= HMSdE22 SIHS5151993-7000423

o

(51) Int. C|.5 (11) BJBls  S1993-7000423
C07C 277/00 (43) 2L X 199303 15
(21) =85 £ 1992-7002121
(22) L 1992 = 09& 03

HAZH =L X 1992 09& 03!
(86) =HEAYs PCT/US 91/01448 (87) =HZ)MH= WO 91/13056
(86) ZHNEHELA 1991 03& 04! (87) 2MS3HLX 1991 09& 05
(81) XI®= =UHEd§ : &F FHIE A 22012loF B2 JHUCE E&E gotel

Uz S =2 A3 ZUR OICHEASIE et =290 2
OLIOF ==& 2{Alot EEE QAEZIOF HI0 AfIA(2ISIEAER)
=g doi=m Amel ZEA g= Oltiel S4523 UE#E A9

g JdelA HiY EZ2J|LHA JHE SotZ2oiss=s e 1
Jt=s  &el OtelEtLior MUlZ &1

(30) SHA=Z 487,033 1990=H03=022 O0I=(US)

(71) =<0l AHOIE QF Q2|2AH, ME HI0] HE M2 [H Q2|H AHOIE EQE @
E 6+0|01 HFAOIZL, WE T HE 2 HHIE QB [H Q2|AH M A0
HAA RUIBAIE, ZEME, Q2|H, HE O KRUBAIE 28 2:2/H, 8
M, @2|AH
Olgt==, 2l 97201, ZEME, oA, HES. M M2 I3 Z2& 3181

(72) ZHT} B oltE
OI&t==, WIZLIOH, 92651, HIOIHLE HIZ, & 00+ OREIS 1560
oIk, =, o=, OER
OIStE=, 221A 97405, |, QEUA AEZ|IE 3854

(74) thelel Lgs, &5

HMER : o=

(54) N.N-O|X|&E POILICIN S2RS Ol0| o 2ASHZAH 1 ASEY

NN-OIXIZHE ROILIEID 2L 0/0I-4 LEHRA 1 AIRYH
= 22 @22 20102 M2 82 +=50 wUS

(57) 879 &

¥7g 1

NIDA “EX-HY ZSHAA PP £8H0I (et &2 2SBHS UEWD, HIA-1,3-(0-01AZ2LH
l")—T‘OHJ':I BIA-1,3-(m-0|AZ2EHY) POILIE, HIA-1,3-(1-LIZE)R0tLIY & HlA-1,3-(m-0
SAHE)TOILE Ee MRISROR sBIlSE 159 €0z WM 1E02=H MeH A0RA,
AFESRES ole HEX NN -0IX&E 7oLIg,

378 2

HIA-1,3-(0-0lAZZ2ZH Y )R20tLIH

¥7g 3

5-1



= HMSdE22 SIHS5151993-7000423

HIA-1,3-(m-0lAZ 22 H Y )20t

¥7g 4

HlA-1,3-(1-LIZ &) R20tLIE .

B8 5

Bl A-1,3-(n-0l S AL &) OFLI €l

3% 6

MDA +Z -T2 =SHOIA PCP +2H 0l W50 =
QEHY)ROIE, N-(I-LHEE)N (0B 2OILIE, 2

2 g
OILIC; T& M2ls=OZ 5BIISE 0150 HO2 THE IEO2SH NS HOoZA, ML
x2S 5= HIOIER NN -OIXI&8E TOMLIE.

78 7
N-(1-LZE)N ~(0-R2EH L) ROFLIE

7 8

N-(1-LFZE)-N" ~(n-OI 21 &) R OHLIE.

78 9

N-(1-LHZ )N ~(0-0lAZRTH L) ROILIE

¥378 10

MESHS UEAL S= J0f 2128 ISSS0N AZBSSD 2 WA +2F-012 HES X
Got= HEOZA, MANES PP ABHO =S FHTE e HIA-1,3-(0-0lATZEHY)TOH
€, HIA-1,3-(n-0l ATZEHL)POILIE . BIA-1,3-(1-LIEE)T0ILIEL & HIA-1,3-(n-AlH ) 7O
S Tt delMHOZ EjiSe JS9 602 R BN MelE DiAHol NN -0 o}
LEl2 &0l ZRSSUN &) dASHS Hllste S8 Y23 S0sts 202 Zass 2.
78 11

MI0BO UM, MASHOI, HAAS, HEYE, U Hb oIHo] TAVE T U M2 olgfol
A0 0I5t Lfold SEEIHOIES BEE L0 0I5 OPIEl= A4S STO2 ot Y

¥7g 12

0B QLOIA, NN ~OIXIBE TOILIEIS BIA-1,3-(0-0l AT 2LH L )ROILICIQl St

78 13

OB QLOIA, NN -OIXIBE TOILIEIS HIA-1,3-(n-0l AT RLEH L) ROILICIQ &g

¥78 14

OBl QLOIA, NN -OIXIBE POILIEIS H]A-1,3-(1-LIZE) ROFLIEIQl Brg.

