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(57) 1. Cronyka chopmyrm (4)
R3

R2 R1
4
ne:
R'- LIMKMOMNEHTUN;
R? - {(CR®R)(5-6-UneHHIi reTepoLyKkm), MpU{oMy BKa-
3aHUA 5-6-4neHHWU reTepoLnKr, siK BapiaHT, 3aMmilleHo
I'IpVIHaMMHI O;JHVIM R*

-(CR°R’),(Ce-C1o apur) abo (CR°R’)(4-10-uneHHuit
reTepOLl,I/IKJ'I) npuyomy KoxkHa BkaszaHa Ce-C1o apunbHa Ta
4-10-4neHHa reTepoumkniyHa HaCTVIHM BKa3aHOro R3 K
BapiaHT, 3aM|u.|,eH| NPUHaNMHI 0gHUM R®:

KOXHWIA R Hesane»(Ho BUOpaHO 3 rpynu: ranoreH -OR
okco, -NR°R’, -CF3, -CN, C(O)R C(O)OR -OC(O)R -

2

NR® C(O)R -NR C(O)OR NR°CONRR’, -COINRR, -
SONRR’, -NR®SO,R’, C1-Cs arikin, Co-Cs arnkeHin Ta Co-
Cs ankiHin, ge BkasaHi C1-Cg ankin, C»-Cs ankeHin 1a C-Cs
ankiHin, siK BapIaHT 3aMiLLieHi MpUHaiMHi ogHM R,
KoxHUMi R® HesanexHo BubpaHo 3 rpynu: Ci-Cg ankin,
rarioreH, -OR®, -CF3 Ta-CN;

KOXHUIN R6 Ta R7 He3areXxHo BMOpaHo 3 rpymnu: riaporeH Ta
C+-Cs ankin;

n gopisHioe 0,1, 2, 3, 4, abo 5; a

t nopisHioe 0,1,2,3,4, abo 5; abo

il dhapMaLleBTUYHO NpUIAHATHI coni abo conbBaTtk, 3a
yMOBM, WO crionyka cpopmynu (4) He npeactaense 6-
umknoneHTun-3-(5,7-gumetvn[1,2,4]tpmasono[1,5-
ajnipymignH-2-in)metnn}-6-{2-(2-etunnipuanH-4-in)etun}-
4-rigpoken-5,6-aurigpo-2H-nipaH-2-oH, 3-[(6-
xriop[1,2,4]rpmasono[1,5-a]nipymianH-2-in)metn]-6-
UMKNoneHTUn-6-[2-(2-etunnipuamH-4-in)etmn]-4-rigpokcu-
5,6-aurigpo-2H-nipaH-2-oH, abo 6-umknoneHTun-3-(5,7-
avmetun[1,2,4]rpuasono[1,5-aJnipymianH-2-in)meTun]-6-
[2-(5-eTvnnipuaunk-3-in)etvn]-4-rigpokcu-5,6-aurigpo-2H-
nipaH-2-oH.

2. Cnonyka 3a n. 1, ge n gopisHioe 1 abo 2, a t gopisHIoE
1 abo 2.

3.Crnonyka 3an. 2, gen /:l,opleroe 2

4. Crionyka 3a n. 3, fie R® - -(CR°R”)(4-10-uneHHui reTe-
POLMKIT), LLIO $K BapiaHT, 3aMILLIEHO MPUHaMMHI 0aHIM RC.
5. Cnonyka 3an. 4, J:l,etJJ,OpIBHrOC’]

6. Cronyka 3a n. 5 ge R’ - -(CHo)(nipuowr), -
(CH2)(nipagonin), -(CHz)x(niponin), -(CHa)(okcasonin), -
(CHa)o(Tiazonin), -(CH)(imigasonin), ~(CHz)x(i3oKkcazonin), -
(CHa)(izoTiazonin), -(CH2)2(1,2,3-Tpmazonin), -(CH2)x(1,3,4-
Tprasonin), -(CH2)(1,3,4-Tiagiasonin),
(CH2)(nipyaoasuHin), -(CH2)2(nipumigyHin), -
(CH2)o(nipasuHin), abo -(CHo)x(1,3,5-TprasuHin), KoxHWA 3
AKUX, SIK BapiaHT, 3aM|u.|,eHo NpyHaNMHI ogHAM R,

7. Cnonyka 3a . 6, ae R® - <(CHy)([1,2,4]Tpuasono[1,5-
ajnipumiguH-2-in), Wo sk BapiaHT, 3aMiLLEeHO NPYHANMHI
OdHUM RS,

(13) C2
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8. Cronyka 3a n. 7, ae R® - -(CHy)(nipugurn), -
(CHa)2(nipasonin), abo -(CHz)2(niponin), KOKHWA 3 SKKX,
SIK BapiaHT, 3aMiLLieHO NpUHaNMHI OAHWM R4;

9. Cronyka 3a n. 8, e R® - (CHy)(nipuanrn) a6o -
(CH2)2(nipa3onin), KOXHWIA 3 SIKNX, SK BapiaHT, 3amille-
HO NpyHanMHi ogHum R°.

10. Cnonyka 3an. 9, ge:

R? -(CHa)2(nipuann) a6o -(CHz)z(nipa3onin), KoxHMit
3 AKX, SIK BapiaHT, 3aMilleHO MpUHaNMHI OOHUM 3aMi-
CHVKOM, BUBpaHum 3 rpynu: ranoreH, C-Cg arnkin, -OR%T1a
-NRR”; a

R® -(CH2)([1,2,4]Tpua3ono[1,5-a]nipuMiauH-2-in), Lo
SIK BapiaHT, 3amilWweHO NPUHaNMHI OOHUM 3aMiCHUKOM,
BMOpaHuMm 3 rpynu: rarnoreH Ta C1-Cg ankin.

11. Crionyka 3a . 10, ae R? - «(CH)o(nipuaun), wo sik
BapiaHT, 3aMiLLleHO NPUHaMMHI OOHUM 3aMiCHVKOM, BWO-
paHIM 3 rpynu: ranoreH, C1-Cg ankin, -OR® Ta -NR°R'.

12. Cnonyka 3a n. 1, BubpaHa 3 rpynu:
6-[2-(6-amiHO-5-eTUN-2-MeTnnnipuauH-3-in)etTun)-6-
uvkrnoneHTun-3-(5,7-gumeTtnn[1,2,4]tpuazono[1,5
ajnipumignH-2-in)metun]-4-rigpokeu-5,6-gurigpo-2H-
nipaH-2-oH;
6-umknonentun-3-(5,7-aumeTvn[1,2,41tpnasosno[1,5-
ajnipumignH-2-in)metnn]-6-[2-(4-eTunnipnann-2-in)etun}-
4-rigpoken-5,6-aurigpo-2H-nipaH-2-oH;
6-umkrnoneHTUn-6-[2-(4-eTunnipnanH-2-in)etnn]-4-
rigpokeu-3-[(6-meTun[1,2,4]tpuasonol1,5-a]nipumignH-2-
in)metun)-5,6-aurigpo-2H-nipaH-2-oH;
6-umkroneHTUn-6-2-(2,6-gieTunnipnanH-4-in)etun]-3-
[(5,7-ammeTnn[1,2,4]Tpraszono[1,5-aJnipumignH-2-
in)metun]-4-rigpokcu-5,6-aurgpo-2H-nipaH-2-oH;
6-umknoneHTnn-6-2-(2,6-aumeTnnnipnanH-4-in)etun]-3-
[(5,7-ammeTnn[1,2,4]Tpraszono[1,5-aJnipumignH-2-
in)metvn]-4-rigpokcu-5,6-aurgpo-2H-nipaH-2-oH;
6-umknoneHtvn-3-[(5,7-gumetvn[1,2,4]1pnasono[1,5-
ajnipumignH-2-in)metun]-6-{2-(5-eTokcu-2-eTMnmnipuanH-
4-in)eTtun]-4-rigppokeu-5,6-gurigpo-2H-nipan-2-oH;
6-umknonentun-3-(5,7-aumeTvn[1,2,41tpnasono[1,5-
ajnipumignH-2-in)metnn]-6-[2-(2-eTun-5-meTokcunipygnH-
4-in)eTtun]-4-rigppokeu-5,6-gurigpo-2H-nipan-2-oH;
6-umknonentun-3-(5,7-aumeTvn[1,2,4]tpnasono[1,5-
ajnipumignH-2-in)metun]-4-rippokcn-6-[2-(2-
isonponinnipugnH-4-in)etun]-5,6-gurigpo-2H-nipaH-2-oH;
6-umnknonentun-3-(5,7-aumeTvn[1,2,41tpnasosno[1,5-
ajnipumignH-2-in)metun]-6-{2-(2-eTun-6-
isonponinnipugnH-4-in)etun]-4-rigpokcu-5,6-gurigpo-2H-
nipaH-2-oH,;
6-umknonentun-3-(5,7-aumetTn[1,2,41tpnasosno[1,5-
ajnipumignH-2-in)metun]-6-[2-(2-eTun-6-meTunnipuanH-4-
in)etun]-4-rigpokcu-5,6-gurigpo-2H-nipaH-2-oH;
6-upknoneHTun-6-[2-(2,6-gietvnnipuann-4-in)etnn]-4-
rigpokcun-3-(6-meTun[1,2,4]tpnaszono[1,5-ajnipyumignH-2-
in)metun]-5,6-gurwpo-2H-nipaH-2-oH;
6-umkrnoneHTUn-6-2-(2-eTun-5-meTokemnipngmH-4-
in)etun}-4-rigpokeun-3-(6-metvn[1,2,4]tpnasono[1,5-
ajnipymignH-2-in)metn]-5,6-auvrigpo-2H-nipaH-2-oH;
6-umnknonentun-3-(5,7-aumeTvn[1,2,41tpnasono[1,5-
ajnipumignH-2-in)metun]-6-{2-(2-eTun-5-
nponokevnipuanH-4-in)etun}-4-rigpokeu-5,6-auvrigpo-2H-
nipaH-2-oH,;
6-umkroneHTUn-6-2-(5-eTokcu-2-eTunnipuanH-4-in)etun)-
4-rigpokeu-3-[(6-metnn(1,2,4]tprasono[1,5-ajnipymignn-
2-in)metun}-5,6-avrigpo-2H-nipaH-2-oH;
6-LmKroneHTUn-6-{2-(2-eTun-5-nponokcunipugnH-4-
in)etun}-4-rigpokeun-3-(6-metvn[1,2,4]tpnasono[ 1,5
ajnipymignH-2-in)metn]-5,6-auvrigpo-2H-nipaH-2-oH;
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6-{2-[2,6-6ic(2,2,2-TpucbnyopeTvn)nipnanH-4-inletmun}-6-
umkrioneHTun-4-rigpokeu-3-[(6-metnn[1,2,4]rpnasonol1,5-
ajnipymignH-2-in)metn]-5,6-auvrigpo-2H-nipaH-2-oH;
6-umknonentun-3-(5,7-aumetTnn[1,2,41tpnasosno[1,5-
ajnipumignH-2-in)metun]-6-{2-(6-eTun-3-meToKCUnipuanH-
2-in)etun]-4-rigpokcu-5,6-aurigpo-2H-nipaH-2-oH;
6-umknonentun-3-(5,7-aumeTn[1,2,41tpnasosno[1,5-
ajnipumignH-2-in)metun]-6-{2-(1-etun-1H-nipason-4-
in)etun]-4-rigpokcu-5,6-gurigpo-2H-nipaH-2-oH;
6-umknoneHtmn-3-[(5,7-gumetvn[1,2,4]1pnasono[1,5-
ajnipumignH-2-in)metun]-4-rigpokeu-6-[2-(1-isonponin-1H-
nipason-4-in)etun]-5,6-aurigpo-2H-nipaH-2-okx;
6-umknonentun-3-(5,7-aumetvn[1,2,4ltpnasosno[1,5-
ajnipumignH-2-in)meTtun]-4-rigpokcu-6-[2-(5-meTokcu-2-
MeTUnnipugnH-4-in)etun]-5,6-gurigpo-2H-nipaH-2-oH;
6-{2-[2,6-6ic(2,2,2-TpundpnyopeTnn)nipnanH-4-injetmn}-6-
uvkrnoneHtun-3-(5,7-ammeTnn[1,2,4]tpmnasono[1,5
ajnipumignH-2-in)meTtun]-4-rigpokcu-5.6-gurigpo-2H-
nipaH-2-oH;

