(19) CHBIRI= S5 3 (

1019960703943

(51) Int. Cl 6 (11) 2SS  S1997-0700652
Dol =Haosy 100l
C07C 323/41 (43) Z2HL X 1997028 12
C07C 259/06
(21) =adis = 1996-0703943
(22) &)L 1996 07& 22
HA2H =L X 1996072 22
(86) =H &S PCT/GB 95/000121 (87) =2H 3z WO 95/019961
(86) 2NEIAEALX 199501223 (87) 2 HSHL Xt 199507827
(81) XNI&E= EP SEES : AEZIOF E€IlH A®IA 2IGlEIAEIS = dDi3
AHQ ZEA H2 2|0lA Olefel E4d8223 22Uz Jdte
AQE ol ERE
2SS - & B2E Ut =2 M2 52 ZEc H=2 il
A= st= L2910 FEUE ZE= 2AI0F &=Z4P2I10F 320Ut
o=
(30) A= 9401416.4 19943012222 A =(GB)
9413566.2 1994082022 < =(GB)
(71) &2l HCZlEl# HIOIHIZ WOIAEIZA 2l0lElE IZ 2ERE
AT SAWE Qo4 5AY0| 2 ASUE 2RA
(72) £HXA BHISE Yol2E IS
= SALZQE QWAL 5| IIRE FEE 22E EZ2IEI# BHOI2H
3 IOtAEIZ A 2I01ElE
fIEHIOIZA Orot3a
= SALQE QAL 5| IIRE FEE 22E EZ2IEl4 BiOI2H
3 IOtAEIZ A 2I01ElE
g ez
= SALQE QWAL 5| IIRE FEE 22E EZ2IEI4 BiOI2H
3 IOtAEIZ A 2I01ElE
(74) thelel o0l&
MAEP . U
54) SECIA 2§54 AXNA
29
HESA SEHUHE 20 §4E 2AMole US Letal( 1) stet2
O R, 5114
R\ . N—"Rs I
- I NH ( )
o
R X
AJIMUAM X= -C0H &= -CONHOHIIO0I 12, OI0IE Z & JIE JiIfe =&ote d3eE 37 &4+ UE

o
SEHWUE Zoigs AMA

2 UHEs 2F3H H0IE2 d2UHESE +=SotX

5
0
00

6-1



1019960703943

P8
2 woje 12 PHAl( )9 BIB2 T= 019 &, 2320/ SHESS MBS0
2 :Tl EE“_‘
R~ \v,)j\ NHJ\\:/\ —— !
| i
;{r”im“x ©

YIIA0M X= -C0H £= -CONHOHIIO0I 2, Ri2 ===, (CiCe)2E, (GG, HE, XSHE, HE
2, X HE(C-C )L, dlHlZAZeY, X olHZAI22E, dHZAZS2L(CC)LE,

XE GlHIZAIZ22IL(C-Cs) L&, BSON-A(0IIIA n2 0.1 £= 2011 BE =2 T= (CC) 2, He
+

B HY, dlHZAIZ2lY, (C-C)O0tal, HIOta, = XI& HOHAII0IL, A= (CC)LEs L}EP

Ot0l=, 2&0H0l%, OFAOI0IL:, OH, SH (01 Co) LA, (C—Co)2ZOt0I:, CI-(Ci—Co)LZ 00, (C-
Co ) LHEIR, OFH(CiCo)-2Z, Ot0I=(CCs) A, SIEEAI( )22, HAE(CG)eE L= Jtes
A(Ci-Ce) 22 OGIDIA, OOl - IC§A| HE&E- EEE tIE=Ea)ls g2z EsHAU = Ji2=4
Jl= OLOIESHECH Jt=HI2Y, (I1:%9) t2H2Y, (=22 )28, (M=22)0t0l
L &= JIE2=EA-Ha 2t 'OPDLIOH °|0P04 il%% IiE.‘%QE'OIE, p= (CCo) 2, (CCo)LAU
(CCe )21, HL(CCs)LZ, GIHIZOIE(C-Co) 2, SIEIZOIE(Ci-Cs) LR, ANR2I2LA(C-Cs) L2
E= ANE22LAL(C-C)LZEII01D, 0IF Ltz (C-Cs)2Z, -0(CCs) 22, -S(CiCs)2E, EZ2AI0

