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Unconditional amendments to EP (UK) 2 289 531:

1. A compound for use in the treatment or prevention of anemia associated with

kidney disease, wherein the compound is [(1-chloro-4-hydroxy-isoquinoline-3-

carbonyl)-amino]-acetic acid. a-compound-offormula(h:

R1

RZW o
|l 1A
\N/)\H/NH-A-B

X

wherein

Ads{G1-Cu)-alkylene;
B-is—-COH;—NH—NHSO.CFs-tetrazelyl-imidazoelyl3-hydroxyisoxazelyh—
CONHCOR",~CONHSOR", CONHSOR" where-R" is-aryl-heteroaryh—Ca-Cr)-
eyeloalkyl-or-{G1-Cu)-alkyl-optionally- monesubstituted-by(Ce-Caz)-aryl-heterearyl;
OH-SHH{C4-Cu)-alkyh{C:-Cu)-alkoxyH{C1-Ca)-thioalkyh{C1-Cu)-sulfinyh{C1-Cu)-
sulforyl-CFa-CL-BrF - NO2 -COOH (C.-Cs)-alkoxyearbonylNH.-mono~(C4-Cy-
alkyh-amino—di-(C1-Cs-alky-amino—or{C1-Cs)-perfluoroalkylorwherein B-is a-CO»-

from{C4-Cog)-alkyradicab{C:-Ca)-cycloalkylradical {Co-Cog}-alkenylradical {GC3-Cg -
cycloaltkenylradical retinyl radical. {Co-Cag)-atkynyl radical, {C4-Cop)-altkenynyl

trifluoromethylnitrocarboxyh{C1-Cao)-atkyb {Cs-Cal-cycloalicyh{Cs-Ca)-cycloatkenyl:
{Ce-Caz)-an{C7-Cae)-aralkyh{Co-Cao)-alkenyh{Co-Cao)-alkynyl{C4-Cao)-alkoxy~{Cq-
Cao)-atkoxy-(C1-Caz)-alkyh{C4-Cao)-atkoxy-{C1-Caz)-alkoxy{Ce-Ciz)-aryloxy;{C7-Cae)-
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aratkyloxy {G--Cg)-hydroxyalkyl, ~-O-[CH1-C:H. ey -F . -OCF, Gl -OCF,-CHF CIL{C -
Guz)-alkylearbonyh{Gs-Cs)-cycloalkylcarboryh{Ge-Ciz)-arylcarbonyh{Gr-Cie)-
aralkylearbonyl—cinnamoyh{Co-Ca)-alkenylcarbonyl{Co-Ca)-alkynylearboryh G-
G12)-alkoxycarboRyh{GC1-C1a)-alkoxy-{GC1-C1o)-atkoxycarbonyh{Ge-G1z)-
aryloxycarboryl{Cr-Gis)-aralkoxycarbonyl{Cs-Csj-cycloalkoxycarbonyh{Ga-Giz)-
alkenyloxyearbonyh{Co-C1o}-alkynyloxycarbonyl—acyloxy;{C1-C1a)-
alkoxycarbonyloxy,{C:-Cao)-alkoxy-(C4-Cio)-alkoxycarbonyloxy{Ce-Giz)-
aryloxycarbonyloxy—HCs-Cis)-aralkyloxycarboryloxy—Gs-Ce)-cycloalkoxycarbonyloxy;
(C2-Cuo)-atkenyloxyecarbonyloxy{Co-Ciz)-alkynyloxycarbonyloxy-carbameyh-N-(C-
Guz)-alkylcarbamoyhN-N-di{C1-C1o)-alkylcarbamoyl—N-(Cs-Cs)-cycloalkyl-carbamoyt;
N-{Ce-C1e}-arylcarbamoyhN-(Cr-Cic)-aralkylearbamoyhN-AC1-Cao}-alky-N-(Cs-Cae)-
arylearbamoyh-N-(C+-Cao)-alkyl-N-(C2-C.e)-aralkylearbamoyh-N-((C-Cao)-atkoxy~(Ca-
Gao)-atkyh-carbamoyh-N-{{Ce-C1z)-aryloxy-(C1-Caojalikyh)-carbamoyh N-({C7-C1s)-