78 15

100 QLOIA, NN -OIXIZE TOILIEIS BIA-1,3-(n-HISAIHL)ROILICIQl Bt

¥ 16

ABSHS UL £ 00| Q128 TRSS0M AZSH0l 221 WA =8H-012 WS M
St wHo2A, Al R S20| AAMEO PP +2HN =2 FSTE JHKD A= HILER NN
T -0IXIEE POILICIS ABSHES Holot=H 258 YOR SO0i5s NS LEss Uy

g 17

M6 Ul UM, MBESH0| HALAS, MEZS, DA H= QY FABE, = U Ha Ao
etz Qe eld SFEHO0IES jf st LE0 2ol OPIE=E XS SHELZ ot &E

37E 18

M16etol UA, HIHESE NN -0l Xl
LPHE') N’ —(m—Oﬂ%l_H gd)zoug o

€ ROILIEIOl N-(LIZE)-N ~(0-22EHE)TOHIE, N
(FLEZE)-N ~(0-0lAZ2BHL)POILIE; E= MmO
oR=E MeE 20 W,

f R o o

78 19
180 AOIA, BICHEE NN -OIXI&E POLIIOl N-(1-LHEE)-N ~(0-22SH L) PorLIglel &

tH
= .

¥7g 20



= M<dl o SIS0l 51993-7000423

m
{0

HI18EL0I UOIA, BICHER NN -O0IXI& POHLIEIOl N-(1-LHZE )N ~(n-OI 2T ) RORLIEI Ol ey
g 2f
M18stoll UM, HICHEA NN -OIXI&& FO0tLIZ0l N-(1-LIZE)-N" -(o-0lAZZZHY)R0LIE Q!

=1 3=}
O .

A7E 22

AHO HeldelstHa DA =2 M2 ASHE ol AFMES st E201 20U= /\|3474|_J adg

= IIEOHZ gEH2 EA—I Oletet 282 S&a= LIEILHU Oleis 280l e&st ZRS=0l, JBAHE

o PCP =EHM0l ol =2 FSEE IHXD A= HIA-1,3-(0-0AZ2EHE)FOILIE, HIA-1,3-

(m-OIAZ2EHY)FOILIE, HIA-1,3-(1-LtZE)R0LIE, 2 HIA-1,3-(m-HSAIHY)RO0ILIE E=

delstaez sE&itset =2 ez FdeE I8222Fe A= HE3AHe NN -0lXlas FOotLE

S dJ| 282 X=ot=0l Ras 422 F0lots XS Eeote LH.

38 23

H22gtoll AAHAM, NN -OIXIZE R20tLIEI0I HIA-1,3-(0-0IAZ2ZHY)F0LIT QI 2.

A7 24

H22&t0ll A M, NN -OIXI8E R0tLIEOl HIA-1,3-(m-0|AZZ2EHE)R0ILIE o 2,

378 25

H22& ol AAHM, NN -OIXI8E HIA-1,3-(1-LHZE )7 0tLIE el g,

ATE 26

H22& ol AAHAM, NN -OIXIZHE R20tLIEIO0I HIA-1,3-(m-HISAIHY )F0rLIT ol 2,

328 27

2Eo Heldelsta NWA =S HSHZ ol MBMES UEd E201 olis dFH EES

X=ots YHZA, 0I12422 2YEO Z4&sS UEUWILE ol24s 2 2U2e ZSsS20, MIAME

o PCP =EHI0l ot == JASEE JHALD U= HIWEA NN -0IXl&= A0tLES 0I5 2E8=
> =]

A=otsll =adt 223 Fools XS Egots LHE.
78 28
M27etoll AOA, BITHEAE NN -0IXI&& FOtLIE0l dhIAeZ HAlDHsE XYgs SE2=2 ot &

NZ G20, CCp2l 2ZI|, CCp@ AMEZ 2ZZI|, CC0ll 1-30H2 HZ

o del L= s 1clE Rote JIIZEAZEH0E, 2IIE, OlgZ, = d6lHlZ AIS=D(0IC.

H2ss ol AAAM, HIHEA NN -0IXIS&E FOHLIEO0l N-(1-UEE)-N -(o-Q2&H )P0t
(-UZe)-N" -(m-E€mE)0tLe, L N-(1-UHEE)-N -(o-0lAZZEHE)FO0LIE F= Mg
OZ oEItsE 022 822 #4e ISC=FH d8a Ao 2,

28 30

2080l RUOIA, HICHEXOQL NN -0IXI&& FOtLIE0l N-(1-LIZE)-N" -(0-R2ZHE)70tL gl

=1 3=}
O .