5-6pom-1-(2-{2-upknoneHTun-5-(5,7-
avvetun[1,2,4]tpuaszorno[ 1,5-a]nipymigun-2-in)meTun]-4-
rigpokcn-6-okco-3,6-auriapo-2H-nipaH-2-
in}etun)nipuamH-2(1H)-oH;
1-(24{2-umknoneHTn-5-[(5,7-aumeTn[1,2,4]puasono[1,5-
ajnipuMiguH-2-in)meTtun]-4-rigpokcn-6-okco-3,6-aunapo-
2H-nipan-2-injetun)-5-etunnipnamt-2(1 H)-oH;
2-[3-xnop-5-(2-{2-upknonentn-5-(5,7-
avmetun[1,2,4]tpuasono[1,5-aJnipumiguH-2-in)metun}-4-
rigpoKcn-6-okco-3,6-auriapo-2H-nipaH-2-
in}etTun)NipuanH-2-in]-2-MeTUNMPonNaHHITPW;
(+)-6-{2-[2,6-6ic(2,2,2-Tpncpbnyopetvn)nipnanH-4-
inletyn}-6-uuknoneHTnn-3-(5,7-
anmetun[1,2,4]tpnasono[1,5-alnipumignH-2-in)metun]-4-
rigpokeu-5,6-aurigpo-2H-nipaH-2-oH;
(-)-6-{2-[2,6-6ic(2,2,2-TpucpnyopeTun)nipugnH-4-injetny-
6-uvknoneHTun-3-[(5,7-aumeTnn[1,2,4]tpuasonol1,5-
ajnipumignH-2-in)metun]-4-rigpokeu-5,6-gurigpo-2H-
nipaH-2-oH;
(+)-6-umknoneHTun-3-(5,7-gumetvn[1,2,4lrpnasono[1,5
aJnipuMiguH-2-in)metun}-6-[2-(2-eTnn-5-meTokennipuanH-
4-in)eTtun]-4-rigppokcu-5,6-gurigpo-2H-nipan-2-oH;
(-)-6-umknoneHtun-3-[(5,7-gumetvn[1,2,4]tpmazono[1,5-
ajnipumignH-2-in)metun]-6-{2-(2-eTnun-5-meTokcunipnamH-
4-in)eTtun]-4-rigppokcu-5,6-gurigpo-2H-nipan-2-oH;
(+)-6-umknoneHTnn-6-2-(2,6-gieTvnnipugnH-4-in)etun]-3-
[(5,7-anmeTnn[1,2,4]Tpraszonol1,5-a]nipumignH-2-
in)metun]-4-rigpokcu-5,6-anrgpo-2H-nipaH-2-oH;
(-)-6-umknoneHTnn-6-[2-(2,6-gietwnnipuann-4-in)etun}-3-
[(5,7-ammeTnn[1,2,4]Tpraszono[1,5-aJnipumignH-2-
in)metvn]-4-rigpokcu-5,6-anrgpo-2H-nipaH-2-oH;
(+)-6-umkrnonentnn-3-(5,7-aumeTnn[1,2,4]tpnasono[1,5-
ajnipumignH-2-in)metun]-6-{2-(5-eTokcu-2-eTnnmnipuanH-
4-in)eTtun]-4-rigppokcu-5,6-gurigpo-2H-nipan-2-oH;
(-)-6-umknoneHtun-3-[(5,7-gumetvn[1,2,4]tpmazono[1,5-
ajnipumignH-2-in)metun]-6-{2-(5-eTokcu-2-eTMnmnipuanH-
4-in)eTtun]-4-rigppokcu-5,6-gurigpo-2H-nipan-2-oH;
(+)-6-umknoneHTun-3-[(5,7-anmetnn[1,2,4]tpuasono[1,5-
ajnipymigyH-2-in)MeTu}-6-[2-(2-eTn-5-nponokcmnipuanH-
4-in)eTtun]-4-rigppokcu-5,6-gurigpo-2H-nipan-2-oH;
(-)-6-umknoneHtun-3-[(5,7-gumetvn[1,2,4]tpnasono[1,5-
ajnipumignH-2-in)metun]-6-{2-(2-etun-5-
nponokevnipuanH-4-in)etun}-4-rigpokeu-5,6-aurigpo-2H-
nipaH-2-oH,;
(+)-6-umkrnoneHTN-6-[2-(5-eTOKCH-2-eTUNNIPUANH-4-
in)etun}-4-rigpokcun-3-(6-metun[1,2,4]tpmasonol1,5-
ajnipumignH-2-in)metun]-5,6-gurigpo-2H-nipaH-2-oH; Ta
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(-)-6-umknoneHTNN-6-[2-(5-eToKCK-2-eTUNNIPUGUH-4-
in)eTtun]-4-rigpokcu-3-[(6-metun[1,2,4]tpmasono[1,5-
ajnipumignH-2-in)metun]-5,6-gurigpo-2H-nipan-2-oH; abo
il hbapmaLeBTMYHO NPUIHSITHI coni abo conbBaTw.

13. Cronyka 3a n. 1, BubpaHa 3 rpynu:
(+)6-{2-[2,6-6ic(2,2,2-TpucbnyopeTtun)nipnanH-4-
inletyn}-6-uuknoneHTnn-3-(5,7-
avmetun[1,2,4]rpuasono[1,5-aJnipymianH-2-in)meTun]-4-
rigpokeu-5,6-aurigpo-2H-nipaH-2-oH;
(-)-6-{2-[2,6-6ic(2,2,2-TpncpnyopeTun)nipugnH-4-injetny-
6-uvknoneHTun-3-[(5,7-aumeTnn[1,2,4]tpuasonol1,5-
ajnipumignH-2-in)metun]-4-rigpokeu-5,6-gurigpo-2H-
nipaH-2-oH;
(+)-6-umkrnoneHtnn-3-(5,7-aumeTnn[1,2,4ltpnasono[1,5-
ajnipumignH-2-in)metnn]-6-[2-(2-eTun-5-metokcunipngnH-
4-in)eTtun]-4-rigppokeu-5,6-gurigpo-2H-nipan-2-oH;
(-)-6-umknoneHtun-3-[(5,7-gumetvn[1,2,4]tpnazono[1,5-
ajnipumignH-2-in)metnn]-6-[2-(2-eTun-5-metokcunipngnH-
4-in)eTtun]-4-rigppokeu-5,6-gurigpo-2H-nipan-2-oH;
(+)-6-uvknoneHTn-6-{2-(2,6-gievinnipuanH-4-in)emn]-3-
[(5,7-anmeTnn[1,2,4]rprasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcu-5,6-aurgpo-2H-nipaH-2-oH;
(-)-6-umknoneHTun-6-[2-(2,6-gieTunnipnann-4-in)etun)-3-
[(5,7-ammeTnn[1,2,4]Tpraszonol1,5-aJnipumignH-2-
in)metvn]-4-rigpokcu-5,6-aurgpo-2H-nipaH-2-oH;
(+)-6-umkrnonentnn-3-(5,7-aumeTnn[1,2,4]tpnasono[1,5-
ajnipumignH-2-in)metun]-6-{2-(5-eTokcu-2-eTMnmnipuanH-
4-in)eTtun]-4-rigppokeu-5,6-gurigpo-2H-nipan-2-oH;
(-}-6-umknoneHTnn-3-[(5,7-aumeTnn[1,2,4]tpuasosno[ 1,5-
alnipvnigyH-2-in)meTun}-6-[2-(5-eToken-2-eTnnnipuanH-4-
in)etun]-4-rigpokcu-5,6-gurigpo-2H-nipaH-2-oH;
(+)-6-umkrnonentnn-3-(5,7-anmeTnn[1,2,4]tpnasonol1,5-
ajnipumignH-2-in)metun]-6-{2-(2-etun-5-
nponokevnipuanH-4-in)etun}-4-rigpokeu-5,6-aurigpo-2H-
nipaH-2-oH,;
(-)-6-umknoneHtun-3-[(5,7-gumetvn[1,2,4]tpmazono[1,5-
ajnipumignH-2-in)metun]-6-{2-(2-etun-5-
nponokeunipuanH-4-in)etun}-4-rigpokeun-5,6-aurigpo-2H-
nipaH-2-oH,;
(+)-6-umkrnoneHTN-6-[2-(5-eTOKCH-2-eTUNNIPUANH-4-
in)etun}-4-rigpokcun-3-(6-metvn[1,2,4]tpnasono[ 1,5
ajnipymignH-2-in)metvn]-5,6-aurigpo-2H-nipaH-2-oH; Ta
(-)-6-umknoneHTnn-6-[2-(5-eTokcu-2-eTnnnipUanH-4-
in)etun}-4-rigpokeun-3-(6-metnn[1,2,4]tpmasonol1,5-
ajnipumignH-2-in)metun]-5,6-gurigpo-2H-nipan-2-oH; abo
il hbapmaLeBTMYHO NPUIHSTHI coni abo conbBaTw.

14. Cnonyka 3a n. 1, BubpaHa 3 rpynu:
(+)-6-{2-[2,6-6ic(2,2,2-TpncpnyopeTnn)nipnanH-4-
inletun}-6-uuknoneHTun-3-[(5,7-
anveTnn[1,2,4]tpuasonol1,5-a]nipumiamH-2-
in)metun]-4-rigpokcun-5,6-aurigpo-2H-nipaH-2-oHx;
(+)-6-umknoneHtun-3-[(5,7-
anvetnn[1,2,4]tpuasonol1,5-a]nipumiamH-2-
in)metun]-6-[2-(2-etnn-5-meTokeunipnanH-4-in)eTun)-
4-rigpoken-5,6-guriapo-2H-nipaH-2-oH;
(+)-6-umknoneHTun-6-[2-(2,6-aieTunnipnanH-4-
in)etnn]-3-[(5,7-aumetnn[1,2,4]tpnasono[1,5-
a]nipumigunH-2-in)meTun]-4-rigpokcun-5,6-aurigpo-2H-
nipaH-2-oH;

(+)-6-umknoneHtun-3-[(5,7-
anvetnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
in)metun]-6-[2-(5-eTokcn-2-eTnnnipnanH-4-in)etnn]-4-
rigpokeu-5,6-aurinpo-2H-nipaH-2-oH;
(+)-6-umknoneHtun-3-[(5,7-
anvetnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
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in)metun]-6-2-(2-etun-5-nponokcunipngnH-4-
in)etun]-4-rigpokcun-5,6-aurigpo-2H-nipaH-2-oH; Ta
(+)-6-umknoneHTun-6-[2-(5-eTokcu-2-eTMNNipManH-4-
in)etun]-4-rigpokcn-3-[(6-metun[1,2,4]tpnasonol1,5-
a]nipumiguH-2-in)metun]-5,6-gurigpo-2H-nipaH-2-oH;
abo

il dhapMaueBTUYHO NPUHATHI coni abo conbBaTu.

15. Cnonyka 3a n. 1, BubpaHa 3 rpynu:
(-)-6-{2-[2,6-6ic(2,2,2-TpudbnyopeTun)nipngmH-4-
inletun}-6-uuknoneHTun-3-[(5,7-
anvetnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
in)metun]-4-rigpokcun-5,6-aurigpo-2H-nipaH-2-oHx;
(-)-6-umknonenTun-3-[(5,7-
anvetnn[1,2,4]tpuasonol1,5-a]nipumiamH-2-
in)metun]-6-[2-(2-etnn-5-meTokeunipuanH-4-in)eTun)-
4-rigpoken-5,6-guriapo-2H-nipaH-2-oH;
(-)-6-umknoneHTUn-6-[2-(2,6-gieTnnnipuguH-4-
in)etnn]-3-[(5,7-aumetnn[1,2,4]tpnasono[1,5-
a]nipumigunH-2-in)meTun]-4-rigpokcun-5,6-aurigpo-2H-
nipaH-2-oH;

(-)-6-umknonenTun-3-[(5,7-
anvetnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
in)metun]-6-[2-(5-eTokcn-2-eTnnnipnanH-4-in)etnn]-4-
rigpokeu-5,6-aurinpo-2H-nipaH-2-oH;
(-)-6-umknonenTun-3-[(5,7-
anvetnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
in)metun]-6-2-(2-etun-5-nponokcunipnanH-4-
in)etnn]-4-rigpokcun-5,6-aurigpo-2H-nipaH-2-oH;Ta
(-)-6-umknoneHTnn-6-[2-(5-eToKkCcn-2-eTUNNIPUANH-4-
in)etun]-4-rigpokcn-3-[(6-metun[1,2,4]tpnasonol1,5-
a]nipumiguH-2-in)metun]-5,6-gurigpo-2H-nipaH-2-oH;
abo

il dhapMaueBTUYHO NPUNHATHI coni abo conbBaTu.

16. Crnonyka 3a n. 1, gka sBnse coboto (+)-6-
uuknoneHTun-6-[2-(2,6-gietunnipnamn-4-in)etun]-3-
[(5,7-aumeTnn[1,2,4]Tpnaszono[1,5-a]nipumigunH-2-
in)metun]-4-rigpokcmn-5,6-aurigpo-2H-nipax-2-oH; abo
il dhapmaueBTUYHO NpUNHATHA Cinb abo conbBar.

17. Cnonyka 3a n. 1, aka sBnse coboi (-)-6-
uuknoneHTun-6-[2-(2,6-gietunnipnamn-4-in)etun]-3-
[(5,7-aumeTnn[1,2,4]Tpnaszono[1,5-a]nipumigunH-2-
in)metun]-4-rigpokcmn-5,6-aurigpo-2H-nipax-2-oH; abo
il dhapmaueBTUYHO NpUNHATHA Cinb abo conbBear.

18. Cnonyka 3a n. 1, sika gBnse coboto (+)-6-{2-[2,6-
6ic(2,2,2-Tpudpnyopetun)nipuguH-4-injetnn}-6-
umknoneHtun-3-[(5,7-gumetun[1,2,4]tpnasono[1,5-
a]nipumigunH-2-in)meTun]-4-rigpokcun-5,6-gurigpo-2H-
nipaH-2-oH; abo Ti hapmalLeBTUYHO NPUAHATHA CiNb
abo conbear.

19. Cnonyka 3a n. 1, sika siBnse coboto (-)-6-{2-[2,6-
6ic(2,2,2-Tpudpnyopetun)nipuguH-4-injetnn}-6-
umknoneHtun-3-[(5,7-gumetun[1,2,4]tpnasono[1,5-
a]nipumigunH-2-in)meTun]-4-rigpokcun-5,6-gurigpo-2H-
nipaH-2-oH; abo Ti hapmalLeBTUYHO NPUAHATHA CiNb
abo conbBear.

20. dapMaueBTUYHa KOMMO3MLis, WO MICTUTb Tepa-
NEBTUYHO €(EKTUBHY KiNMbKiCTb cronyks 3a Oyab-
akum 3 nn. 1-19 Ta hapmaueBTUYHO NPUAHATHUA HO-
cin.