aratkyloxy~(G1-Cao)-alkyl}-carbamoyh-N-{G1-Cao)-alky-N-{{C1-C.o)-alkoxy~C1-Cao)-
alkyh-carbamoyhN-(G1-C10)-alky-N-{({Ce-C1e)-arrloxy-(C1-Cio)-atkyh-carbarmoyhN-
{C1-Cao)-atkyl-N-((C7-C1o)-aralicloxy—~(C+-Cao)-atkyh-carbamoyl-earbamoyloxy, N-(C:-
Ciz)-alkylcarbameyloxy: N-N-di-(C+-C.2)-alkylearbamoyloxy N-{C;s-Cs)-
eyeloalkylearbameyloxy;-N-{Ce-Caz)-arylearbameoyloxy; N-Cz-Cae)-
aralkylearbameyloxy:N-{C1-Cuo)-alkyl-N-(Ce-C1o)-arylcarbameyloxy; N(G4-Cao)-alkyl-
N-{GC7-C1e)-aralkylcarbamoyloxyN-{C4-Cio)-alkyl)-carbameyloxy: N-{{Ce-C12)-
arfoxy-(G1-Cao)-atkyl)-carbamoyloxyN-{{C7-Cis)-aratikyloxy~(C1-Co-alkyh-
carbamoyloxy; N-C1-C1oj-aliky-N-({C1-Cuo)-alkoxy-(G1-Cao)-atkyl)-carbarmoyloxy—N-
{C1-C1o)-alky-N-{{Ce-Cuz)-aryloxy-(Ci-Cao)-atkyl)-carbamoyloxy; N-(C1-Cio)-alkyl-N-
{Cr-Cuer-aratkyloxy~{C1-Cao)-alkyl)-carbameyloxy;-amine{(C-Ciz)-alkylamine,-di~(C.-
Cz)-alkylamino{GCs-Cs)-cycloalkylamine,{Co-C.o)-alkenylamine{Go-Cio)-
alkynylamine,-N-{Ce-C1z)-arylamineN-C-Cii)-araliklamine,-N-alkyl-aralkylamineN-
alkyl-arylamine;{C1-Ciz)-alkoxyamine;{G+-Caz)-alkexy-N-{C4-Cag)-alkylamineCs-
Caz)-alkylearbonylamine{Cs-Ce)-cycloalkylearbonylamine{Ce-C1z)
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arylearbonylamine{Cz-Cae)-aralkylearbonylamine{C:-Caz)-alikylcarbonyl-N-(C+-Cao)-
alkylamine{Cs-Cs)-cycloatkylearbonyl-N-(C1-Cio)-atkylamine{Ce-Caz)-arylearbonyl-
N-(C+-CuojalikplamineLCr-Cin)-araliklcarboryl-N-G1-Cao)-alkylamine{C+-C12)-
alkylearbonylamino-{C1-Ca)-alikh{Ca-Ce)-cycloatkylearbonylamino{C1-CejalkyhACe-
Guz)-arylearbonylamino-(C1-Ce-alkyh(G7-Ciz)-aralkylcarbonylamino{C-Ge)-atkyl;
aAHROG1-C1o)-alkyh NG 1-Cao)-alkylamine{G1-Cao)-atep NN-ai-(G1-C1o)-
alkylamino-(G1-Cio)-atkyhL{Ca-Caleycloalklamino{C1-Coj-alkyh{G1-Caz)-
alkylmercapto{G1-Caz)-alkylsulfingl{C1-Caz)-alkylsulionyl{Ce-C1e)-arylmercapto;
{Ce-Cus)-arylsulfinyl{Ce-C1o)-arylsulfonyh{Cr-Cas)-aralkylmercapto{C7-Cis)-
aralkylsutfinyt{G7-Gis)-aralkylsutfonyl—sutfamoyhN-(C1-Ciof-alkylsuifamoyhN-N-
dH{C1-Cao)-alkylsutfamoy{Ca-Ce)-cycloalkylsulfamoyhN-(Ce-Cio)-alkylsulfamoyh-N-
{C7-Cue-araliylsutfamoy N-{G1-Cio)-alik-N-ACe-C1o)-aryisutfamoyhN-AG1-C1o)-alkyl
N-AC7-C1e)-aralkylsutfamoyh{G1-Cao)-atkylsulfonamidorN-{(C1-C1o)-alkh-(C1-Cao)-
alkylsulfonamide{Cz-Cus)-aralikylsulfonarmide;-or N-{(C1-Cao)-atkyl-{C2-Cas)-