=
-CN)OlI A &EHEE GHLE = 0O 0ol&tel XDl 26t 22z RI&E = UCH.
Rs= (a) EFSAD] -CRARs [HHIIM Re, Ryt Re2 22t SEIACZ (CCs) 22, (CoCe)2AY, (CCo)e

A

21, HE(CC)2E, (CoG)AZ2LZ0IHU = Rt Rz 010 ZE &= EAAX &H 3~8E
N2 E= 5-~6-3& SH=21el &2 40U, £= R,Ry 4 Rg= O0l0 Z&dt=e EARXS
SN S (ME S0 OICtetE)S -8ttt Ol Re,Rr Re2 242 SEH22 (CC)eZ L= (CC)e
AUOIH RIINA M SZRT= 68 ZWECH L= (b) —CRRRHII[OIAUMA Ryt Ryp= 2D S8
HMOZ (CCs)2¥Z, (CrCe)2AMY, (CCo)221Y, HE(CC)EE E= 201202 Rp2 OISO ZEE
= ARt SN 3~83E AMEER2ZE L= 3-~-8-3F dHz1el = @4dotd, Ry2 =2, 0OH,
SH, &

, B2, CN, COH, (C+C)HER2222Z, CH0H, C0.(CiCs)2Z, L= -0(C—Cs) &, —0(CCs)OteH
ALY, -S(C—Ce) L, -S0(Ci—Cs) 22, —SO(Ci-Ce) ¥R, -S(CrCs) LMY, -S0(CrCs)ZMNY L= -Q-W-I10I
o, OJIM Q= -0-, -S-, -S0-, E&= -S0- 22 UEWL, 0l W= HiE, ML,

(CoCe )AI22LY, (CCs)-AS2LZLY, (CGIANS2LAY, (CCIANSZLAHL-22, o

C= dHZOoIEZZDID, 0l Wle dl=E54, 22, CN, C0H, C0.(Ci—Cs)2&, CONHz, CONH(Ci—Ce)Z,
CONH(Ci=CeZ&),, CHO, CHOH, (Ci-Cy)HER 222 L2, 0(Ci—Cs) LA, (CoCs) 22!, NO», NHy, NH(Ci-Co) LA
N[(Ci—Co) & ], , NHCO(Ci—Ce )2, (Ci—Ce ), (CoCe )Y, (CrCo )2, (CCs )AME22A, (Cpm
COHASZLY, HY L= HEWAN SEHO=Z MEist 8t = 1] 0la2 Jlofl 2loted xl&tE &= QUL
Ol & Rg2k Rip2 (Ci—Ce) Y, (CiCe)YAUY, (C0C)Y21Y, = HY(C-C)YZOIH, RyE +=20/2
O Z10ICHOIZ2, RiE =4, (CC)YE, (GC)HER2LZ L= D-(CC22)0l], KHIIM de dl=
EAl, (CCe)LZEAl, (C-Cs)L2ZEIL, 0FA0IDI L, Yoxlet=l HY L= GlHZO0IE, NH, = 2=-L
Cl-(Cy~ Ce)%g' FOI=E UEIHCH. Res =4 L= (C-Ce)ZX2D|0ICH.