21. 3acTocyBaHHS cronyku 3a 6yap-akum 3 nn. 1-19 B
OTPUMaHHi MeauKameHTy Ans nikyBaHHS ccaBus,
AIKMI NnoTepnae BiA iHDiKyBaHHsA Bipycom renatuty C.
22. 3acTtocyBaHHs cronyku 3a 6yab-akum 3 nn. 1-19
Ta ofHiel un Binblue iHWWX aHTMBIPYCHUX PEYOBUH B
OTPUMaHHi MeAauKameHTy Ans nikyBaHHS ccaBus,
SIKMIN NoTepnae Bif iHdiKyBaHHA Bipycom renatuty C,
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Je MeduKaMeHT Mpu3HayeHo ANs OfAHOoYacHoro, no-
CrnigoBHOro abo OKPEMOro 403yBaHHS iHAMBIOYaNbHUX
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KOMMOHEHTIB Y MiKyBaHHI.

3asABneHnn BMHaxXig CTOCYETbCSA CMOMyK, KOpuUc-
HUX SK iHriGiTopyn dhepMeHTy noniMepasa Bipycy rena-
mmty C (BI'C), chapMaueBTU4YHUX KOMMO3WULiA, Lo
MICTATb Taki Cronyku, cnocobiB 3acTOCyBaHHS Takux
CMonyK Ta KOMMO3uLi y NnikyBaHHI iHcikoBaHmnx BI'C
ccaBUiB, SK-TO Mogen, Ta cnocobiB Ta HaniBnpoayk-
TiB, KOPUCHNX B OTPUMAHHI TakmMX CMOMyK.

BuHaxig ctocyetbca 3acobis, Wwo iHribytoTs PHK-
3anexHy PHK-nonimepasy (P3Pn) Bipycy renatuty C
(BI'C). BuHaxig TakoX CTOCYETbCS 3aCTOCYBaHHS Ta-
KMX CrnonyK y dhapmaueBTUYHUX KOMMO3uLisix Ta Te-
paneBTUYHOMY fiKyBaHHi, KOPUCHUX ON1S iHriOyBaHHS
pennikauii BI'C.

BI'C e nokputum obornoHkot PHK-ipycom, wo
MiCTUTb OOHOMNAHUIOTOBMA MNO3UTMBHO CrPSMOBaHMIA
PHK-reHom poBxuHoto npubnusHo 9,5ko (Choo, et
al., Science 244:359-362 (1989)). PHK-reHom micTuTb
5'-HeTpaHcnboBaHun perioH (5' HTP) 3 341 Hykneo-
Tmaie (Brown, et al., Nucl. Kucnotn Res. 20:5041-
5045 (1992); Bukh, et al., Proc. Natl. Acad. Sci. USA
89:4942-4946 (1992)), BENWKY BIOKPUTY paMKy 34MTY-
BaHHs (BP3), wo kooye oouHWYHUA nonnentug 3
3010-3040 amiHokucnoT (Choo, et al. (1989), Buie;),
Ta 3'-HeTpaHcnboBaHun perioH (3'-HTP) 3miHHOI AoB-
XvHn 3 npubnusHo 230 Hykneotmgie (Kolykhalov, et
al., J. Virol. 70:3363-3371 (1996); Tanaka, et al., J.
Virol. 70:3307-3312 (1996)).

5' HTP € ogHum 3 Han3bepexeHnx perioHiB Bipy-
CHOro reHOMy Ta rpa€ LeHTpanbHy porb Yy novaTky
TpaHcnauii BipycHoro noninpoteiHy. OgmHudHa BP3
KoAye nomninpoTeiH, Wo cnis- abo nicns-TpaHcnAUinHoO
nepeTBOPIOETLCH Y CTPYKTYPHI (cepueBuHa, E1, Ta
E2) Ta HecTpykTypHi (NS2, NS3, NS4A, NS4B, NS5A,
Ta NS5B) BipycHi 6inku KniTHHMMK abo BipyCHUMM
npoteiHazamu (Bartenschlager (1997), Buwe). 3' HTP
CKrnagaeTbCcsl 3 TPbOX BIAMIHHUX PErioHiB: 3MiHHUIA
perioH 3 npubnuaHo 38 HykneoTuAie nicns cron-
KOOOHY MoninpoTeiHy, noniypuanHoBa AinsHka 3MiH-
HOT JOBXWHU 3 PO3CIAHUMW 3aMilleHHAMM LIMCTEIHIB,
Ta 98 Hykneotuais (HT) Ha camomy 3' KiHUi, KOTpi €
BMCOKO30epexxeHumn cepef pisHux isonatis BIC.
Mopsagok reHis y reHomi Takuin: NH-C-E1-E2-p7-NS2-
NS3-NS4A-NS4B-NS5A-NS5B-COOH  (Grakoui, et
al., J. Virol. 67:1385-1395(1993)).

Bipyc renatuty C (BI'C) € uneHom pogy renauu-
Bipycu y poauHi Flavivindae. BiH € ronoBHUM YMHHK-
KOM He-A, HeB BipycHOro renatuTty Ta € rornoBHUM
YMHHWKOM renaTuTy Npu MepenvBaHHi KpoBi Ta, fAK
BBaXaloTb, BUKIVKAE 3HAYHY YaCTUHY BuMagKiB rena-
TUTY y cBiTi. Xo4a roctpa iHdekuis BI'C € yacto 6e3-
CYMNTOMHOLO, 6rm3bko 80% BUMaKiB BBaXKarOTb Xpo-
HiYHUM renaTuToM. [locTiHY BRacTMBICTb iHdEKUil
BI'C nosicHeHo ii 34aTHICTIO YHUKATW iMYHHOTO KOHT-
ponto xa3siHa BHacmnigok rinepMiHNUMBOCTI He3axuLe-
HUX perioHiB B obonoHui 6inky E2 (Weiner, et al.
Virology 180:842-848 (1991); Weiner, et al. Proc.
Natl. Acad. Sci. USA 89:3468-3472 (1992)).

MpouecuHr cTpykTypHUX BinkiB cepuesunHn (C),
Oinky obonoHkn 1 Ta (E1, E2), Ta perioHy p7 onoce-
penKoBaHO CUrHambHUMMK nenTugasamun xassiiHa. Ha

BiAMiHY, pO3BUTOK HecTpykTypHoro (NS) perioHy 3a-
BEPLUYETLCA ABOMa BipycHUMU depMeHTamu. [loni-
npoteiH BI'C cneply po3wennioeTbCcsi CUrHanbHoO0
nenTuOa3o XassiHa, YTBOPHKYM CTPYKTYPHI Binku
C/E1, E1/E2, E2/p7, Ta p7/NS2 (Hijikata, et al., Proc.
Natl. Acad. Sci. USA 88:5547-5551 (1991); Line, et
al., J. Virol. 68:5063-5073 (1994)). MNpoTteiHa3a NS2-
3, KOTpa € MeTanonpoTeasolo, To4i PO3LLEnoe Ha
3uneHyBaHHi NS2/NS3. Komnnekc npoteiHa3 NS3/4A
(NS3 cepuHoBa npoTeasa/NS4A-kodakTop), Togi Ha
yCix 3anu1LLKOBUX canTtax po3LuenneHHs
(Bartenschlager, et al., J. Virol. 67:3835-3844 (1993);
Bartenschlager, (1997), Buwe). AktuBHocti PHK-
renika3an Ta NTPa3n Takox igeHTudpikoBaHi y Ginky
NS3. ®yHkuii N-TepmiHanebHOT ogHOI TpeTuHU Binky
NS3 sk npoTeasun Ta 3anuLIKOBI ABi TPETUHN MOSEKy-
nn gitoTb aK renikasa/AT®asa, KOTpi, MOXHa BBaXaTu,
3anydyeHi y pennikauito BI'C (Bartenschlager, (1997),
Bule). NS5A moxe 6yTn dpocdopunosaHoto Ta Gigtu
K npunyctummi Kodaktop NS5B. YetBepTtuii Bipyc-
HUA  cbepmeHT, NS5B, € PHK-3anexHoiwo PHK-
nonimepasoto (P3Pn) Ta KHOYOBMM KOMMOHEHTOM,
BignoBigHMM 3a pennikadito BipycHoro PHK-reHomy
(Lohmann, et al., J. Virol. 71:8416-8428 (1997)).

Pennikauis BI'C, moxHa BBaxkatu, BigbyBaeTbCs
B acouiioBaHMx 3 MembpaHow pennikauiiHnX KoMm-
nnekcax. Y HuUx reHomHui nnioc-naHutor PHK TpaHc-
KpmboBaHo y MiHyc-naHutor PHK, koTpuii y cBoto yep-
ry MOXHa 3acTocoByBaTW SIK TEMNNaTt AN CUHTe3y
BTOPUHHUX TEHOMHUX Nntoc-naHutoris. [1Ba BipycCHi
Oinkn, MoxXHa gymaTu, 3anyyeHi y U peakuiio 6inok
NS3, koTpuii Hece y kapbokcu-TepMiHani ABi TPETUHU
Hykneoaua-Tpudocdartasdy/PHK-renikasy, Ta 6inok
NS5B, koTp acouinoaHo 3 MmembpaHum docdonpo-
TeiHoMm, 3 PHK-3anexHon PHK-nonimepasHoto akTuB-
HicTio (P3Pn) (Hwang, et al., J. Virol. 227:439-446
(1997)). Xoua pornb NS3 y PHK-pennikauii € meHLw
sicHoto, NS5B 6e3CyMHIBHO € KIo4YoBMM hbepMeHTOM,
BignoBiAHMM 3a cuHTe3 BTOpuHHUX PHK-naHutoris.
3acTocoBytoun pekombiHaHTHI  BakynoBipycu ans
ekcrnpecii NS5B y «kniTMHax komax Ta CUHTETUYHY
HeBipycHy PHK sk cybcTpaT, ABi (hepMEHTHI akTUBHO-
CTi ineHTMdikoBaHi sik acouiioBaHi 3 NS5B. [1Bi akTu-
BHOCTI OXONIIOITb aKTUBHICTb MNpanMep-3anexHoi
P3Pn Ta tepmiHanbHoi TpaHcdepasn (TNTasm). Ak-
TuBHicTb NS5B nigTBepaunu Ta KpiM TOro oxapakre-
pusyBanu 3actocyBaHHAM PHK-reHomy BI'C sk cy6-
ctpaty (Lohmann, et al., Virology 249:108-118
(1998)). OcTaHHi gocnimpkeHHs nokasanu, wo NS5B 3
ycideHHsiM 21 C-TepMiHanbHOi aMiHOKUCIOTH, eKc-
npecoBaHu y Escherichia coli € Takox akTuBHUM
CTOCOBHO in vitro cuHTesy PHK (Ferrari, et al., J. Virol.
73:1649-1654 (1999); Yamashita, et al., J. Biol.
Chem. 273:15479-15486(1998)).

Ockinbkn xpoHiyHa iHdekuisa BIC cTocyetbes
XPOHIYHOrO renaTuTy Ta y KiHLUEeBOMY paxyHKy OO re-
naTokapuuHoreHeaucy, BI'C pennikaui € ogH of
targets go eliminate BI'C reproduction Ta go prevent
renaTokniTMHH KapumMHoM. Ha anb, cyyacHi nigxoam
0o nikyBaHHs iHdpekuii BIC xapaktepusytoTbcs Bif-
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HOCHO HU3bKOIO edEKTUBHICTIO Ta HECnpUSTIMBUM
npodgpinem nobivHoi Aii. Tomy iHTEHCMBHI cnpobu
CMPSAMOBaHi Ha MOLWYK MOMeKyn Ans fiKkyBaHHA uiel
XBOPOOW, OXOMMKKYM MOLUYK MiKiB Ans iHriGyBaHHs
pennikauii HC, ockinbku € ctabinbHa notpeba y He-
nenTuaHWX, HU3bKOMOIEKYMSAPHUX Crorykax, Wo €
iHridiTtopamu P3Pn BI'C, wo matotb noTpibHi abo no-
ninweHi gisu4Hi Ta XiMiYHI BNACTUBOCTI, MPUNHATHI
Ans dapmMaueBTUYHOro 3aCTOCyBaHHSI.