triflvoromethyl-Ritro;carboxyh{C1-Caz)-alikh{Ca-Ca)-cycloalkyh{Ce-C1o)-aryhHCyr-
Gie)-aratkphA{G1-Ciz)-alkoxy;{G1-G1a)-alkoxy-{C1-Crajatkyh{C1-Caz)-alkoxy(C4
Cizjalkoxy:{Ce-C1op-aryloxyHCr-Cie)-aralicloxy:{C1-Ca)-hydroxyaliyh{G1-Caz)-
alkylearbonyl{GCa-Ce}-cycloalikyl-carbonyh{Ge-Giz)-arylearboryCr-Cue)
aralkylearbony(G1-G1a)-alkoxycarboRyh{G1-Gia)-alkoxy-{C1-C1o)-atkoxycarbonyl;
{Ce-C1o)-aryloxycarbonylA{Cr-Gis)-aralkoxycarbonyl{GCs-Cs)-cycloalkoxycarbonyl:
{C2-C1o)-alkenyloxyearboryh{Ca-Cao)-alkyRyloxycarbonyh{C1-Cia)-alkylcarbonyloxy:
{Cs-Ce)-cycloalkylearbonyloxy:{Ce-C1o)-arylcarbonyloxy—(Gr-Gis)-aralkylcarbonyloxy:
cinRamoyloxy:{Ga-Ciz)-alkenylearbonyloxy—«GCo-C1a)-alkyRylearbonyloxy—G1-C1o)-
alkoxycarbomryloxy:{G1-Ciz)-atkoxy-(G1-G1z)-alkoxycarbonyloxy—Ce-C12)-
aryloxycarbonyloxy—Cr-Gis)-aralkyloxycarbonyloxy—«Cs-Gs)-cycloatkoxycarbonyloxy
{C2-C1o)-alkenyloxycarbonyloxy:{Co-C1o}-alkynyloxycarbonyloxy—carbamoyhN-(C.-
4
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Ciz)-alkylearbamoyhN-N-diHC1-Ci2)-alkylearbamoyh-N-(Ca-Cs)-cycloalkylearbamoyh
N-{Ce-C12)-arylcarbamoyhN-ACr-C1e)-aralkylcarbamoyh N-C1-C1o}-alky-N-(Ge-C1o)-
arylcarbamoyh-N-{C1-Cao)-alkyl-N-{C7-Cas)-aralkylearbamoyl-N-{{C+-C1o)-atkoxy-(C:-
Gao)-atkeyh)-carbamoyh-N-{{Ce-C1z)-aryloxy-(C1-Cao)-alkyh)-carbamoyh-N-{({C7-Cue)-
aratkyloxy—(G1-Cioj-alikyh-carbamoyh N-(G1-C1oj-alky-N-({C1-C10)-atkoxy-(G+-C1o)-
atkyh-carbamoyhN-(C1-C10)-alky-N-{{Ces-C1o)-arfoxy-(C1-Cao)-alkyh)-carbamoylN-
{C1-Ca0j-alky-N-{({C7-Cs)-araliyloxy—C1-Cioj-alikyh)-carbamoyl—carbamoyloxy: N-AG:-
Caz)-alkylcarbamoyloxy: N-N-di-(C1-C1z)-alkylcarbamoyloxyN-(Cs-Ce)-
cycloalkylearbamoyloxy:-N-{Ce-C12)-arylcarbamoyloxy; N-(C7-Cue)-
aralkylcarbamoyloxy; N-GC1-C1o}-alky-N-(Ge-C1z)-arylcarbamoyloxy:-N(G1-Cio)-alkyl-
N-(C7-C1e)-aralkylearbamoyloxy; N-{{C+-Cao)-alkyl)-carbamoyloxy: N-{{Ce-C12)-
arfloxy-(G1-Cio)-atkyh-carbamoyloxyN-{({C7-C1e)-aratikyloxy(C1-C1o-alkyh-
carbamoyloxy; N-G1-Cio)-alkyl-N-({C1-C1o)-altkoxy~(G1-Gao)-alkyh-carbamoyloxy: N-
{C1-Cao-atkyt-N-{{Ce-C1a)-aroxy-(C1-Caoj-alkyh-carbamoyloxy,-N-(C1-Caoj-atkyl-N-
{C7-Cre)-aralkyloxy-{C1-Cao)-alkyl)-carbamoyloxy:-amino~G1-Cio-alkylamine-diHG:-
Caz)-alkylamine{Ca-Cs)-cycloatkylamine.{Ca-C1a)-alkenylamine{Ca-C1o)-
alkyrylamino, N-(GCe-C1o}-arylamine N-(C7-C1)-aratkylamino,N-alkylaralkylamineN-
alkyl-arylamine(G1-G1z)-alkoxyamine{C1-Cia-alkoxy-N-{GC1-C1o)-atkylamine,{Cs-
Caz}-alkylcarbonylamino, (Cs-Ce)-cycloalkylcarbonylamino, (Ce-C-2)-
arylcarbonylamino {C;-Cae)-alkylcarbonylamine,{C.-Cao)-alkylcarbony-N-(C1-Cio)-
alkylamine{Cs-Ce)-cycloalkylearbonyl-N-{C1-Cio)-aliklamine,{Ce-C1o)-arylcarbonyl-
N-C1-C1o}-alkylamino{Cr-Cir)-aralkylearbory-N-(C1-C1o)-alkylamine{C1-C1a)-
alkylearbonylamino-{C:-Ce)-alikh{Co-Ce)-cycloalkylearbonylamino-{C1-Ce)-alikh{Ce-
Caz}-arylcarbonylamino-(Cy-Cs)-alkyl, (Cz-Cus)-aralkylcarbonylamino-(C--Cg)-alkyl,
aMHRO-(G1-C1o)-alkyh NAG1-Cao)-alkylamine-({C1-Caojalkyl-NN-di-{C1-C1o)-alkylamino-
{C1-C1o)-alkpACa-Ca)-cycloalkylamino{G1-Cio)-atkyh{C1-Caz)-alkylmercapto (G-
Caz)-alkylsutfinyt{G1-Ci)-alkylsulfonryl{Ce-C1o)-arylmercapto{Ce-Gaa)-arylsulfiny:
{Ce-Cuz)-aryisuifonyh{Cs-Cie)-aralikylmereapto, {Cr-Cae)-aralkylsulfinyl-0r(C7-Cas)-
5