78 2
HIZO QAOIA, LHESS0l ST 22 stare:
ROt XJI8 2= CEX -S, RIS RE CAX R, RIIE 2= CAX -5,

278 4

M8 BE 0L 8 O UNA, RIF 0A-2L, n-HEY, n-3&, @Y, -2, =2, n-G4&, Al
S2ANT2E, HYUDRE, 4-222HYI2E, 4HEHLIZE, 4HSAHNLIRE, Hueg, o
2WHY T TRLSTUAQ FES

H38 5

HMLE BE 0L BE0l AU, RyIIIF ~C(CrCe) L2y, ~CHC-CHERQR22Y),, C(CCHERRR

6-2



1019960703943

22)s, -C(CCe2Z), Ry £= a-fIXIMAM(CC)LE L= R0l 2B X&E 5~ASAIZ2LZ DIt
AN, 6IIM Ry2 -0H, -SH, =22, (C+-C)HERL2222Z, —CH0H, —C0H, -C0.(C—Cs)2Z, &= X
EE WY £= o2 XEE SHZ0tE, -0(CC2d), -S(C—Cs) &, -S0(C—Cs)2LZ,

~S0,(Ci-Cs22), -Oph,-0CH:ph, SPh, -SOph, -SOzph. -SCH:ph, -SOCHph = -SOCHph, AISZ A KL S
DY, ASEZHANLLHY, = ASZHAHLSDY, ASSHAYLLSUY, = ASESHAHLS
=20/, 471 ph(HY) E= AB2HAI|E 08 SO 0H E= -0((CG2Y) E= ZEA0 25t0]
Mg = 4 A SEe

78 6

RISE O U, RIF 1, -CINEEZE-1-2, -AI22T2E-0|E, OILSE-1-Y, -BRQE T2 T-2-
2, 1,1,1,3,3,3UAB2R2T2T2-9, 2-5|SSATZT2-, -HLET2T -9, 2-HSADE
D-p-g, 2-JI2EAEEIT-2-Y, -HSADI2EEITRI-22%, 2(0HSANHSAIHSA)Z2E -2
o-(EIERIBH0I SR I R-42) TR T-2-21, 2—(H|E2t5I0|S2FR-2-U) TR T2-2, 1-5|SZA-AI22H
E--Y, -HEYSWA-T2T-9, P-HELHAT2T - P-HELEJT2T2-9 2-HEZHY
T2E ol pWESNY-TRE -9l rWESEATZI oY, (4N SANIEHY) T T oo
2(4-HSA-HRSTY)T2T-2-9, -(4-HEAUISTY)T2T -0 2-AS2HNHLSEHY-T

D-2-g, AZEAMHL-SBY-TZT2-9, ASSHANL-2BA-T2E2-, CIHLHE F= 2-
HYZ2IT-2-20 582

g 7

s BE O B FO UNA, G, (CCIHBRREAY = D-(C-C) LI UD GIIN
D= BISZAICC)ZBAI, (CCo)LUSTBY, OHAOI0IL, Y2 HBE HY T= HIHR0IES UE
W stere

78 8

M7l AUNA, RIIDH, BHE, NE, Z2E, n-RE, t-2E, SIESAUE, SIESAEZE, 2,2-CIH
E-3-0lESANZZE, SI=ESARE, HSAMUE, NSAUNE, HSAZZ2E,
2,2-CIHE-3-HSAZ2E, 2,2-LIHE-3-0ISAIZZ2E, 2-0EEIQUE, 2-0tMSAINE, N-OtAIE 00
Cole, -(2-I8clE)E2d, Yoz X&E HE NEHEZ2Y, HESEN HEHE 5E2.

]
W 4
o
©

[P}

POl QA M, RsIb =401 SHEFE.

ro
oo
Ot
=
Ir
ro
00l

0
oo J
0o
3

CHS SHES0A M8 382 : 25-0|S=Al 3R-[2-(A0H SAIME ST )-2-H2-15-(H 28 2 L)-
DRUSI2H2]-5-HE-S A5 S = A, 25-5| S S A-SR[IS(HIE 2 U 2 Y-2-HE ST -0-[f Y-
222 Y]-5-H -S| SR A M, 25-5| S = AI-3R[2-H 2 EIQ-2-HIZ-15-(H eIt 2H2Y) T2
EoIS0iRel] 5 HE-SA RS CRAN, B2 WIS T2 HE IS (HEIISsRe) TR =62
2 ]-25-5| S ZAl-6-I K-S AL 5| S S &M, 25-5] S = AI-BR-[1S-(H 32012 )-2-E2 22 2-Hg-1
2IEH Y]S5 St 5l = e 3R-[2-HI R & B -2-H 2-1S-(H LI 26 2 )-T 2 B3} 2 b}
DY]-5-HEY-2S-T2E-2--S A5 ES AL, A-[2-HIRSE-2-HE-15-(HEII2H2Y) T2 L5} 2