3asBneHnn BUHaxig CTOCYeTbCA Cnomyk hopmy-
1

Ji—s

Ta X hapmaueBTUYHO NPUNHATHUX conen, rigpa-
TiB, MeTaboniTis, I'IpOJ'IIKIB Ta conbBarTiB, pe:

W-Z- -C(=0)-C(- R )(H)- a6o -C(-OR®%)=C(-R*)-,
ae ko W-Z - -C(-OR%)=C(-R*)-;

KOXHMN R’ He3danexHo BWGpaHO 3 rpynu: rigpo-
reH, Cq-Cg ankin, C>-Cs ankeHin, C,-Ce ankinin, (Cs-
C10) umknoankin, 4-10- HJ‘IEHHI/IVI retepouukn 1a Ce-Cio
apurn, e BuwearagaHi R', 3a BUHsSTKOM H, sik Bapl-
aHT, 3aM|u.|,eH| 1-4 3amicHUKamu, BM6paHI/IMM 3 R

R? BuGpaHo 3 rpynu: samichukm R', -(CR®R® )t(Cs-
Cio apmn) (CR R’ )t(4 10-4neHHuN reTepou,MKn) -
(CR R’ )qC(O)(CR R )t(Cs-Cm apwn), -
(CR R’ )qC(O)gCR R%)(4-10-uneHHuit reTepouukn), -
(CR R’ ),JO(CR R )q(Ce-Cm apwvn), -
(CR R’ )AO(CR R? q(4 10-4neHHWn  reTepouukn), -
(CR R? )qSOn(CR R? )t(Ce -C1o apwvn), Ta -
(CR®R’ )aSOn (CR®R®)(4-10-uneHHWit reTepoLykn), ae
g Ta t AOpPIBHIOTE, KOXXHWUIA He3anexHo, Linomy ymc-
ny 0-5, n gopisHioe uinomy vucny 0-2, ankin, apunbHa
Ta retepouumknivyHa HacTvHu BkasaHoro R2 AK Bapi-
aHT, 3amilleHi 1-5 R Ta 3a yMOBI/I I.LI,O R%He € H;

) R® - rigporeH, -OR -SR®, -NR°R’ Ta 3amicHuku

R® BMOpaHO 3 rpynu: 3amiCHUKN R®, 3a BUHSTKOM
TOro, o Réuee H;

KokHUit R* HesanexHo BMGPaHO 3 rpynu: ramno-
reH, uiaHo, HITpo, TpudnyopmeTokcu, Tpudnyopme-
TN, a3nago, C1 Cio anKm C2-Cs aJ'IKeHIJ'I Cz Ce aJ'IKI-
Hin, -C(O)R -C(O)OR®, -OC(O)R -NR® CSO)R
NR® C(O)NR -C(O)NR R’, NR R’, -NR°OR’, -
SO:NR°R’, -NR°SO2R’, (CR R® )the-Cw apmn)(ne t
AOpiBHIOE Linomy uncry 0-5), -(CR°R®)(4-10-uneHHuit
retepouukn)(ge t noplaHroe uinomy umcny 0-5), Cs-
C1o umknoarnkin, R®-O-, R%-SO,- (oe n popiBHOE Lj-
nomy ymucny 0-2), Ta okco (=0), i Ae ankinbHa, apnnb-
Ha Ta reTepouMKniyHa YaCTUHN BKa3aHOro R4 Ak Ba-
piaHT, 3aMILLl,eHI 1-4 3amicHnkamu, BUGpaHUMu 3 R%;

KOXHUIt R® HesanexHo BUOGPaHO 3 rpynu: ramno-
reH, TpudnyopmeTun, TpudnyopmeToken, uiaHo, Ci-
Cs ankin, C,-Cg ankeHin, C-Cg ankinin, -OR8 C3-Cio
umknoankin, Ce-C1 apun, 4- 10-qneHHMM reTepou,MKn
OKCO (= 06) (( RS, -C(O)OR -OC(O) -
NR® C(O , NR C(O)NR C(O)NR R’, -NR® R -
NR®OR’, -NR®SO,R” ta -SO,NR°R, [e ankinbHa,
apurbHa Ta reTepoumknivyHa HaCTUHM BULLE3rafaHmX
R®, sik BapiaHT, 3amiweHi 1-3 R
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koxkHuit R® Ta R’ HesanexHo BVI6paH0 3 rpynvl H,
C1-Ce ankin, Cs-C1o umknoarnkin, -(CR®R%)(Ce-C1o
apun), Ta -(CR®R?)(4-10-unexHuit retepouwkn), ae t
JopieHioe Uinomy vucny 0 -5, 1 abo 2 kinbLesi atomu
KapOOHY reTepouUMKNiYHOI rpynu, sIK BapiaHT, 3aMille-
Hi okco (=0), Ta ankinbHa, apunbha Ta reTepoLuKiy-
Ha yacTuHn Buesraganux R® ta R’, sk BapiaHT, 3a-
MiweHi  1-3  3amiCHMKamu:  ranoreH,  LiaHo,
Tpucpnyopmetun, Tpudpnyopmetoken, Cq-Cg ankin,
C1-C6 aJ'IKOKCM, Co>-Cs ankenin, Cz-Ce ankinin, -
(CR®R%)(Ce-C1o apun), Ta -(CR®R®)(4-10-uneHnuit
reTepoLmkn), Ae t ,EI,OJ)IBH}OC uinomy yucny 0-5;

kokHuin R® Ta R® HesanexHo BnbpaHo 3 rpynu: H
Ta C4-C4 ankin; Ta

KOXHWI R10 He3anexHo BubpaHOo 3 rpynu: rasno-
reH, LuaHo Tpmcpnyopmemn TpM(bJ'IyO£M6TOKCVI -
C(0)O-R®, -OR®, -C(0)(CR®R?),C(O)OR®, ge p mopi-
BHIOE LliNToMy ymucny 1 5 C1-Cs ankin, C2-Ce ankeHin,
C2-Cs arnkiHin, Ta -NR°R’.

3aF|BJ'IeHVIVI BVIHaXI,EI, TaKOX CTOCYETbCH CMONyK
dopmynu (1), 4

W-Z - -C(= O) C(-R*)(H)- abo -C(-OR%)=C(-R*)-;
kokHuit R' HesanexHo BMGpaHO 3 rpynu: rigpo-
reH, C4-Cs ankin, C-Cs ankenin, C,-Cg ankiHin, (Cs-
C10) umknoarkin, 4-10- qJ‘IeHHI/IVI retepouukn Ta Ce-Cio
apun, fie Buwearagani R', 3a BUHSTKOM H, sik Bapl-
aHT, 3aMILLI,eHI 1-4 3amicHukamu, BVI6paHMMVI 3 R

R? BuGpaHo 3 rpynm: 3amicHukm R, -(CR® R )t(Cs-
C1o umknoankin), -(CR?R® )t(Ce-Cw apvu'l) (CR R (4-
10-4neHHUIA FETngOLI,VIKJ'I) (CR R )¢C(O)(CR®R®)(Cs-
C1o apun), -(CR°R® )% (O )(CR R?)(4-10-4neHHuii re-

Tepou,MKn) (CR R)(CR°R? )q(Ce-C10  apun), -
(CR® Rgno(CR R?) (4 10-4neHHni  retepouukn), -
(CR R ) SO (CR R® )(Ce-Cm apun), Ta -

(CR®R® )a SOK(CR®R®)(4-10-4neHHuit reTepouukn), ge
g Ta t JOpIBHIOIOTb, KOXHUIA HEe3anexHo, UinomMy umnc-
ny 0-5, n gopisHioe Uinomy uucny 0-2, ankinbHa, LWK-
rnioankineHa, apunbHa Ta reTepoumkIiyHa vacTuHn
BKa3aHoro R K BapiaHT, 3amiweHi 1-5 R’ Ta 3a
yMOBMU, Lo R?He e H;

R3 - rigporen, -OR®, -SR®, -NR® R Ta 3aMiCHUKN
R% R® BMOpPaHO 3 rpynu: 3aMiCHUKM R>:

KokHMii R* HesanexHo BMGpaHO 3 rpynu: rano-
reH, uiaHo, HiTpo, TpudnyopmMeTokcu, Tpudnyopme-
™vn, asngo, C1-Cqo ankin, C2-Ce aJ'IKeHIJ'I Cz-Cs anki-
Hin, Cs-Cm LI,VIKJ'IoaJ'IKIJ'I (SCR R® )tNgR )2, -
(CR® R gtNR C(O)R -(CR°R® )tOR -(CR® R XC(O)R®,
(CR R )C(O)OR (CR R )CéO)R -
(CR R )tNR C(O)R, -(CR® R )tNR C(O)OR -
(CR R® )NR C(70 NR’, (CR R xC g )NR R’, -
(CR R’ )NR R', -(CR® R 3tNR OR’, -
(CR R )SO NR R’, -(CR’R))NR® SOzR
(CR®R’ )thG -C1o apmn)(,u.e t popieHtoe winomy uucny 0-

5), -(CR’R)(4-10-uneHHuit reTepoumkn)(ge t aopie-
Hioe Lunomy umeny 0-5), C3-C1o umkroankin, R%-O-,
R®-SO,-(CR®R?)- (e n mopisHioe Linomy uucny 0-2),
Ta okco (=0), i oe ankinbHa, apunbHa Ta reTepoLyk-
niYyHa YaCTUHW BKa3aHOro R4 K BapiaHT, 3amilleHi 1-
4 3aMICHVIKaMM BMOpaHnMu 3 R%

KoXHUI R® HesanexHo BVI6paHO 3 rpynu: rano-
reH, TpudnyopmeTun, TpudnyopmeTokeu, uiaHo, Ci-
Cs ankin, C2-Cg ankenin, Co-Ce ankinin, -OR8 Cs-C1o
LI,VIKJ'Ioaj'IKIJ'I Cs-C1o apmn 4-10- HJ‘IeHHVII/I reTepou,MKn

OKCO 06) -CéO)R -C(O)OR -OC(O)R -
NR C( O)R -NR C( O)NR (O)NR R’, -NR°R’, -
NR®OR’, -NR®°SO,R’ Ta -SOgNR R/, [e ankinbHa,
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apurnbHa Ta reTepouukniyHa YacTMHU BULLE3ragaHnx
R5, SIK BapiaHT, 3amilleHi 1-3 R1°;

koxkHuit R® Ta R’ HesanexHo BUOpaHo 3 rEynM: H,
uiaHo, C4-Cg ankin, C3-C+o umknoankin, -(CR Rg)t(Cs-
C1o apun), Ta -(CR®R%)(4-10-uneHHui retepouykn), -
(CR®R®)C(O)R® pe t nopieHioe wjinomy uucry 0-5, 1
abo 2 kinbLeBi aToMy KapOOHY reTepoLUKiYHOI rpy-
nn, sIK BapiaHT, 3amileHi okco (=0), Ta ankinbHa,
apurbHa Ta reTepouukniyHa YacTvHU BULLE3ragaHux
R® ta R7, SK BapiaHT, 3amiweHi 1-3 3amicHuKamu:
ranoreH, uiaHo, Cs-Cqg %MKﬂoaﬂKiﬂ, -C(O)OR8 -
NR®C(O)R’, -(CR®RY)NR®R®, -OR®, -NC(O)R®, Tpud-
nyopmetun, Tpudnyopmetoken, C4-Ce ankin, Ci-Ce
ankokcn, C,-Cg ankeHin, C,-Ce ankiHin, -(CRSRg)t(Ce-
C1o apun), Ta -(CR®R%)(4-10-uneHHmMit reTepoLmk),
e t gopisHioE uinomgl yucny 0-5;

kokHuin R® Ta R® HesanexHo BnbpaHo 3 rpynu: H
Ta C4-C4 ankin; Ta

kokHUit R'® HesanexHo BMGPaHO 3 rpynu: rano-
reH, uiaHo, TpudryopmeTun, TpuUdIyopMeToKkeH, -
C(O)OR®, -C(0)O-R®, -OR®, -C(O)(CR’R?),C(O)OR®,
Ae p gopisHioe uinomy yncny 1-5, C1-Cs ankin, C»-Ce
ankeHin, C>-Cg ankiHin, ta -NR°R.

[NpenoctaBneHnMn BMHaxig CTOCYETbCHA CMOMYKU

dopmynu 2
O/KO

Ta il papmaLeBTUYHO MPUNHATHUX conen, rigpa-
TiB, meTaboniTis, nponikis Ta conbBearis, ge:

W-Z - -C(-OR%=C(-R%)-;

R'- LIMKNONEHTUN;

R? - -(CR®R%)(Cs-C1o apun) abo -(CR®R®)(4-10-
YNeHHU reTepouukn), Ae t OOPIBHIOE LiMOMY 4ucry
0-5, a apunbHa Ta reTepoumKIiYHa YaCTUHN BKa3aHo-
ro RZ, SIK BapiaHT, 3amileHi 1-5 R4, Ta 3a yMOBMU, WO
Riuee H;

R - riaporeH, -ORS, -SRS, -NR°R’ Ta 3amicHuku

2>

RE

KokHUit R* HesanexHo BMGpaHO 3 rpynu: rano-
reH, uiaHo, HITpo, TpudnyopmMeTokcu, Tpudnyopme-
TN, a3ngo, C1-Cqo ankin, Co-Cs ankeHin, C,-Cg anki-
Hin, -C(O)R®, -C(O)OR®, -OC(O)R®, -NR6C§O)R7, -
NR°C(O)NR’, -C(O)NR°R’, -NR°R’, -NR°OR’, -
SO.NR°R’, -NR°SO,R’, -(CRBRg)t%CG-Cm apun) (oe t
[OPIBHIOE Liiromy uucry 0-5), -(CR®R®)(4-10-uneHHuii
retepouukn) (ge téqopiBHroe ginomy uucny 0-5), Cs-
C1o umknoarnkin, R°-O-, R®-SO,- (oe n popisHioE Uji-
nomy ymucny 0-2), Ta okco (=0), i Ae ankineHa, apunb-
Ha Ta reTepouukriyHa YyacTuHn BkaszaHoro R™, sk Ba-
piaHT, 3amileHi 1-4 3amicHMkamu, BUOpaHUMK 3 R5;

KoXHUIT R® HesanexHo BUGPaHO 3 rpynu: ramno-
reH, Tpucnyopmetun, TpudnyopmeTokeu, uiaHo, Cq-
Ce ankin, C,-Cg ankeHin, C,-Ce ankinin, -ORB, C3-Cio
uuknoankin, Ce-C1o apun, 4-10-4neHHni FeTepOLéVIKJ'I,
okco  (=0), -CéO)RG, -C(O)OR®, -OC(O)R®, -
NR®C(O)R®, -NR®°C(O)NR’, -C(O)NR°R’, -NR°R’, -
NR60R7, -NR®SO.R’ Ta -SOZNR6R7, [e ankinbHa,
apurbHa Ta retepouymKniyHa YacTVHW BULLe3ragaHux
R5, SIK BapiaHT, 3amilleHi 1-3 R1°;
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kokHui R® Ta R’ HesanexHo BMGpaHo 3 rpynu: H,
Ci-Cs ankin, Cs-Cio umknoankin, -(CR®R%)(Ce-C1o
apun), Ta -(CR®R®)(4-10-uneHHui reTepouykn), ge t
aopiBHioe Linomy vucny 0-5, 1 abo 2 kinbuesi atomu
KapOOHy reTepouMKIiYHOT IPynun, sIK BapiaHT, 3amille-
Hi okco (=0), Ta ankinbHa, apurbHa Ta reTepoLmKIiy-
Ha yacTuHM Buwesraganux R® ta R’, sik BapiaHT, 3a-
MiLLeHi 1-3 3aMiCHUKaMU: ranoreH, LiaHo,
TpucbnyopmeTtun, Ttpudpnyopmetokcn, Cq-Cg ankin,
C1-Ce ankokcn, C,-Cg ankeHin, C,-Cg ankiHin,
(CR®R)(Ce-C1o apun), Ta -(CRPR%)(4-10-uneHHuit
reTepouukn), ge t J:lOJDiBHrOC uinomy yucny 0-5;

koxkHuit R® Ta RY HesanexHo BMbpaHo 3 rpynu: H
Ta C4-C4 ankin; Ta

kokHuMit R'® HesanexHo BMGpaHO 3 rpynu: rano-
reH, uiaHo, TpudyopmeTun, TpVI(bJ'IyObpMeTOKCVI, -
C(0)O-R®, -OR®, -C(0)(CR®R?),C(O)OR®, ne p aopi-
BHIOE uinomy uucny 1-5, C4-Cg ankin, C,-Cs ankeHin,
C,-Ce ankinin, Ta NRER’.