10

15

20

FgC1-Ca)-alkoxy-{C1-Ce)-alkyl-radical{G1-Ce)-atkoxy-(C1-Ca)-atkoxy-(C1-Ca)-atkyl
; icak ical, (C7-C1)-aralkyl radical, or a radical of the

formulaZ

CSHAAOhACH}-E )

M

R R10

R7-R® R R"_and R"-are-identical-ordifferent and-are-hydrogen;-halogen—cyano;
Aitro;trifluoromethyh{G1-Ce)-atkd{Ca-Ce)-eycloalkyl{C1-Ce)-alkoxy;,—O-{CHol-

G o1 FOGFE-GH-0-CR-CHECH LG 1-Coj-alkytmercapto{G1-Go-hydroxyalkyh
{C1-Ce)-alkoxy~(C1-Ce)-alkoxy;{C1-Co)-alkoxy~(C1-Co)-alkyh{C1-Ce)-alkylsulfingd (G-
Coyalevtsulfony G -G d-alkpearboryl{C -G -alkoxycarbonylearbamoyN-G -
Ca}-atkylearbamoyh-N-N-di-(C1-Ce)-alkylearbameyl-or{Cz-C11)-aralkylearbameyh:
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G1-Ce)-atkoxy;
N-{Cs-Gs)-cycloalkylearbamoyl-N-{Gs-Cs)-eycloalkyl-(C1-Ca)-alkylearbamoyh(C1-Ce)-
, , ; , ~NR¥R% wherein-RY-and-R*are
independently-selected-from-hydrogen,{G1-Giz)-alkyh{C1-Ce)-atkoxy-{G1-Ce)-alkyh
{C7-C12)-aralkoxy~(C1-Ca)-atkyh{ Co-Caz)-aryloxy~(C1-Ca)-atkyh{ Ca-Cao)-cycloalieyh{Ca-
Cz)-alkenyhA{Ca-Caz)-atkynh{Ce-Caz)-aryh{Cr-Cur)-aralh{C1-Caz)-atkoxyHGCr-
Cizjaralkoxy,{C1-Ciz)-alkylearbonyh{Cs-Ce)-cycloatkylcarbonyh(Ce-C12)
anylcarbony{C-Cig)-aratkylcarbonyl-or furtherwherein-RY-and-R* {ogetherare—-
[CH2 }o—in-which-a-CH,-group-can-bereplaced-by-O;- S N-(G+-C4)-
atkylearbonylimino;-or N-(C-C.)-alkoxyearbonylimine-phenylmercapto;
phenyisulfonylh-phenylsulfinyl-sulfameyh-N-C.-Ce)-alkylsulfameyl-or- Ni-N-diH{C1-Ce)-
alkylsulfamoyl:-oralternatively R-and-R®-R% and R%R%and R orR*-and R™.;
together-area-chain-selectedfrom—[CH}—er-CH=CH-CH=CH--where-a- CHx-group
of the chain is optionally replaced by O, 8, SO, SO». or NR™; and nis 3. 4, or 5; and if
definedfor R*-R"_or if E-is-a-cycloalkylradical-the radical-can-carryr-one-substituent
selected from-those defined for R*-R*:
orwhere i Qis NR'R*| i - . -
and-are-hydrogen{Ce-C1z)-aryh{Gr-Car)-aralikyh{C1-Ca)-alkyh{C1-Co)-alkoxy-{Cs-
Ca}-atkeyhAC7-C1z)-aralkoxy~(C1-Ca)-atkyh{ Co-Caz)-aryloxy~G1-Ca)-atkyh{C1-Cao)-
alkylcarbonyl-optionallysubstituted {C7-Cas)-aratkylearbonyl-oroptionally-substituted
Ce-Cio)-arylcarbonyl-or R and-R" together-are -{CH}x-in-which-a CH. groupcan-be
replaced-by-O-S;-N-acylimino—orN-(C.-Cig)-atkoxycarbonylimino—and-h-is 3-to 7