B} 2 2 -25-51 = 2 Al-5-0 £l AL e 5| S 2 aHAT | JR-[2-AI2 2 2 A0 2 ST -2-0 Z-15-(0 2 =2
o)-TRUI}2H2U]-5-HIL-25-5] SZA-H A5 SZA L, GR-[2-AZRAMHL ST U-2-H 15

(MEI2H2Y) -T2 e} 25 2 U] -5-HIZ-25-Z 2 H-2-U-3 AL 5| S= A A, 3R-[2-H 2 2B U-2-(|
1S (M2 RY)- T2 2H2U]-5-HE-2S- TR H-2-U-SA A 5| S= AL, SR-[2-HEEE L2
HE-1S-(HEIISHRY)- T2} 2H 2 |-5-H L -2S- T2 H-2-Q-S A= 5| SZ A, 3R-[2-D1 2 E-2-
BIE-1S-(HEII2E2Y)- T2 LI 20 22 |-5-H -2 T2 H-2-A-S A= 5| S=4 M. o 0SS 9

SlHate2 D 232

38 11
e SIES0lM Hes 382, SR-[1S-(HEII2HRY) - UESTA2-HY-T2U5 26 22U ]-5-0
-8 A5 S S A, BR-[1S-HIEIIE IS L-(-HEA SR T2 ) {2 E2 Y] -5-H Y- A5 ==
SN, BRI ST-(5-(HELI2H DY )-P-HE-T2BIZH DY | 6-H = A 5| SZAN, 25-5|

SEA-GR-[2(4-HISAMESTYA)-2-HE-15-(HE-II2H2Y-T2 B3} 2H 2 U] -5-HZ-S At 5| ==
o selS=i R IS(EN2uew) 2 cagsezE 303 cagso2 B 2g)
5-BIE-B AL 5| S = A4, 3R-[2,2-CIH - 1S-(HIZ 2612 2) 0 23} 2 512 2 ]-25-5] = = Al -5-0l 2 -3 Al
LB S =AM, 25-5|C = Al-3R-[2- SEEp HESt2E2Y)-2-H -T2 W32 8 2 L ]-5-H 23 Al
B TEAA, 255 C=AI-GR-[2,2-ClOIE-1S-(H Y3 26 2 ) LI 2612 |50 2-3 AL e 5] C = 4

&, 25-5|CSZAIR-[1S-HEIEH R Y-2-HE2-HE T2 EIISH 2L ]-5-HE HA=GI =LA, 25-5]

SEAI-3R-[1S-ter t-S2 LI 2HI 2 U-2-HE S THA->-HY-T2 B3I} 2612 |-5-H L-S A= 5| S= & A,
25-51 S=AI-R-[1S- (M 22U 22 )-2-HY E-2-HE-TE B} SHRY |-5-HIL-S At = 5| SZ &L A, 25-
SlE=N-G 2 H=A IS (WESISu@e) ot 228 Jlou2g) o He ayLscyy 25

= A-3R-[2-HS A2 BE-1S-(HEI 22 )-2-HL -T2 2522 Q2| |-5-H 2 - AL 5| S S A4

R-[2-BIZEl2-2-HIZ-15-(H 2312812 ) T2 B 262 U | -5-H 2-2SE 2 H-2-U-S A= 5| S = Aot

R-[2,2-CIH Y- 1S-(HEI2HHRY ) -T2 LI 2 4422 |-5-0| £ -25-T 2 Bl-p-2U -3l AL Lo 5| S = 4 o
(22108 1 (WESISURe) mUaou2u] 5 HE 25 D2u 2 Q- UALICRLY, A2
CIOlE-15- (DI E O 2 b2 2 ) P LIt 2 R Y | 5-H 2 -25-T2 0|0l SO E-S AL =5l SR A, SR-WIEE =