3asBneHVn BUHaxig KpiMm TOro CTOCYETbCS CNOMyK

thopmynu (3)
O/KO

Ta Ta il papmaueBTUYHO NPUNHATHUX COnen, Me-
TaboniTiB, NponikiB Ta conbBarTiB, Ae:

W-Z - --C(=0)-C(-R°)(H)-;

R'- LIMKNONEHTUN;

R? - -(CR®R®)(Cs-C1o apun) abo -(CR®R®)(4-10-
YNeHHU reTepouukn), e t OOPIBHIOE LiMOMY 4ucry
0-5, Ta apunbHa Ta retepouukniyHa YacTUHU BKasa-
HOro RZ, SIK BapiaHT, 3aMiweHi 1-5 R4, Ta 3a ymMoBWU,
o Rineec H;

R3- riaporeH;

KokHUii R* HesanexHo BMGpaHO 3 rpynu: rano-
reH, uiaHo, HITpo, TpudnyopmMeTokcu, Tpudnyopme-
™™n, asnao, C1-Cqo ankin, Co-Ce ankeHin, Co-Cs anki-
Hin, -C(O)R®, -C(O)OR®, -OC(O)R®, -NRscéO)R7, -
NR°C(O)NR’, -C(O)NR°R’, -NR°R’, -NR°OR’, -
SO.NR°R’, -NR°SO2R’, -(CRSRg)tSCG-Cm apun)(ae t
[OPIBHIOE Liiromy umcry 0-5), -(CR°R®)(4-10-uneHHuii
retepoumnkn)(ge t gopisHioe uinomy uncny 0-5), Cs-
C1o0 umknoarnkin, R®-O-, R%-SO,- (oe n popiHIOE Uj-
nomy yucny 0-2), Ta okco (=0), i Ae ankineHa, apusb-
Ha Ta reTepoLKmiyHa YacTUHU BkasaHoro RY, sik Ba-
piaHT, 3amileHi 1-4 3amicHMkamu, BUOpaHUMK 3 R5;

KoXHUIT R® HesanexHo BUGPaHO 3 rpynu: ramno-
reH, Tpucnyopmetun, TpudnyopmeTokeu, uiaHo, Cq-
Ce ankin, C,-Cg ankeHin, C,-Ce ankinin, -ORS, C3-Cio
uuknoankin, Ce-C1o apun, 4-10-4neHHni reTepo%MKn,
okco  (=0), -CéO)RG, -C(O)OR®, -OC(O)R®,. -
NR®C(O)R®, -NR®°C(O)NR’, -C(O)NR°R’, -NR°R’, -
NR60R7, -NR®SO.R’ Ta -SOzNR6R7, [e ankinbHa,
apuribHa Ta reTepouymkniyHa YacTVHW BULLEe3ragaHux
R5, SIK BapiaHT, 3amilleHi 1-3 R1°;

kokHui R® Ta R’ HesanexHo BMGpaHo 3 rpynu: H,
C1-Cs ankin, Cs-Cio umknoankin, -(CR®R%)(Ce-C1o
apun), Ta -(CR®R®)(4-10-uneHHuit reTepouukn), ae t
gopisHioe Linomy vucny 0-5, 1 abo 2 kinbuesi atomu
KapOOHy reTepouMKiYHOT IPyNu, SIK BapiaHT, 3amille-

It

R2
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Hi okco (=0), Ta ankinbHa, apunbHa Ta reTepoLMKIIiy-
Ha yacTuHmM Buwesraganux R° ta R’ sk BapiaHT, 3a-
MieHi 1-3 3aMmicHMKamu: ranorex, uiaHo, Tpudnyop-
metun, Tpudnyopmetoken, Ci-Cs ankin, C4-Cs
ankokcn, C,-Ce ankeHin, C,-Ce ankinin, (CRSRg)t(Cs-
C1o apun), Ta -(CR®R%)(4-10-uneHHWin reTepoLmkn),
e t gopisHioe uinomg/ yucny 0-5;

kokHuin R® Ta R® HesanexHo BnbpaHo 3 rpynu: H
Ta C4-C4 arnkin; Ta

kokHuit R'® HesanexHo BUGPaHO 3 rpynu: rano-
reH, uiaHo, TpudryopmeTun, TpuUdIyopMeToKeH, -
C(0)O-R®, -OR®, -C(0)(CR®R’),C(O)OR®, ne p aopi-
BHIOE uinomy uucny 1-5, C1-Cg ankin, C,-Cs ankeHin,
C,-Ce ankinin, Ta NRER.

B ocobnveomy BTiNeHHI 3asBneHoro BuHaxody,
3rigHo 3 dopmyrnoio 1, R? - -(CR®R%)(Ce-C1o apun), ae
t gopiBHIOE Ujinomy yncny 2 fo 5, a apuibHy YacTuHy
BKa3aHoro Rz, K BapiaHT, 3amiweHo 1-5 R4, Ta 3a
YMOBMU, LLO R% He € H; sk BapiaHT, KOXHUA R* Hesa-
nexxHo BMOpaHO 3 rpynu: ramnoreH, Hitpo, C4-Cqo an-
kin, -C(O)R®, -C(O)OR®, -OC(O)R®, -C(O)NR°R’- -
(CR®R%)(4-10-uneHHnin reTepoumkn)(ae t OOpIBHIOE
ginomy uncny 0-5), Cs-Cqo umknoarnkin, RG-O-, i ne
ankinbHa, apunbHa Ta reTepoumkriyHa YacTUHN BKa-
3aHoro R4, K BapiaHT, 3amiweHi 1-4 3amicHuKamu,
BMOpaHumu 3 R5, K BapiaHT, KOXHUN R® HesanexHo
BMOpaHo 3 rpynu: ranoreH, TpudpnyopmeTtun, Cq-Ce
ankin, -ORB, C3-C10 umknoankin, Cs-Cqo abpvm, OKCO
(=0), -C(O)R®, -C(O)OR®, -OC(O)R®, -NR°C(O)R®, -
NR®C(O)NR’, -C(ONR°R’, -NR°R’, -NR°OR’, -
NR®SO.R’ Ta -SOZNR6R7, Je apurbHa Ta arnkinbHa
YacTuHW BuLesragaHnx R°, ak BapiaHT, 3amilleHi 1-3
R1°; SIK BapiaHT, KOXHWUIA R' nesanexHo BMOpaHo 3
rpynu: ranoreH, Tpmc;)nyopmemn, -C(0)0-R®, -OR",
C+-Cs ankin Ta NR°R ; SIK BapiaHT, R®- -ORG, -SRG, -
NR°R’, Ta -(CR®R%)(Cs-C1o apun), Ae t AopiBHIOE
uinomy yucny 2 go 5, a apunbHy YacTUHY BKa3aHOro
Rz, SIK BapiaHT, 3amilieHo 1-5 R,

Y We ogHOMy acnekTi 3asiBNeHOro BMHaxody 3a-
NPOMNOHOBaHI cronykx chopmynu (4),

Oe Oyab-sike 3 BU3Ha4YeHb R1, R?T1aR® HaBeaeHo
HIDKYe.
TakoX 3anponoHoBaHi cnonyku dopmynu (4a),

R3

HO. -~ 0

0]
RZ f1R1 ( 43)

Oe Oyab-sike 3 BU3Ha4YeHb R1, R?T1aR® HaBeaeHo
HIDKYe.

Kpim TOro 3anpornoHoBaHi crnonyku dopmynu
(4b),
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R2 w R1 ( 4 b)

ne Oyab-sike 3 BU3Ha4YeHb R1, R?T1aR® HaBeaeHo
HIDKYe.

PosrnsaHyTi cnonyku copmynu (4) oxonmnowTb
crnonyku copmyn (4a) Ta (4b), SKwo He BkasaHe iH-
we.

Y HacTynHoMy acnekTi 3anpornoHOoBaHi Cronyku
cbopM}/nm (4) pe:

R’ - ymknoneHTun;

R? - -(CR°R)n(5-6-4neHHWit reTepoLykn), e BKa-
3aHUIN 5-6-4YNeHHUn reTepounKkn, siK BapiaHT, 3aMmille-
HO NPUHaNMHI OAIHVIM R4;

R® - -(CR°R)(Cs-C1o apun) abo -(CR°R’)(4-10-
UrieHHU reTepoumkn), de KoxHa BkadaHa Ce-Cio
apunbHa Ta 4-10-4yneHHa reTepouukniyHa YacTuHK
BKasaHoro R3, SIK BapiaHT, 3aMilleHi npuHanmHi oa-
HUM R5;

KokHUit R* HesanexHo BMGpaHO 3 rpynu: rano-
ren, -OR%, okco, -NR®R’, -CFs, -CN, -C(O)Rs, -
C(O)OR®, -OC(O)R®, -NR60(O7)R7, -NR®C(O)OR’, -
NR°C(O)NR°R’,  -C(ONR°R’,  -SO.NR°R’, -
NR6802R7, C+-Cs ankin, C,-Ce ankenin ta C,-Cs an-
KiHin, ae BkasaHi C1-Cg ankin, C,-Cs ankeHin ta C,-Cg
arnkiHin, sk BapiaHT, 3aMiLLeHi TpUHanMHi 0 gHUM R5;

KoxHUA R HesanexHo BubpaHo 3 rpynu: Cq-Cg
ankin, rarnoreH, -ORG, -CF3, Ta -CN;

kokHuit R° Ta R’ HesanexHo BMOpaHo 3 rpynu:
rinporeH Ta C1-Cg ankin;

n popisHioe 0, 1, 2, 3, 4, abo 5; Ta

t popientoe 0, 1, 2, 3, 4, abo 5; abo

iX hapmaLeBTUYHO NPUNHATHI coni abo conbBa-
T, 3a yMOBMW, WO cnonyka cdpopmynu (4) He npeacTa-
BNse 6-unknoneHTun-3-[(5,7-
aumetnn[1,2,4]tpuasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(2-eTunnipugunx-4-in)eTun]-4-rigpokcn-
5,6-gurinpo-2H-nipaH-2-oH, 3-[(6-
xnop[1,2,4]Tpuasono[1,5-a]nipumigun-2-in)meTtnn]-6-
LUKMNONEeHTUN-6-[2-(2-eTunnipnanH-4-in)etun]-4-
rigpokcu-5,6-aurigpo-2H-nipaH-2-oH, abo 6-
unknoneHTun-3-[(5,7-aumetun[1,2,4]tpuasonof1,5-
a]nipumignH-2-in)metun]-6-[2-(5-eTunnipngunH-3-
in)etun]-4-rigpokcun-5,6-gurigpo-2H-nipaH-2-oH.

LLle oguH acnekT 3asiBNeHOro BMHaxody CTOCY-
€TbCs cnonyk dopmynu (4), ge:

R'- LIMKMNOMNEHTUIT;

R? - -(CR°R’)n(5-6-uneHHuit reTepouukn), Ae
BKasaHuUM 5-6-4yneHHunn FeTePOLI,VIKJ'I, K BapiaHT, 3a-
MiLLleHO NpuHavMHi ogHuM R™;

R® - -(CR°R")(Cs-C1o apun) abo -(CR°R’)(4-10-
YNeHHUW reTepoumKki), Ae BKa3aHi apwunbHa Ta reTe-
pouumkiyHa YacTuHM BkasaHoro R°, gk BapiaHT, 3ami-
LLeHi NpUHaNMHi 0 QHUM R5;

kokHUit R* HesanexHo BMGpPaHO 3 rpynu: ramno-
reH, -ORG, 0OKCO, -NR6R7, -CF3, -CN, -C(O)RG, -
C(O)OR®, -OC(O)R®, -NRGC(O)R7, -NR°C(O)OR/, -
NR°C(O)NR°R’,  -C(O)NR°R’,  -SO.NR°R’, -
NR6802R7, C+-Cs ankin, Co-Ce ankeHin ta C2-Cs an-
KiHin, ge BkasaHi C1-Cg ankin, Co-Cs ankeHin ta Co-Cs
arnkKiHin, sk BapiaHT, 3aMilLeHi MpuHanMHi o gHUM R5;
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KokHUMit R® HesanexHo BuGpaHo 3 rpynu: Cq-Cs
arnkin, ranoreH, -OR6, -CF3, Ta -CN;

kokHuin R° Ta R’ HesanexHo BUOpaHo 3 rpynu:
rigporeH 1a C4-Cg ankin;

n popieHioe 1 abo 2; Ta

t nopieHioe 1 abo 2; abo

iX hapmaueBTMYHO NPUIHATHI coni abo conbBa-
T, 32 YMOBM, LWO cnonyka cdopmynu (4) He npeacTa-
BNs€ 6-umknoneHTun-3-[(5,7-
anumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(2-eTunnipnamnn-4-in)eTnn]-4-rigpokcu-
5,6-aurigpo-2H-nipaH-2-oH, 3-[(6-
xnop[1,2,4]Tpuasono[1,5-a]nipumignH-2-in)metmn]-6-
LMKroneHTun-6-[2-(2-etunnipngmx-4-in)etunn]-4-
rigpokcu-5,6-aurinpo-2H-nipaH-2-oH, abo 6-
uuknonenTun-3-[(5,7-gumetun[1,2,4]tpunasono[1,5-
a]nipumiguH-2-in)metun]-6-[2-(5-eTunnipmgnH-3-
in)etun]-4-rigpokcu-5,6-anrigpo-2H-nipaH-2-oH.