trifluoromethyl-hitro—carboxyh{C4-Cog)-atkyh{Cs-Ce)-cycloatkyh{Cs-Coleyeloalkyl-
{C4-Cao-alkedH{Cs-Ca-eycloatkoxy{Cs-Ca)-cycloallkd-(C-Cin)-atkoxy {C3-Ca)-
7
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eycloatkyloxy-(G1-G1a)-alkyhL{Ca-Cej-cycloatkyloxy-(G1-G1z)-alkoxy{Cs-Cs}-cycloalkyl-
{C1-Caj-alkyl-{C1-Go)-alkoxy:{Ca-Ce}-cycloalkyl-{C1-Ca)-atkoxy-{C1-Ce)-alkfA Ca-Ce)-
eycloatkyloxy-(G1-Ge)-alkoxy-(C1-Ce-alkyl{Cs-Cej-cycloatkoxy-(G1-Cs)-alkoxy(Cs-
Ce)-atkoxy:{Ce-C1ap-arh{Cr-Cie)-aratkyl{Cr-Cas)-aralkenyl{Cr-Cas)-aralicynyh{Co-
Gao)-atkeRHAGr-Cooj-alkyryA G1-Cooj-alkoxy{Ga-Cao)-atkenyloxy:{Co-Cao)-
alkyRyloxy:-retinyloxy;(G1-Gao)-alkoxy-{C1-C1a-alkyh{C1-C1o)-atkoxy(G1-Caz)-alkoxy;
{C1-C12)-alkoxy-{G1-Ca)-atkoxy—C1-Co-alkyh{Ce-Caz)-aryloxyHCr-Cus)-aralikyloxy;
{Ce-C1z)-aryloxy~(G1-Ge)-alkoxy{Cr-Cie)-aratkoxy-(G1-Ge)-alkoxy:(C1-G1e)-
hydroxyalkyhL{Ce-Gas)-aryloxy—-{GC:-Ca)-alkhACr-C1e)-aratkoxyC1-Ce-alkyh{Ce-Caz)-
aroxy~G1-Ce)-atkoxy-{C1-Ge)-alkyh{ Cr-C1o)-aralkyloxy-(C1-Ca)-alkoxy~(C1-Ce)-atkyk
{C2-Cao)-alkenyloxy—-(GC1-Ce)-ateyh{ Ga-Cao)-alkynyloxy-(G-Ge)-alkylh—retinyloxy-(G1-Ce)-
atkyhb—O-[CH [ CHH 211 6F O CFCL-OCE-CHECEAC1-Coo)-alkylearbonyh{Cs-Ca)-
sycloalkylearbonyl{Ce-C12)-arylcarbonyh{Cr-Cis)-aralkylcarbonyl—cinnamoyhHCo-
Gao)-alkenylcarbonyl«Co-Cao)-alkynylearboryAG1-Caoj-alkoxycarbonyh{G1-C12)-
alkoxy~(G1-Gaz)-alkoxycarbonyl(Ce-Ciz)-aryloxycarbonyh(Gz-Cis)-aralkoxyearbonyl;
{Ca-Ce)-cycloalkoxycarbonyh{Co-Cao)-alkenyloxycarbonylretinyloxycarboryh{G.-
Gao)-alkynyloxycarborAGe-C12)-arfoxy-(G1-Ce)-atkoxycarbonry{Cr-C1e-aratkoxy-
{G1-Ge)-alkoxycarbonryAGs-Ca)-cycloalkyl-{C1-Ce)-alkoxycarbonyh{Gs-Cs)-
cycloatkoxy-{G1-Ge)-atkoxycarboryh{G-Giz)-alkylearbonryloxy:{Gs-Ce)-
eycloalkylcarbonyloxy:{(Ce-C12)-arylcarbonyloxy—{C:-Cis)-aralkylcarbonyloxy:
cinRamoyloxy:{Ga-Ciz)-alkenylearbonyloxy—«GCo-C1a)-alkynylearbonyloxy—G1-C1o)-
alkoxycarbonyloxy:{GC1-C1a)-alkoxy~(C1-C1o)-alkoxycarbonyloxy:{Ce-C12)-
aryloxycarbonyloxy—Cs-Cis)-aralkyloxycarbonyloxy—Ca-Cs)-cycloatkoxycarbonyloxy;
(C2-Cao)-atkenyloxycarbonyloxy{Co-Ciz)-alkynyloxycarbonyloxy-carbameyh-N-(C-
Caz)-atkylearbameyh-N;N-di~(C1-Caz)-alkylearbameyh-N-Cs-Cs)-cycloalkylearbameyt;
N-N-dieyelo-{Cs-Cs)-atkylcarbamoyhN-(C1-Cio)-alkyl-N-Cs-Ce)-cycloalkylcarbamoyh
N-({Cs-Cs)-cycloalkyi-(C1-Ce)-alkyh-carbamoyhN-C-Ce)-atkyl-N-{{Cs-Cs)-cycloalkyl-
{C1-Co)-alkyh-carbamoylN-(+)-dehydroabietylcarbamoyl-N-{Cs-Ce)-alkep-N-{+}-

8
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dehydroabietylcarbamoyhN-(Cs-C1o)-arficarbamoyl-N-{Cs-Cis)-aralikylcarbamoyhN-
{C1-Ca0)-atky-N-{Ce-Cus)-arylearbamoyh-N-{C1-Cuo-alkyl-NAC-Cue)-aralkylearbameoyk
N-{C1-Cug)-alkoxy~(C1-Cao)-alkyh-carbamoyl N-{{Ce-C1e)-aryloxy—-{C1-Cao)-alkyl)-
sarbamoyh-N-({Cz-Cas)-aralikyloxy-(C1-Cao)-alkyh-earbamoytN-(C1-Cio)-atkyt-N-{(C+-
Gio)-atkoxy—(C1-Cioj-alikyh-carbamoyhN-AC1-C1o)-alky-N-{{Ce-C12)-arfoxy~(C1-Cio)-
alkyh-carbamoyhN-(C1-C1o)-alky-N-{{C7-Cs)-araliloxy~(C1-Caoj-alkyh)-carbamoyh
CON{CH:)n. in which a CH. group can be replaced by O. S, N-(C-Cs)-alkylimino, N-
{G3-Cs)-cycloalkyhiminoN-{Cs-Ce)-cycloalkyl-(G1-Ca)-alkylirmineN-{Ce-C1o)-aryhimine;
N-(C7-Cys)-aralkylimino. N-(C4-Cas)-alkoxy-(C4-Ce)-alkylimino, and his from 3to 7; a