6-3



1019960703943

_ |
— - - O
< e
A d R
____f_wigé%ﬂ
__dAEE:EE_.r,
© Mr Ul Ul i <3
Qulicic 4 A
o HHA=X
dHZTZFH
DERF
W ! ol —

ErE

MDD N

SHuy W
g

|[EEAI-5-
ZEII=
-ZZ2EJ
=g
2 ]-5-
SHt2g

)-
)

-0

LIS H2 Y]-2S
@ty
M2y
M2y
2 5
H =

I

)

2
olE-1S-( Ol

Ql
=

o1 |_W_=.

L L 1 -0l
SRA& <

JI Ryt

IES A0 Ryt

[9)

) Oll A

(1)

=

t”.9|, 2+

F

=

6-4

9l
HO4 A

9]

D)

HIA

i<t

(1)olA

t
]

fuatd

A
A

S

F

i)

=]

=

2 BrSAIZI O3,
o

FHLE
st

(oA &2
o

Rs,
2]
XA

NH

R,
=

=

=]
=92 Mg

=

b

=)
=

[OIA 2
st
JI10ICk.

=23

J
|.

(&J1AI0IAL Rip2t Rig2lE Ol

AIIA0A Ri,Re2,Rs, Ra 2t Rs

(=]
-

(ADIAIONAL Ry,
Ri,R2,R3,Rs 2 Rs 2 FE2

K2



1019960703943
(V)

Hi2b 2 Ct.

F

S
=

oA Jo

A
A\

Olw

=

(111

t10 Ry,R2,Rs,Rs%t Rsi=

(¢}

OH
2sH=E A8 M

Rt NCOOR,,
|

SIIA0IA A
E

=
e

ol

(V)

<
o]

F

(mor tos «

b

t

3

t

ol A0TA, (

§

100

K14

(V)

Btet 21,

k

=

S

(1)oA B2

HA

=]
[

= Qal
— =

&IIA0IA Re,Rs,Re 2t Rs

Ct.

ok

I+

ioJ

W
o 0
w0 &5
<l
JUER
15 o[y
x 0
Fal=l
5 )

&l
=

LHAI &1

5t
FO4 OHOH

&2 [
[¢]

2 MMPs2t TNFOIl 2

=

S=0l,

ZR
S=

oD
=
— 0l
nJ 0
™ 76)
o) J|

TNFOIl 2I5HA
AHZM At

= Ot
=]

t

S

IS

IR

FOI OHOH &

[

[—

t

[9)
¢}

WMPs@t/E= TNFOI 2
S=E AMIAN AME

ChH& 2amel M=

cC =
st

ol
0

Ju
U

¢}

MMPs2t/ L= TNFOI 2

=
=)

F

S
IS

LAl Hi11E

F

S

S

Ol Xl 1

70D

00
®

s
gto

ol gt
Xi18

ol
C =
—4

sk,

, MEZ sUHE

&0l
H
9&te

Klo o =

KO
J1J 50 1)
B Kl m_._

80 ™=

Rl o O

_ %0 oD
W
) 00 00
ALK <

70D

00
®

0l0

i B0

Kl Yl
. ar

00 31

LIN=$

oD 7,

w30

7 Ao

MW OHAE WX H11

b

S
=]

M E£= M2t

Ol &r
R o
ol or

o
R

s
&k
Wo
Ol ny
&I O
ol oD
Bl o

6-5



1019960703943

240l JANA, 7 SO0l AtEots o4stA L= =28td ==

® HDAE : HZEY WS 25t0f BHots A,

6-6