Kpim TOro sanpornoHoBaHi cnonyku dopmynu (4),
ae:

R'- LIMKNONEHTUIT;

R? - -(CP®P’),(5-6-UneHHuii reTepoLVKkn), A BKa-
3aHUN 5-6-4YNeHHUn reTepounKkn, K BapiaHT, 3aMmille-
HO MPUHaNMHI OAIHI/IM R4;

R® - -(CR°R’)(Cs-C1o apun) abo -(CR°R’)(4-10-
YrleHHUW reTepoumKil), Ae BKa3aHi apunbHa Ta rete-
pouukniyHa YacTuHKM BKasaHoro R°, sik BapiaHT, 3ami-
LeHi NpUHanMHi 0 gHUM R5;

KokHUIt R* HesanexHo BMGpaHO 3 rpynu: ramno-
reH, -ORG, OKCO, -NR6R7, -CF3;, -CN, -C(O)RG, -
C(O)OR®, -OC(O)R®, -NRGC(O)R7, -NR®C(O)OR, -
NR°C(ONR®R’, = -C(O)NR°R’,  -SO.NR°R’, -
NRGSOZR7, C+-Cg ankin, Co-Cs ankeHin t1a C2-Ce an-
KiHin, ge BkasaHi C1-Cg ankin, C,-Cs ankeHin ta C>-Cs
arnkiHin, sk BapiaHT, 3aMiLLeHi TpUHanMHi 0 aHUM R5;

KoxxHUA R HesanexHo BuGpaHo 3 rpynu: Cq-Cg
ankin, ranoreH, -ORG, -CF3, Ta -CN;

kokHuin R° Ta R’ HesanexHo BMOpaHo 3 rpynu:
rigporeH Ta C4-Cg ankin;

n JOpiBHIOE 2; Ta

t nopieHtoe 1 abo 2; abo

iX dhapMaueBTUYHO NPUNHATHI coni abo conbBa-
T, 3a yMOBM, WO cnonyka cpopmynu (4) He npeacTa-
BNse 6-unknoneHtTnn-3-[(5,7-
aumetnn[1,2,4]Tpnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(2-eTunnipngunH-4-in)eTun]-4-rigpokcu-
5,6-gurinpo-2H-nipaH-2-oH, 3-[(6-
xnop[1,2,4]Tpuasono[1,5-a]nipumiguH-2-in)meTtnn]-6-
UUKNONEeHTUN-6-[2-(2-eTunnipnanH-4-in)etun]-4-
rigpokcu-5,6-aurigpo-2H-nipaH-2-oH, abo 6-
umknoneHtun-3-[(5,7-aumetun[1,2,4]tpuasono[1,5-
a]nipumianH-2-in)metun]-6-[2-(5-eTunnipugnH-3-
in)etun]-4-rigpokcun-5,6-guriapo-2H-nipaH-2-oH.

Y We ogHOMY acnekTi 3anpOrnoHOBAHO CMOMyKU
d)OpM}/J'IVI (4), pe:

R’ - umknoneHTun;

R? - -(CR®R)n(5-6-4neHHwit reTepoLukn), e BKa-
3aHUN 5-6-4YNeHHUN reTepouuKn, SiK BapiaHT, 3amille-
HO MPUHaNMHI ogHMM R4;

R® - -(CR®R")i(4-10-UneHHuin reTepoLyKn), Lo siK
BapiaHT, 3aMiLLieHO NpUHaNMHI 0OgHUM R5;

koxHun R* HesanexHo BubOpaHO 3 rpynu: rano-
reH, -ORG, 0KCO, -NR6R7, -CF3, -CN, -C(O)Rs, -
C(O)OR®, -OC(O)R®, -NRGC(O)R7, -NR°C(O)OR/, -
NR®C(O)NR®R’,  -C(ONR°R’,  -SO.NR°R’, -
NR6802R7, C1-Ce ankin, C,-Cg ankeHin ta C,-Cg an-
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KiHin, ae BkasaHi C1-Cg ankin, C>-Cs ankeHin t1a C,-Cs
arnkiHin, sk BapiaHT, 3aMilLeHi npuHanMHi o gHUM R5;

KokHUIA R® HesanexHo BuGpaHo 3 rpynu: Ci-Cg
arnkin, ranoreH, -OR6, -CF3, Ta -CN;

kokHuin R° Ta R’ HesanexHo BUOpaHo 3 rpynu:
rigporeH 1a C4-Cg ankin;

n JOpiBHIOE 2; Ta

t nopieHioe 1 abo 2; abo

iX hapmaueBTMYHO NPUIHATHI coni abo conbBa-
T, 32 YMOBM, WO cnonyka dopmynu (4) He npeacTa-
BNs€ 6-umknoneHTun-3-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumianH-2-
in)metun]-6-[2-(2-eTunnipuaunn-4-in)etnn]-4-rigpokcu-
5,6-gurigpo-2H-nipaH-2-oH, 3-[(6-
xnop[1,2,4]Tpuasono[1,5-a]nipumigun-2-in)metnn]-6-
LMKNONeHTun-6-[2-(2-etunnipuanH-4-in)etun]-4-
riapokcu-5,6-aurigpo-2H-nipaH-2-oH, abo 6-
uuknonenTun-3-[(5,7-gumetun[1,2,4]tpunasono[1,5-
a]nipyMignH-2-in)meTnn]-6-[2-(5-eTunnipnauH-3-
in)etun]-4-rigpokcun-5,6-gurinpo-2H-nipaH-2-oH.

Takox TyT 3anponoHoBaHi crnonyku opmynu (4),
ae:

R'- LIMKINONEHTUIT;

R? - -(CR®R)n(5-6-4neHHwin reTepoLmkn), Ae BKa-
3aHUN 5-6-4YNeHHUA reTepounKkn, K BapiaHT, 3amille-
HO MPUHaNMHI 0/:_}H|/|M R4;

R? - -(CR®R"){(4-10-UneHHui reTepoLyKn), Lo sk
BapiaHT, SaMiLLieHO npvHanMHi ogHum R,

KoxHUM R* HesanexHo BuGpaHO 3 rpynu: rano-
reH, -ORG, OKCO, -NR6R7, -CF3;, -CN, -C(O)RG, -
C(O)OR®, -OC(O)R®, -NRGC(O)R7, -NR®C(O)OR, -
NR®C(O)NR®R’,  -C(O)NR°R’,  -SO.NR°R’, -
NRGSOZR7, C1-Ce ankin, Co-Cg ankeHin ta C,-Cg an-
KiHin, ae BkasaHi C1-Cg ankin, Co-Cs ankeHin ta C-Cs
arnkiHin, sk BapiaHT, 3aMiLLeHi TpUHanMHi 0 aHUM R5;

KoxxHUA R HesanexHo BubGpaHo 3 rpynu: Cq-Ce
ankin, ranoreH, -ORG, -CF3, Ta -CN;

kokHuit R° Ta R’ HesanexHo BMOpaHo 3 rpynu:
rigporeH Ta C4-Cg ankin;

n gopiBHoE 2; Ta t gopiBHioe 1; abo

iX dhapMaueBTUYHO NPUNHATHI coni abo conbBa-
T, 3a yMOBM, WO cnonyka cdopmynu (4) He npeacTa-
BNse 6-umknoneHTun-3-[(5,7-
aumetnn[1,2,4]Tpnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(2-eTunnipuaunH-4-in)eTun]-4-rigpokcu-
5,6-gurinpo-2H-nipaH-2-oH, 3-[(6-
xnop[1,2,4]Tpuasono[1,5-a]nipumigux-2-in)meTtnn]-6-
LUUKNONeHTUN-6-[2-(2-eTunnipnann-4-in)etun]-4-
rigpokcun-5,6-aurigpo-2H-nipaH-2-oH, abo 6-
uuknoneHTun-3-[(5,7-anmetun[1,2,4]tpnasono[1,5-
a]nipumianH-2-in)metun]-6-[2-(5-eTunnipugnH-3-
in)etun]-4-rigpokcun-5,6-gurinpo-2H-nipaH-2-oH.

LLle oguH acnekT cTOCyeTbCA Cronyk chopmMynm
(4), ne:

R’ - umknoneHTun;

R? - -(CHa)z(nipuaun), -(CHo)o(nipasonin), -
(CH2)2(niponin), -(CH_2)2(okca3sonin), -
(CH2)o(Tia3onin), -(CH2)2(imigazonin), -
(CH2)2(i3okcasonin), -(CHz)(i3oTia3onin), -
(CH2)2(1,2,3-Tpnasonin), -(CHz)2(1,3,4-Tpuasonin), -
(CH2)2(1,3,4-Tiagiazonin),  (CH2)2(nipuaasmHin),
(CH2)2(nipymigmnin),  -(CHz)z(nipasmnin), abo -
(CH2)2(1,3,5-TprasuHin), KOXHUIA 3 SKUX, SIK BapiaHT,
3aMiL|.geHo NpYHaNMHI OgHUM R4;

R? - <(CR®R")i(4-10-UneHHui reTepoLyKn), Lo siK
BapiaHT, 3aMiLLeHO NpUHaNMHi OOHUM R5;



17

KokHMit R* HesamexHo BMGpaHO 3 rpynu: rano-
reH, -OR6, OKCO, -NR6R7, -CF3, -CN, -C(O)RS, -
C(O)OR®, -OC(O)R®, -NR6C(O7)R7, -NR®C(O)OR’,
NR°C(O)NR°R’,  -C(O)NR°R’,  -SO.NR°R’, -
NR6802R7, C+-Cs ankin, C,-Ce ankeHnin ta C,-Cs an-
KiHin, ae BkasaHi C1-Cg ankin, C,-Ce ankeHin ta Co-Cs
arnkiHin, sk BapiaHT, 3aMiLleHi NpuHanMHi 0 gHUM R5;

KokHUI R® HesanexHo BuGpaHo 3 rpynu: Cq-Cg
ankin, rarnoreH, -OR6, -CF3, Ta -CN;

kokHuin R° Ta R’ HesanexHo BMOpaHo 3 rpynu:
rigporeH ta C4-Cg ankin;

Ta t gopiBHioe 1 abo 2; abo

iX hapmaueBTMYHO NPUNHATHI coni abo conbBa-
T, 3a yMOBMW, WO cronyka dpopmynu (4) He npeacTa-
BNs€ 6-umknoneHTun-3-[(5,7-
anmeTtun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-6-[2-(2-eTunnipuagunx-4-in)eTun]-4-rigpokcn-
5,6-aurigpo-2H-nipaH-2-oH, 3-[(6-
xnop[1,2,4]Tpuasono[1,5-a]nipumigun-2-in)metnn]-6-
LMKNONeHTUN-6-[2-(2-eTunnipuany-4-in)etun]-4-
rigpokcu-5,6-aurigpo-2H-nipaH-2-oH, abo 6-
uuknonenTun-3-[(5,7-anmetun[1,2,4]tpunasono[1,5-
a]nipumigun-2-in)metun]-6-[2-(5-eTunnipmgnH-3-
in)etun]-4-rigpokcun-5,6-gurinpo-2H-nipaH-2-oH.

Kpim TOro s3anpornoHoBaHi cnonyku dopmynu (4),

ae:
R'- LIMKINONEHTUIT;
R? - -(CH)xnipuaun), -(CHa)z(nipasonin), -
(CH2)2(niponin), -(CHz)2(okcasonin), -
(CH2)o(Tiazonin), -(CHz)2(imigazonin), -

(CH2)2(i3okcasonin), -(CHa).(i3oTiazonin), -
(CH2)2(1,2,3-tpunasonin), -(CH2)2(1,3,4-Tpnasonin), -
(CH2)2(1,3,4-Tiagiazonin),  (CHg)2(nipugasuuin), -
(CH2)2(nipumigmHin),  -(CHaz)z(nipasunin), abo -
(CH2)2(1,3,5-TpmnasmHin), KOXHUN 3 SKUX, SK BapiaHT,
3aMiL|.geHo NpUHaNMHI OgHUM R4;

R - -(CH2)(4-10-uneHHui retepouukn), WO sK
BapiaHT, 3aMiLLieHO NpPUHANMHI OgQHUM R5;

koxHun R* HesanexHo BubpaHO 3 rpynu: rano-
reH, -ORG, OKCO, -NR6R7, -CF3, -CN, -C(O)Re, -
C(O)OR®, -OC(O)R®, -NRGC(O)R7, -NR°C(O)OR/, -
NR°C(O)NR®R’, ~ -C(O)NR°R’,  -SO.NR°R’,
NR6802R7, C+-Cs ankin, C2-Ces ankeHin 1a C2-Cs an-
KiHin, ge BkasaHi C1-Cg ankin, Co-Cs ankeHin ta C>-Cs
arkiHin, sk BapiaHT, 3aMileHi TpUHanMHi O AHUM R5;

KokHUA R® HesanexHo BuGpaHo 3 rpynu: Cq-Cs
ankin, ranorex, -ORG, -CF3, Ta-CN; Ta

kot R° Ta R’ HesanexHo BMOpaHo 3 rpynu:
rigporeH Ta C4-Cg ankin; abo

X hapmMaueBTUYHO NPUNHATHI coni abo conbBa-
T, 3a yMOBM, L0 cnonyka copmynu (4) He npeacTa-
BNsie 6-umknoneHTun-3-[(5,7-
aumetun[1,2,4]Tpnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(2-eTunnipugunH-4-in)eTun]-4-rigpokcu-
5,6-gurigpo-2H-nipaH-2-oH, 3-[(6-
xnop[1,2,4]Tpnasono[1,5-a]nipumignH-2-in)meTnn]-6-
UUKNONeHTun-6-[2-(2-eTunnipnann-4-in)etun)-4-
rigpokcu-5,6-avrigpo-2H-nipaH-2-oH, abo 6-
uuknoneHTun-3-[(5,7-anmetun[1,2,4]tpnasono[1,5-
anipymigunH-2-in)meTnn]-6-[2-(5-eTunnipnanH-3-
in)eTun]-4-rigpokcun-5,6-gurinpo-2H-nipaH-2-oH.