Rand-R i ~C1-Ce)-alkyhH{C3-C)-

from-hydrogen—{Ge-Giz)-aryh{Cr-Crn-aralih{G1-Ce)-alkyh{Ca-Ce)-cycloatiyl—{+)-
dehydroabietyl{G1-Cs)-alkoxy~(C1-Ce)-atkyh{C7-Caz)-aralkoxy~Ci-Ce)-atkyh{Ce-Caz)-
arfoxy~(G1-Ce)-atkyhA{C1-Cao)-alkanoyl-optionally-substituted(C7-C1e)-aralkanoyk:
optionally-substituted{Ce-C1o}-aroylor R*and- R** togetherare—[CH. )i which-a
CHo-group-can-bereplaced-by-0,-8,-50,-80z-N-acylamine; N-(C+-Cao)-
alkexyecarbonyliminoN-(C:-Ce)-alkylimine; N-(Cs-Ce)-cycloalkylimine; N~(Cs-Cs)-
eycloaltkyl-(G-Ca)-alkylimineN-(Ce-C1o)-arplimine; N-{Cz-Cie)-aralkylimino, N-(C4-
Cu)-alkoxy-(C1-Ce)-alkyliminoand-h-is-from-3-te7;

carbamoyloxy; N-G1-Cz)-alkylearbameyloxy,-N:N-aiHC1-Ciz)-alkylearbameyloxy; N-

9
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{Ca-Ce)-cycloalkylearbamoyloxy: N-{Ce-C12)-arylearbamoyloxy; N-(Cz-61e}-
aralkylearbameyloxy; N-(C1-Cao)-alkyl-N-(Ce-Caz)-arylearbamoyloxy,N-(C+-C1o)-atkyl-
N~C7-C1e)-aralkylearbamoyloxy; N-{{C+-Cao)-alkyl)-carbamoyloxy: N-{{Ce-C12)-
arfoxy-(G1-Cao)-atkyl)-carbamoyloxyN-{{Cr-Cis)-aratikyloxy~(C1-Cao-alkyh-
carbamoyloxy; N-C1-C1oj-aliky-N-({C1-Cuo)-alkoxy-(G1-Cao)-atkyl)-carbarmoyloxy—N-
{C1-Gao)-atkyt-N-{{Ce-C1z)-aroxy-(C1-Cao)-alkyh-carbamoyloxy, N-(C1-Cao)-ateyt-N-
{{C2-Cas)-aralkyloxy~(C.-Cao)-alkyl)-carbameyloxyamine{C.-Caz)-alkylamine,€diH(C.-
Caz)-alkylamine{Ca-Cs)-cycloatkylamine.{Ca-C1a)-alkenylamine{Ca-C1o)-
alkyrylamine N-(Ce-Co)-arviamine N-(G;-C11)-aralkylamineN-alkyl-aralkylamine;
N-alkyl-arylamine{G1-C1o)-alkoxyamine,{C1-Cia)-alkoxy-N-C1-C1o)-alkylamine G-
C1z)-alkanoylamine{Cs-Ce)-cycloalkanoylamine{Ce-Caz)-aroylamine{Cr-Ce)-
aralkanoylamine(G1-Ciz)-alkanoyl-N-{C:-Cio)-alkylamine{Cs-Cs)-cycloalkanoyl-N-
{C1-C1o)-alkylamine{Ge-Giz)-aroyt-N-GC1-Cao)-alkylamine{G7-G1r)-aralkanoyl-N-GC4-
Gao)-alkylamineL{C:-C1z)-alkanoylamino-{C:-Ca)-alkyh{Ca-Ce)-cycloalkanoylamine-
{G1-GaatketAGCo-Cro)-areyplamine{G-GalatkrhHG7-Co)-aralkaneylamiro{G1-Ga)-
atkyl-amine-{C1-C1o)-atkyh-N-{C1-C1o)-atkylamino{G1-Cio)-alkph N:N-d(G1-G1o)-
alkylamino-(G1-Cio)-atkyh{Ca-Cs)-cycloatkylamino(C1-Co-alkyh{G1-Coo)-
alkylmercapto{G1-Cao)-alkylsulfingl{G1-Cao)-alkylsulionyl{Ce-C1o)-arylmercapto;
{Ce-Ca)-arylsufinyl{Ce-C1o)-arylsulfonyh{Cr-Cas)-aralkylmercapto{C7-Cis)-
aralkylsutfinyt{G7-Cis)-aralikylsuforyl{G1-Cio)-alkylmercapto(G1-Ce)-alkyh{C1-G1a)-
alkylsutinyl-{GC1-Cej-atkyh{C1-Cao)-alkylsulfonyl-{C1-Ce)-atkyl{Ce-C1z)-arylmercapto-
{C1-Cej-atkyh{Ce-Caz)-arylsulfinyl-(C1-Cej-alkyh{Ce-Ciz)-arylsulfonyl-{C1-Cej-alkyh:
{Cr-Cuc)-aralkylmercapto{Cs-Ce)-alikiphCr-Cuc)-aralkylsutfiny(C1-Co)-alkeyh{C7-Cae)-
aralkylsutforyi-(G:-Ce)-alkyl—suifamoyhN-AC1-Cio)-alkylsulfamoyl-NN-8iHC1-Cuo)-
alkylsulfamoyl{Ca-Cs)-cycloatkylsutfamoyN-(Cs-C1o-aryisufamoy N-Cr-Cue)-
aratkylsutfamoyh-N~-C:-C.o)-alkyl-NACe-Caz)-arylsulfamey-N-C1-Cao)-atkyl-NAC7-
