
=
!
£

10



B2 - (FEETH -2 -FWMk- 1 -MKO - FERBOI g, 4%,
64 ZEE RGP E(112 3B A 100 C Fhndh 44 /Ned, tnPed ) B RE &
BAMIIA 2 - - N - BT R(20.35 g, 107 28 AR)FI= 2 h(16.9
%, 167 mEER). SEBRLNFEIMESYUBREERE FkikEk HESKE
B R IR (8.1 g, 61%153), HepS - (HEERE) - N - %
S 23 - FEBERES S - B - N - B 23 - R S H BN
#ER316: 1, -

SCHEm) 14 #0115
Fsciam 13 friRm AR SR, ET S - (FEEPEHR)- N - 23
- eE - R EE R, HESRmFE U PR,

% III
5 - (FAEEPER)- N-Px- 23 -mre_PRERMEE
2- @ -N- »
SR (R DR R/NE | 18-5E-6 | BN | BE | e | BR|
Bk W Bk 48 (c) |UpsP)| %!
21
14 1.0 | NaOAc/6.5 - FH 3% 100 44 60 70:1
15 2.4 KQOAc/4.1 0.01 B 5 Bk 30 52 175:1
' F GC 47 S RLIR & WA 5.

B - (REEFE) - N-FHE- 23 -mRE_FREKSS - F&- N -
F3- 2,3 - nkie — PR R,

SCHaf 16-18

Bl 13 R RAEA SR, BEHA2 -K- N - FRIRBERA
B2 -®- N-BARIREBEER, =475 - (FEEPH) - N-FR- 23
—EEE B, HAEERMER IV R,

11




-----------

xF IV
5 - (REma)- N - - 2,3 - e — F B W &

2 -4 -

5 N - B BB |18-E-6  [HEA R OEE FEE Bl

e | EBEE ME (c) U |% !

(s :

16 | 1.3 | Na,CO/3.1 - B | @y | 29 | 51 | 166:1
N(C,Hj)/1

17 | 1.6 | KOAc/4.2 0.01 maE | mg | 33 | 50 | 110:1

18 | 1.5 [N(CHy),/2.7 ] m3E | 100 | 40 | 65 | 177:1

"H GC 4r 4 IR BRI RE.

5 (LA - N - WE- 23 - M FRERE S - FE- N -
3 - 2,3 - e B BRI A H K.

St 19
5, T-—F-a-RAE-3-(PERERHE) -0 -FR-5, 7-2K
& - 6H - mpmg3E[3,4-blnknE - 6 - ZFEHH &

0
CH
CH,OCH, CH, [ 3
+ | N—C—CN + NaOAc
> l
N Br CH(CH,)

§ P

o)
OCH,

2 CH
. CH,OCH,~__~ e

I N—C—CN
S |
N CH(CH,),
o)

W3 -|-2, S-"H-o-RBREL-o-PE-2, 5 - ZHAME
~ 1 - Z,fE0.6 g4 90 %, 1.99 SAE/R)ERFRA2 MBS T T
s 41 /B, 2B R SR AW R A HA 2 - (FEERRE) - 2 - ARk

12



------

- 1 - IR O - F5(0.27 £,2.0 ZEE /R ZBR4(0.76 £,9.2 BERE/R). 1t a8 Bk
KR RIBSYU R EE K, FASERE, H2KEEaL & MRy R E= Y
(0.40 g, 70%B%), H S5, 7- "% -o - BFE- 3 - (FEEPE) - -
M- 5, 7 - —&ft- 6H - mmkB34-blmnE- 6 - ZWE S5, 7 - =4
—o - RPEHE-3, 0 -"HE- 5, 7 - Z&- 6H - mprs3E[3,4-blnkn -
6 - ZEM LR A6l 1,

FAEAMEG Y, EREHR B85, 7-45-o- RFL- 3 -(F
SEERE) -o - HE- S5, 7- #R- 6H - mrs3t[3,4-bImnz - 6 - 2,
HBRR32%, HES, 7-—4%-o- RFRE-3 - (FEERRL) -o - |
-5, 7-—&ft- 6H - g3 AblIE - 6 - 2§55, T- —& -«
“REE- 3, o - EE- 5, 7 - 4t - 6H - mgasIE3,4-bluknz - 6
- ZEEWEER2: 1,

St 20
2 -(HEEPRE- 2 -Wik- 1 -EBHENH&

CHEOCH2 CH2
. +
\\E: + (HZNOH)2 HZSO4 NaOAc

@)

CH_OCH CH
- >, 3 2\\fi 2
~

N
1

OH

2 - PREFEFERG.1g, 70%4EETE 15 436 Py b 28 5 2 AR
BEEh(3.81g, 23.2 /R Z R 4M(3.528, 4.29 ZEE/R)7EK (GO0 ) F IR AW,
EZERTHES D, A EPRER. FNEBRYATLTKERETR Ex
EEHRDECMRYWIFE~Y. 38, 8??)1%%)-



-----------

L) 21
2 - (REERE-2-FH- 1 -BRO - FREENHE

CH3OCH2 CH2
: \\Ei + (CH30)2802 + (CHB)BCOK

¥
CH
CH_ OCH CH
———— 3 2 2
\i\
- y
OCH

3

§2 - (FERFE - 2 - Ff- | - BAR5(1.88,10.4 BRE/R, 6T%4E)
T EE(1.93 g, 17.2 ZERE/K) 7E DU AUk i (40 PO IR A2 5 - 10 CF
e 10 4350, FIRRBR T FRE(2.37g, 18.8 SRR /R)RMALIE, #1268, ik
BEE Gk, ESEEEDNREY. BREWET QTR FNERKKE
KFIEh K dEd, FATCKREEE TR, H A vEABE & A MRy RE (142,
4% 48 3),

S35 ) 22 | |
2 - (REAEFE) - 2 -FM- | -WKO - FEFHHE

CH,OCH, CH,
\\Ki + H_NOCH, - HCl + NaOAc
~ 2 3

o

CH_OCH CH
_— 3 2 2
\E

N
I

OCH3

14



nnnnnn

10 BTF 21 - 29 C FH2 -FAKEHRZE- 3 - ﬁﬁ-g(Z_l.Og,O.w
BEER, O0%LEER AL B E M M (21.0g, 0.25 BE/R)FIZ Be4m(22.4
8,027 BE/R)FEK(1S9 TR HIRAY, TR THEIHR, A _EFhEXR. &
AR ARG R, AAKBERETR ESRGEIXEHRY
FIARREF=47(26.18), WMEKIB(GSO - 70 ¢, 16mm Hg)E 45 ik Y54 82 I
AR E MR EE™Y.

15



	ABSTRACT
	DESCRIPTION