LLle ognH acnekT cTocyeTbCs Crnonyk opMymnu
(4), pe:

R'- LIMKNOMNEHTWUIT;

R? - -(CHy)z(nipuaun), -(CHa)o(nipasonin), -
(CH2)2(niponin), -(CHz2)2(okcasonin), -
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(CH2)o(Tia3onin), -(CHz)2(imiga3zonin), -
(CH2)2(i3okcasonin), -(CHz)2(i3oTiazonin), -
(CH2)2(1,2,3-Tpnaszonin), -(CH)2(1,3,4-Tpuasonin), -
(CH2)2(1,3,4-Tiagiazonin),  (CHy)2(nipupasuHin), -
(CH2)2(nipymigwmnin),  -(CHz)z(nipasumnin), abo -
(CH2)2(1,3,5-TprasuHin), KOXHUIA 3 SKUX, SIK BapiaHT,
3aMiu.geHo NPUHaNMHI OOHUM R4;

R® - -(CH)([1,2,4]tpuasono[1,5-a]nipumignH-2-
in), Wo sk BapiaHT, 3amilLleHO NpuHaMHi ogHuUM R”;

KokHUIt R* HesanexHo BMGpaHO 3 rpynu: rano-
reH, -ORS, OKCO, -NR6R7, -CF3;, -CN, -C(O)Rs, -
C(O)OR®, -OC(O)R®, -NR60(O)R7, -NR®C(O)OR, -
NR°C(O)NR°R’,  -C(ONR°R’,  -SO.NR°R’, -
NR6802R7, C:Cs ankin, C,-Cg ankeHnin ta C,-Cg anki-
Hin, ae BkasaHi C4-Cg ankin, C,-Ce ankeHnin 1a C-Cs
arnkiHin, sk BapiaHT, 3aMiLLeHi MpUHanMHi 0 gHUM R5;

KoxHUA R HesanexHo BubpaHo 3 rpynu: Cq-Cg
ankin, rarnoreH, -ORS, -CF3, Ta-CN; Ta

kokHuit R° Ta R’ HesanexHo BMOpaHo 3 rpynu:
rigporeH Ta C4-Cg arnkin; abo

iX hapmaLeBTMYHO NpPUNHATHI coni abo conbBa-
T, 3a yMOBMW, WO cnonyka dpopmynu (4) He npeacTa-
BNse 6-umknoneHTun-3-[(5,7-
aumetnn[1,2,4]tpuasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(2-eTunnipuaunx-4-in)eTun]-4-rigpokcn-
5,6-gurigpo-2H-nipaH-2-oH, 3-[(6-
xnop[1,2,4]Tpuasono[1,5-a]nipumigux-2-in)meTtnn]-6-
LMKMNONEeHTUN-6-[2-(2-eTunnipnany-4-in)etun]-4-
rigpokcu-5,6-aurinpo-2H-nipaH-2-oH, abo 6-
uuknonenTun-3-[(5,7-anmetun[1,2,4]tpunasono[1,5-
a]nipumignH-2-in)metun]-6-[2-(5-eTunnipngunH-3-
in)etun]-4-rigpokcun-5,6-gurinpo-2H-nipaH-2-oH.

LLle oguH acnekT cTocyeTbCcs crnonyk chopmynm
(4), pe:

R’ - umknoneHTun;

R? - -(CHa)z(nipuaun), -(CH)(nipasonin),
(CH2)2(niponin), -(CHz)2(okcasonin), -
(CH2)o(Tiazonis), -(CHa)2(imigazonin), -
(CH_2)2(i3okcasonin), -(CHa).(i3oTiazonin), -
(CH2)2(1,2,3-Tpnazonin), -(CH)2(1,3,4-Tpunasonin), -
( (
( (
(

CHy)2(1,3,4-Tiagiazonin),  (CHaz)2(nipupasunin), -
CHa)z(nipumiguHin),  -(CHz2)o(nipa3uHin), abo -
CH2)2(1,3,5-TprasuHin), KOXHUA 3 SKUX, SIK BapiaHT,
3aMiL|.geHo npYHanNMHi 0OgHUM R4;

R* - -(CH)([1,2,4]tpuasono[1,5-a]nipumignH-2-
in), WO siK BapiaHT, 3aMiLLleHO NpUHanMHi ogHum R>;

koxHun R* HesanexHo BubpaHO 3 rpynu: rano-
reH, -ORG, 0OKCO, -NR6R7, -CF3, -CN, -C(O)RG, -
C(O)OR®, -OC(O)R®, -NRGC(O)R7, -NR°C(O)OR/, -
NR°C(O)NR®R’, = -C(O)NR°R’,  -SO.NR°R’, -
NR6802R7, C1-Ce ankin, C,-Cg ankeHin ta C,-Cg an-
KiHin, oe BkasaHi C1-Cg ankin, Co-Cs ankeHin ta C>-Cs
arnkiHin, sk BapiaHT, 3aMilLeHi NpuHanMHi o gHUM R5;

KokHMI R® HesanexHo BuGpaHo 3 rpynu: Ci-Ce
arnkin, ranoreH, -OR6, -CF3, Ta-CN; Ta

kokHuin R° Ta R’ HesanexHo BUOpaHo 3 rpynu:
rigporeH 1a C4-Cg ankin; abo

iX hapmaueBTMYHO NPUIHATHI coni abo conbBa-
T, 32 YMOBM, LWO cnonyka cdopmynu (4) He npeacTa-
BNsie 6-umknoneHTun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(2-eTunnipuaunn-4-in)eTnn]-4-rigpokcu-
5,6-purigpo-2H-nipaH-2-oH, 3-[(6-
xnop[1,2,4]Tpuasono[1,5-alnipumignn-2-in)metnn]-6-
LMKNONeHTun-6-[2-(2-etunnipuany-4-in)etun]-4-
rigpokcun-5,6-aurigpo-2H-nipaH-2-oH, abo 6-
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umknoneHt™mn-3-[(5,7-gumerun[1,2,4]tpnasono[1,5-
a]nipumiguH-2-in)metun]-6-[2-(5-eTunnipmgnH-3-
in)etun]-4-rigpokcu-5,6-aurigpo-2H-nipaH-2-oH.

Kpim Toro 3anponoHoBaHo cronyku opmynu (4),
ae:

R'- LIMKNONEHTUN;

R? - (CHy)o(nipuaun) a6o -(CHy)z(nipasonin), ko-
)KZWM 3 AKUX, SIK BapiaHT, 3aMilLleHO NpuHaMHi OgHUM
R

R® - -(CHo)([1,2,4]Tpuasorno[1,5-a]nipymianH-2-
in), Wo sk BapiaHT, 3amilLieHO NpuHaiMHi ogHuUM R”;

KoXHUM R* HesanexHo BWOpaHO 3 rpynu: rano-
reH, -ORS, OKCO, -NR6R7, -CF3, -CN, -C(O)RS, -
C(O)OR®, -OC(O)R®, -NRSC(O)R7, -NR®C(O)OR’, -
NR°C(O)NR°R’,  -C(ONR°R’,  -SO.NR°R’, -
NR6SOZR7, C+-Cs ankin, C,-Ce ankenin ta C,-Cs an-
KiHin, ae BkasaHi C1-Cg ankin, C>-Cs ankeHin ta C,-Cs
arnkiHin, siKk BapiaHT, 3aMiLLeHi NpuHanMHi 0 gHUM R5;

KokHUI R® HesanexHo BuGpaHo 3 rpynu: Cq-Cs
ankin, rarnoreH, -ORG, -CF3, Ta-CN; Ta

kokHuin R° Ta R’ HesanexHo BMOpaHo 3 rpynu:
rigporeH Ta C4-Cg ankin; abo

iX hapmaueBTMYHO NpPUNHATHI coni abo conbBa-
T, 3a yMOBMW, WO cnonyka dopmynu (4) He npeacTa-
BNse 6-umknonenTmn-3-[(5,7-
anmeTtun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-6-[2-(2-eTunnipuaunx-4-in)eTun]-4-rigpokcn-
5,6-gurigpo-2H-nipaH-2-oH, 3-[(6-
xnop[1,2,4]Tpmasono[1,5-a]nipumigun-2-in)metnn]-6-
LMKMNONeHTUN-6-[2-(2-eTunnipuany-4-in)etun]-4-
rigpokcu-5,6-aurigpo-2H-nipaH-2-oH, abo 6-
uuknoneHTun-3-[(5,7-aumetnn[1,2,4]1pnasonof1,5-
a]nipumigun-2-in)metun]-6-[2-(5-eTunnipmgnn-3-
in)etun]-4-rinpokcun-5,6-gurigpo-2H-nipaH-2-oH.

LLle oguH acnekT cTtocyeTbCcst crnonyku chopmynm
(4), pe:

R’ - umknoneHTun;

R? - -(CHa)o(nipuann) abo -(CHz)x(nipasonin), ko-
XHWUA 3 SIKKX, SIK BapiaHT, 3aMilleHO NpUHarMHi OgHUM
3aMiCHUKOM, BI/I6£)aHI/IM 3 rpynu: ranoreH, C4-Cg an-
Kin, -ORG, Ta -NR R7;

R® - -(CH.)([1,2,4]tpuasono[1,5-a]nipumianH-2-
in), Wo AK BapiaHT, 3aMilLleHO NPWHaNMHI OOHUM 3a-
MiCHMKOM, BUBpaHum 3 rpynu: ranoreH 1a C4-Cg an-
Kin; Ta

kokHuit R® Ta R’ HesanexHo BMOpaHo 3 rpynu:
rigporeH Ta C4-Cg ankin; abo

iX dhapMaueBTUYHO NPUNHATHI coni abo conbBa-
T, 3a yMOBM, O cnonyka cdopmynu (4) He npeacTa-
BNnse 6-unknoneHtTun-3-[(5,7-
aumetnn[1,2,4]Tpnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(2-eTunnipugunH-4-in)eTun]-4-rigpokcu-
5,6-gurinpo-2H-nipaH-2-oH, 3-[(6-
xnop[1,2,4]Tpnasono[1,5-a]nipumiguH-2-in)meTtnn]-6-
UUKNONeHTUN-6-[2-(2-eTunnipnann-4-in)etun]-4-
rigpokcu-5,6-aurigpo-2H-nipaH-2-oH, abo 6-
umknoneHtun-3-[(5,7-aumetun[1,2,4]rpuasonof1,5-
a]nipumianH-2-in)metun]-6-[2-(5-eTunnipugnH-3-
in)etun]-4-rigpokcun-5,6-gurinpo-2H-nipaH-2-oH.

Kpim TOro Lie 3anponoHoBaHi cnonyku copmynu
(4), pe:

R’ - umknoneHTun;

R? - -(CHa)2(nipuamn), Wo sik BapiaHT, 3amilieHo
NpYHanNMHi OOHUM 3aMiCHUKOM, BM69aHMM 3 rpynu:

ranoreH, C4-Cg arnkin, -ORG, Ta -NR® ;
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R® - -(CHo)([1,2,4]Tpua3oro[1,5-a]nipymianH-2-
in), Wo AK BapiaHT, 3aMilLeHO NpVHaWMHI OJHUM 3a-
MiCHVKOM, BUOpaHuM 3 rpynu: ranoreH 1a C4-Cs an-
Kin; Ta

kokHuit R® Ta R’ HesanexHo BUOpaHoO 3 rpynu:
rigporeH Ta C4-Cg ankin; abo

X hapmMaueBTUYHO NPUNHATHI coni abo conbBa-
T, 3a yMOBM, LWO cnonyka cdopmynu (4) He npeacTa-
BNsie 6-uuknoneHTun-3-[(5,7-
aumetun[1,2,4]Tpnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(2-eTvnnipugnH-4-in)eTun]-4-rigpokcu-
5,6-gurigpo-2H-nipaH-2-oH, 3-[(6-
xnop[1,2,4]tpuasono[1,5-a]nipumignH-2-in)meTnn]-6-
UMKNONeHTUn-6-[2-(2-eTunnipnann-4-in)etun)-4-
rigpokcun-5,6-aurigpo-2H-nipaH-2-oH, abo 6-
uuknoneHTun-3-[(5,7-gumetun[1,2,4]tpnasono[1,5-
a]nipumiguH-2-in)metun]-6-[2-(5-eTunnipmgnH-3-
in)eTun]-4-rigpokcun-5,6-gurinpo-2H-nipaH-2-oH.