Gs)-aralkylsulfamoyl{C4-Cio)-alkylsulfonamido, N-({{C4-Cao)-alkyH-(G1-Cio)-
alkylsulfonamido~Cr-Cis)-aralikylsutfonarmidoand-N-({C1-Cio)-alik-(C7-Cae)-
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~{Ga-Cae)-atkyk
{Ca-Gs)-cyscloalikyh{Ca-Ca)-cycloatkyl-{C1-Caz)-alkyh{Co-Ce)-cycloalkoxyCs-Ca)-
eycloatkyl-(G1-G1z)-alkoxy{Cs-Caj-cycloatkyloxy~(G1-Ciz)-alkhCs-Cs)-cycloatkyloxy-
{C1-C12)-alkoxy—{Cs-Ca)-cycloatkyl-{C1-Caj-alky-{C1-Co)-atkoxy:{Ca-Ca)-cycloalkylC:-
Ga)-alkoxy-{C1-Cej-atkyh{Ca-Ce)-cycloatikyloxy-(C1-Gaj-atkoxy-{C1-Cej-atkyh{Cs-Ce)-
cycloatkoxy-{G1-Cs)-atkoxy—C1-Ce)-alkoxy:{Ce-C12)-aryh(C7-Cis)-aralieph{Co-Cie)-
atkenyAGa-Ca)-alkyayhAG1-Cis)-alkoxy(C1-Gas)-alkenyloxy:{G1-Caz)-alkoxy(GCs-
C12)-alkeph{G1-C1a)-alkoxy~G1-Cao)-atkoxy{C1-Ciz)-atkoxy(C1-Ce)-atkoxy-{C1-Cs)-
alkyh{Ge-Ciz)-aryloxy—{Cr-Cis)-aralicloxy:{ Ce-C1o)-arfoxy~G1-Ce)-atkoxy—+C7-Cie)-
aralkoxy-{C1-Gej-atkoxy—{C1-Ce-hydroxyalkt(Ge-Gas)-aryloxy-(G1-Ge)-alkyh{G7-G1e)-
aratkoxy—(C1-Ce-alkyh{Ce-Caz)-aryloxy-(G1-Ce)-atkoxy-C1-Ce-alkyh{C7-C1z)-
aralikyloxy-{C1-Ce}-atkoxy—-GC1-Ce)-atkyh—O-{CHCHar16/F s OCFGL-OGF-CHECH
{C1-Cuz)-alkylearbonyl{Cs-Ce)-cycloalkylearbonyl{Ce-Caz)-arylearbonyh{Cz-Cas)-
aralkylcarbonyh{G1-Ciz)-atkoxycarbonryl{C1-C1z)-alkoxy-({G1-Ciz)-atkoxycarbonyh
{Co-C1o)-aryloxycarbonylA{Cr-Cas)-aralkoxycarbonyh{Ca-Ca)-cycloalkoxycarbonyk:
{C2-C1o)-alkenyloxycarborytA Co-C1o-alkyRyloxycarbonyh{Ce-C1a)-aryloxy—(C1-Ce)-
alkoxycarbonyh{Cr-Cis)-aratkoxy-{C1-Ce)-alkoxycarbonyh{Cs-Ce)-cycloalkyl(C1-Ce)-
alkoxycarbonyl{GCa-Ce)-cycloalkoxy-(G:-Ce)-atkoxycarborAG1-C1o)-
alkylcarbonyloxy;{Cs-Cs)-cycloalkylearbonyloxy,{Ce-Cuo)-arylcarbonyloxy{C7-Cie)-
aralkylcarbonyloxy—cinnamoyloxy{C.-Ciz)-atkenylcarboryloxyHG2-C1z)-
alkynylcarbonyloxy—«C1-G1z)-alkoxycarbonyloxy(G1-Giz)-atkoxy-C1-C12)-
alkoxyearbonyloxy;{Ce-Ciz)-aryloxycarbonyloxy,{(Cr-Cis)-aralikyloxycarbonyloxy«Cs-
Gs)-cycloatkoxycarbonryloxy—{Ga-Ciz)-atkenyloxycarbonyloxy:{Ga-G1z)-
alkynyloxycarbonyloxy—carbamoyl-N-{C:-C1z)-alkylcarbamoyhN:N-d{C1-C.2)-
alkylearbameyl-N-{Cs-Cs)-cyscloalikylearbamoyh-N;N-dicyeclo-(Cs-Cs)-alkylearbarmoyl;
N-AG1-C1o)-alikyl-N-AGo-Ce)-cycloalkylearbamoyl N-{{Cs-Cs)-cycloalkyl-(C1-Ce)-
alkyhearbamoyh-N-{C-Ce)-alkyl-N-{{C-Cs)-cycloalkyl(C1-Ce)-alkyhcarbamoyhN-(+)-
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dehydroabietylcarbamoyh-N-(C:-Ce)-alkyl-N-{+)-dehydroabietylearbamoylN-{Ce-C12)-
arylearbamoyl-N-(C7-Cas)-aralkylearbameyl N-(C:-Cao)-atkyl-N-{Ce-C1s)-
arylcarbamoyh-N-{C1-Cao)-alkyl-N-{C7-Cas)-aralkylearbamoyl-N-{{C+-C1s)-atkoxy-(C:-
Cao)-atkyhjcarbamoyhN-{Ce-Cas)-aryloxy—~(C1-Cioj-alkyhcarbamoyhN-((C7-Cue}-
aralkyloxy—(G1-Cioj-alkyhcarbamoyhN-G1-Cio)-atkyl-N-({C1-C1o)-atkoxy-{C+-C1o)-
alkyhearbamoyh-N-{C1-Cio)-alkyl-N-{{Ce-C1z)-aryloxy-{Cs-Cao)-alkyljcarbamoyhN-(C1-