L

o F

_|0|I ;

738 31
M298t 0l UOIA, BICHRIZOI NN -OIXIZE OISOl N-(1-LHEE)-N —(n-0i 2B ) ROtLISIl
y7g 3

HI298 Ol AOIA, BICHEIR NN -OIXI&E TOILIEIOl N-(1-LHZEZ)-N' ~(0-0l2Z2EH L) ROtLIE ol

=1 3=}
O .

73 33
M22B 0l A0IH, &1 B0l LRSH0I0E, HYEY, ONILEZY HHE AZYRAL, U252
= D2ARTHO e

HIB3E0l AAAM, &1 NN-OIXIZHE FOLIEI0l HIA-1,3-(o-0lAZ2ZHIE)FOILIE Q1 2.

5-3



= HMSdE22 SIHS5151993-7000423

"7 35
HI33E 0l AOTA, AT NN-OIXIZE HA-1,3-(n-0l AZZEHL)ROILIEIY 2,
7 36

T33Ol RAOTA, AT NN-OIKIZE ROILIEIOl HIA-1,3-(1-LHZE) TOILIEIRl ey,
"7e 37

HI33E0I AOIM, &I NN -OIXIEE POILIEION HIA-1,3-(n-BISAIHE) TOILIE!
7 38

M278 0l A0, A71 HHO| LR0/0{E, HYEY, OHNIRERE HY A2YRAIA, O
Ce DRARDHO g

=Nl =

H0
0l
o
M

F7E 39

NI38et0il UCIA, HIHE AL NN -0 X[2t= FOtLIEl
(1-UZE)-N" -(n-0IEHE)R0tLIE, & N-(1-UZE
= q

T

Ol N-(1-LHZE)-N" —-(0-2L2&HE)FO0tLIE,
) -0l AZZ2EHYY)F0LIE; F= M2
210

o

78 40
RI392H0I AOIA, HICHES NN -O0IXIBE OILIEIOl N-(1-LHEE )N ~(0-R2EH Y ) ROHLIE.,
32 4

HIBOROI QL01K, BICEEEE! NN -OIRIZE ROILIEION N-(IFLIEE)N (-0 ZHE)7oiLIEe o

78 42
TS9O RLOTA, A1 BIKEROI NN -OIXI&8HEl ROILITIOl N-(1-LIZE)-N' ~(0-0lA TR TH L)
OFLICIQl grg.

g 43

M22g 0l QUOIK, TRES0| AR DEYE AR A2 SHO=2 sl Y

H7E 4

RI4380l QOIA, &I NN -0IXI&E OIS0l Bl A-1,3-(o-0l AZ2BH L) TOHLIEIOl 2oy,

g 45

TIA3B0I QLOIA, ADI NN ~OIXI&HE TOILIEIOl Bl A-1,3-(n-0l AT 2B H L) TOILITIOl 2

BT 46

RI438 0 QLOIA, NN -OIXIBE TOILIEIOl H1A-1,3-(1-LIZE ) ROFLICIQl gt

y7g 47

RI43801 QALOIA, &1 NN -OIXIEE OOl BIA-1,3-(n-HI SAIHIE ) ROILIEIQl e

BT 48

H278 0l UOIA, ERES0| AR DEYE AR AS SHOZ sl Uy,

g 49

H4BE0 ACIA, BITHEE NN -0IXIEE FOILIEIOl N~ 2) OIS, N-

(LT TE N (Ol EHIE) RO el 2 N-(-LITEA (o0 ADSE U oiLIE! Ee wals
MOz 58Itse 1S9 2o2 PHE IEORSH MEE 200 Wy

78 50

4980 QLOTA, BICHER NN -0l Xl &t
78 51

HIA98H 0 QLOIA, HICHEE NN ~0IXI&E TOILICIOl N-(1-LHZE)-N ~(n-OI 2 H L) ROrLIEiol grg
78 52

4980l ACA, BICHER NN -0IXI&E ROILIEIOl N-(1-LIZE)-N' ~(0-0lAZ2TH L) RorLIEl ol

=1 =3]
==

Jo

FOotLIE ol N-(1-LUZE)-N" —(0-RLEH L )P0t el 2

o

FO A

o

D E=EE WEN 26tod SoHot

i
»
0



EDgy (uM)

28 MR- T T T TT

°f

. )
100 1000
ICgp (nM)

5-5

o SIS0l 51993-7000423