Gao)-atepl-N-({C7-C1e)-aralkyloxy-(C1-Cio)-alkyl)-carbamoyl-CON(GHa)w—in-which-a
CH:-group-can-be-replaced-by;-0,-SN-(C.-Ce)-atkylimine,N-Cs-Cs)-cycloatkylimine;
N-{C3-Cs)-eycloalkyl-{C1-Ca)-altkylimine, N-(Cs-Co)-arylimine, N-(C7-Cs)-aratkylimine:
N-(C1-C.)-alkoxy-(G1-Cs)-alkyliminoand-hisfrom-3-to7:-carbamoyloxyN-{C1-G12)-
alkylearbameyloxy;-N:N-aiHG1-Caz)-alkylearbameyloxy; N-{Cs-Cs)-
cycloalkylearbamoyloxy:-N-{Ce-C1e)-arylcarbamoyloxy; N-C7-Cae)-
aralkylcarbameyloxy; N-(C1-Cuo)-alkyl-N-{Ce-C1o)-arylcarbamoyloxy,N-{C+-C1o)-atkyl-
N-{G7-Cus)-aralkylcarbameyloxy: N-({C1-Cuo)-alkylcarbameyloxy; N-({Ce-Co)-aryloxy-
{C1-Cao)-alkyhearbamoyloxyN-((Cr-C1e)-aralikyloxy-(C1-Co}-alkyhearbameyloxyN-
{C4-Cuo)-atkl-N-{{C1-Cuo)-atkoxy-(C1-Cio)-alkyhearbamoyloxy; N-{G4-C1o)-alkyl-N-
{Ce-C1a)-aryloxy—(C1-Cio-alkyhcarbamoyloxyN-C1-Cio)-atky-N-{(C7-Cus)-
aralkyloxy—-(C1-Cioj-alkyhcarbarmoyloxy—amine,{C:-Ciz)-alkylaminodiHC1-C1a)-
alkylamine{Gs-Ce)-cycloalkylamine{Cs-Cio)-alkenylamine(Cs-Ciz)-alkynylarmine;
N-(Ce-Cyz)-arylamino, N-{C-C-4)-aralkylamino, N-alkyl-aralkylamino, N-alkyl-
arylamine{G4-Ciz)-atkoxyamine;{C1-Ciz)-atkexy-N-{C4-Cio)-atkylamine{C4-Ciz)-
alkanoylamino, (Cs-Cs)-cycloalkanoylamino, {(Cg-C-z)-aroylamino, (C7-C-s)-
aratkanoylamine{C-Ciz)-alkanoyl-N-{C-Cio)-alkylamine(Cs-Ce)-cycloaltkanoyl-N-
{C4-Cao)-alkylamino{Ce-Ciz)-aroyl-N-(C4-Cio)-alkylamine{C7-C1s)-aralkanoyl-N-(C4-
Cao)-atkeylamineLC-C1z)-alkanoylamine-{C:-Ca)-alkyh{Ca-Ce}-cycloalkanoylamine-
{C4-Ce)-alkyl{GCe-C1o)-aroylamine—(C:-Cs)-alkyl{C7-Cis)-araltkanoylamine-(GC-Cs)-
alkyh-amiRoC1-Cioj-alkh N-(G1-C1o)-alkylamino(G1-Cao)-atkyh-NN-ai-C1-C1o)-
atkylamine~{G1-Gao)-alkyh{Cs-Ce)-cycloatkylamino-{G1-Gio)-alkyh{G1-Gaz)-
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alkylmercapto{G1-Ciz)-alkylsulfingl{G1-Ciz)-alkylsulfonyl{Ce-C1e)-arylmercapto;
{Ce-Cus)-arylsulfinyl{Ce-Cc)-arylsulfonyh{Cr-Cas)-aralkylmercapto{C7-Cis)-
aralkylsulfinyl-or{C7-Cae)-aralkylsulfonyl;
orwherein R -and-R’-or R™-and R form-a-chain [CH.1, which is saturated or

5 unsaturated by a C=C double bond, in which 1 or 2 CH2 groups are optionally
replaced-by-0-5,-SO0-S0O-or-NR—and-RHs-hydrogen{Gs-C12)-aryh{G1-Ce)-atkyl
{C1-Ca)-atkoxy-{C1-Ca)-alkyh{Cr-C1o)-aratkoxy—-{C1-Ca)-alkhA Co-C1o)-arroxy-(C1-Ce)-
alkyhHC1-Cao)-alkanoyl-optionally-substituted{Cs-Cus)-aralkanoyl-oroptionally
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V N Q—R4
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R#*_R?»_R%_and R* in-each-case-independentlyof each-other-have the-meaning-of

R*R?and R




R2 R!
13 Q-R4
R A
— NHAB
R14 N
R15 X

10 and-the-substituents R 1o R*%-ineach-case-independently-of each-other-have-the
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meaning-of R*'-R2and R3.
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