Takox 3anponoHoBaHi cnonyku copmynu (4), ge:

R'- LIMKNONEHTUN;

R? - -(CHa)o(nipa3onin), o sik BapiaHT, 3amilLieHo
NpUHaMMHi OAHUM 3aMiCHUKOM, Bm6eaHMM 3 rpynu:
ranoreH, C4-Cg arkin, -ORS, Ta -NR® ;

R® - -(CHo)([1,2,4]Tpuasorno[1,5-a]nipymiaunH-2-
in), Wo sk BapiaHT, 3aMilLeHO MPUHANMHI OOHUM 3a-
MiCHUKOM, BMOBpaHum 3 rpynu: ranoreH Ta Cq-Cg an-
Kin; Ta

kokHuin R® Ta R’ HesanexHo BUOpaHo 3 rpynu:
rigporeH ta C4-Cg ankin; abo

iX hapmaueBTMYHO NPUNHATHI coni abo conbBa-
T, 3@ yMOBMW, WO cronyka dpopmynu (4) He npeacTa-
BNsiE 6-uuknoneHtTun-3-[(5,7-
anmetun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-6-[2-(2-eTunnipnant-4-in)eTnn]-4-rigpokcu-
5,6-aurigpo-2H-nipaH-2-oH, 3-[(6-
xnop[1,2,4]Tpuasono[1,5-a]nipumignH-2-in)metnn]-6-
LMKnoneHTun-6-[2-(2-etunnipngmnx-4-in)etunn]-4-
rigpokcn-5,6-aurinpo-2H-nipaH-2-oH, abo 6-
uuknonenTun-3-[(5,7-anmetun[1,2,4]tpunasono[1,5-
a]nipumigun-2-in)metun]-6-[2-(5-etunnipmgnH-3-
in)etun]-4-rigpokcu-5,6-anrigpo-2H-nipaH-2-oH.

Y Wwe ogHOMy acnekTi 3anpornoHOBaHO CMOMyKW,
BMOpaHi 3 rpynu:

6-[2-(6-amiHO-5-eTUN-2-meTnnnipnguH-3-in)etunn]-
6-umnknoneHTun-3-(5,7-aumetnn[1,2,4]rpnasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-5,6-gurigpo-2H-
nipaH-2-oH;

6-umknoneHTun-3-[(5,7-
anmeTtun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-6-[2-(4-eTnnipnaunH-2-in)eTvn]-4-rigpokcu-
5,6-aurigpo-2H-nipaH-2-oH;

6-LmknoneHTUN-6-[2-(4-etTunnipngmnH-2-in)etnn]-
4-rigpokcn-3-[(6-meTtun[1,2,4]Tpnasono[1,5-
a]nipumigun-2-in)metun]-5,6-gurigpo-2H-nipaH-2-oH;

6-umknoneHTMN-6-[2-(2,6-gietmnnipnanH-4-
in)etun]-3-(5,7-ammeTnn[1,2,4]tpnaszono[1,5-
a]nipumigun-2-in)metun]-4-rigpokcu-5,6-gurigpo-2H-
nipaH-2-oH;

6-LumnKnoneHTun-6-[2-(2,6-gumetTnnnipnanH-4-
in)etun]-3-(5,7-ammeTnn[1,2,4]tpnaszono[1,5-
a]nipumigun-2-in)metun]-4-rigpokcu-5,6-gurigpo-2H-
nipaH-2-oH;

6-umknoneHTun-3-[(5,7-
anvetunn[1,2,4]tpuasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(5-eTokcn-2-eTnnnipuaunH-4-in)etmn]-4-
rigpokcmn-5,6-gurinpo-2H-nipaH-2-oH;
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6-umknoneHTun-3-[(5,7-
aumetun[1,2,4]tprnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(2-etnn-5-meTokeunipnanH-4-in)eTun)-
4-rigpoken-5,6-guriapo-2H-nipaH-2-oH;
6-umknoneHTun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcn-6-[2-(2-isonponinnipngnH-4-
in)etnn]-5,6-gurigpo-2H-nipaH-2-oH;
6-umknoneHTun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(2-etnn-6-isonponinnipngnH-4-
in)etun]-4-rigpokcu-5,6-aurigpo-2H-nipaH-2-oH;
6-umknoneHTun-3-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(2-etnn-6-meTunnipuguH-4-in)etun]-4-
riapokeu-5,6-aurinpo-2H-nipaH-2-oH;
6-umknoneHTUN-6-[2-(2,6-gieTunnipngnH-4-
in)etun]-4-rigpokcun-3-[(6-metun[1,2,4]tpnasono[1,5-
a]nipumiguH-2-in)metun]-5,6-gurigpo-2H-nipaH-2-oH;
6-umKrnoneHTUN-6-[2-(2-etun-5-meTokcunipnamH-
4-in)etun]-4-rigpokcu-3-[(6-
metun[1,2,4]Tpmasono[1,5-alnipumigun-2-in)metnn]-
5,6-aurigpo-2H-nipaH-2-oH;
6-umknoneHTun-3-[(5,7-
anmeTtun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-6-[2-(2-etnn-5-nponokcunipngnH-4-
in)etun]-4-rigpokcu-5,6-anrigpo-2H-nipaH-2-oH;
6-LmKrnoneHTUN-6-[2-(5-eTokcn-2-eTMNNipnanH-4-
in)etun]-4-rigpokcun-3-[(6-metnn[1,2,4]tpnasono[1,5-
a]nipumiguH-2-in)metun]-5,6-gurigpo-2H-nipaH-2-oH;
6-LMKNnoneHTnN-6-[2-(2-eTnn-5-nponokcmnipuanH-
4-in)etun]-4-rigpokcu-3-[(6-
metun[1,2,4]Tpmasono[1,5-alnipumiguH-2-in)meTtnn]-
5,6-aurigpo-2H-nipaH-2-oH;
6-{2-[2,6-6ic(2,2,2-Tpndnyopetun)nipngnH-4-
in]Jetun}-6-unknoneHTuN-4-rigpokcu-3-[(6-
meTun[1,2,4]Tpmasono[1,5-alnipumiguH-2-in)meTtnn]-
5,6-aurigpo-2H-nipaH-2-oH;
6-umnknoneHTun-3-[(5,7-
anvetnn[1,2,4]tpuasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(6-eTnn-3-meToKCUNipUaNH-2-in)eTun]-
4-rigppoken-5,6-aurigpo-2H-nipaH-2-oHx;
6-umknoneHTun-3-[(5,7-
anvetnn[1,2,4]tpuasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(1-etun-1H-nipason-4-in)etnn]-4-
rigpokcmn-5,6-gurinpo-2H-nipaH-2-oH;
6-umknoneHTun-3-[(5,7-
anvetnn[1,2,4]tpuasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcn-6-[2-(1-isonponin-1H-nipason-4-
in)etun]-5,6-aurigpo-2H-nipaH-2-oH;
6-umknoneHTun-3-[(5,7-
anvetunn[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-4-rigpokcn-6-[2-(5-metokcn-2-
MeTunnipuann-4-in)etnn]-5,6-gurigpo-2H-nipaH-2-oH;
6-{2-[2,6-6ic(2,2,2-Tpndnyopetmn)nipuanH-4-
inletun}-6-unknoneHTun-3-[(5,7-
anvetun[1,2,4]tpuasono[1,5-a]nipumiamH-2-
in)meTtun]-4-rigpokcun-5,6-gurigpo-2H-nipaH-2-oH;
5-6pomo-1-(2-{2-umnknoneHTun-5-[(5,7-
anvetnn[1,2,4]tpuasono[1,5-a]nipumiamH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)nipuanH-2(1H)-oH;
1-(2-{2-unknoneHTnn-5-[(5,7-
anvetnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)-5-etunnipngnH-2(1H)-ok;
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2-[3-xnop-5-(2-{2-umknoneHtunn-5-[(5,7-
anvetnn[1,2,4]tpuasonol1,5-a]nipumiamH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
in}eTun)nipnavH-2-inj-2-MeTUNNponaHHITpuT;

(+)-6-{2-[2,6-6ic(2,2,2-TpncpnyopeTnn)nipnanH-4-
injletun}-6-unknoneHTnn-3-[(5,7-
anvetnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
in)meTtun]-4-rigpokcun-5,6-gurinpo-2H-nipaH-2-oH,;

(-)-6-{2-[2,6-6ic(2,2,2-TpncpnyopeTnn)nipnanH-4-
inletun}-6-uuknonenTun-3-[(5,7-
anveTnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
in)metun]-4-rigpokcun-5,6-aurigpo-2H-nipaH-2-oHx;

(+)-6-umknoneHtun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(2-etnn-5-meTokeunipnanH-4-in)eTun)-
4-rigpoken-5,6-gurigpo-2H-nipaH-2-oH;

(-)-6-umknonenTun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(2-etnn-5-meTokeunipuanH-4-in)eTun)-
4-rigpoken-5,6-gurigpo-2H-nipaH-2-oH;

(+)-6-umknoneHTun-6-[2-(2,6-gieTunnipnanH-4-
in)etnn]-3-[(5,7-ammeTnn[1,2,4]tpnaszono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-5,6-gurigpo-2H-
nipaH-2-oH,

(-)-6-umknoneHTUn-6-[2-(2,6-gieTnnnipuguH-4-
in)etun]-3-[(5,7-ammeTnn[1,2,4]tpnaszono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-5,6-gurigpo-2H-
nipaH-2-oH;

(+)-6-umknoneHtun-3-[(5,7-
anmeTtun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-6-[2-(5-eTokcn-2-eTnnnipnamnH-4-in)etnn]-4-
riapokcu-5,6-aurinpo-2H-nipaH-2-oH;

(-)-6-umknoneHTun-3-[(5,7-
anmeTtun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-6-[2-(5-eTokcn-2-eTnnnipuamnH-4-in)etnn]-4-
riapokcn-5,6-aurinpo-2H-nipaH-2-oH;

(+)-6-umknoneHtun-3-[(5,7-
anmeTtun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-6-[2-(2-etnn-5-nponokcunipngnH-4-
in)etun]-4-rigpokcu-5,6-anrigpo-2H-nipaH-2-oH;

(-)-6-umknoneHTnn-3-[(5,7-
anmeTtun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metnn]-6-2-(2-eTnn-5-nponokcunipngnH-4-
in)etun]-4-rigpokcu-5,6-anrigpo-2H-nipaH-2-oH;

(+)-6-umknoneHTun-6-[2-(5-eTokcu-2-
etunnipnanH-4-in)etun]-4-rigpokcmn-3-[(6-
meTun[1,2,4]Tpmasono[1,5-alnipumiguH-2-in)meTtnn]-
5,6-gurigpo-2H-nipaH-2-oH; Ta

(-)-6-umknoneHTUN-6-[2-(5-eTokCn-2-
etunnipnaunH-4-in)etun]-4-rigpokcmn-3-[(6-
metunn[1,2,4]tpnasono[1,5-alnipumMignH-2-in)metnn]-
5,6-gurigpo-2H-nipaH-2-oH; abo

iX hapmaueBTMYHO NPUIHATHI coni abo conbBa-
™.

HacTynHui acnekT 3asiBNeHoro BUHaxogy CTOCy-
€Tbcs crnonyk coopmynu (4),

ae:

R'- LIMKNOMNEHTWUIT;

R? - -(CR°R")n(Cs-C10 apun) abo -(CR°R),(4-10-
YreHHUI reTepouunkn), Ae KoxHui BkasaHum Ce-Cio
apun 1a 4-10-4neHHun reTePOLI,I/IKJ'I, SIK BapiaHT, 3a-
MiLLleHO NpuHariMHi ogHuM R™;

R® - -(CR°R"){(4-10-uneHHWit reTepoumkn) 3ami-
LeHo npuHarMHi ogHMM R, Ta Kpim Toro, siKk BapiaHT,
3amiLleHo npuHanmHi ogHumM C1-Cg ankinom;



23

KokHMit R* HesanexHo BMGpaHO 3 rpynu: rano-
reH, -OR6, OKCO, -NR6R7, -CF3, -CN, -C(O)RS, -
C(O)OR®, -OC(O)R®, -NRGC(O)R7, -NR®C(O)OR’,
NR°C(O)NR®R’,  -C(O)NR°R’,  -SO.NR°R’, -
NR®°SO.R’, C,C; arnkin, Co-Cs ankeHin Ta Co-Cs arnki-
Hin, ae BkasaHi C4-Cg ankin, C-Ce ankeHin 1a C2-Cs
arnkiHin, sk BapiaHT, 3aMilLeHi NpuHanMHi ogHUM R5;

R® - ranoreH, okco, Cs-Cs umknoankin, Cs-Cqo
apwun, -OR6, -C(O)ORG, -NR°R” Ta 4-10-uneHHuit re-
TepouuKn, 3amilleHnn R6;

kokHuin R® Ta R’ HesanexHo BUOpaHoO 3 rpynu:
rigporeH 1a Cq-Cg arnkin;

n gopisHioe 0,1, 2, 3,4, abo 5; Ta

t nopientoe 0, 1, 2, 3, 4, abo 5; abo

X hapmMaueBTUYHO NPUIHATHI coni abo conbBa-
T, 32 YMOBM, LWO cnonyka cdopmynu (4) He NpeacTa-
BNsie 6-{2-[4-(6eH3nnokcm)deHinletun}-6-
umknoneHT\n-3-[(2-uvknonponin-6-
riApOKCUNipUMIanH-4-in)meTun]gurigpo-2H-nipax-
2,4(3H)-gioH, wmetun  {5-[(6-umknoneHTUN-6-{2-[4-
(amdpnyopmeTtnn)-3-cbnyopdeHinletun}-2,4-
piokcoTeTparigpo-2H-nipaH-3-in)meTunlizokcason-3-
injkapbamar; abo 6-[2-(5-xnop-2,4-
AvmeTokeudeHin)etun]-6-unknoneHTnn-3-[(3-
nipnanH-2-in-1,2,4-okcagiason-5-in)metnnlauvrigpo-
2H-nipaH-2,4(3H)-gaioH.

Y We ogHOMY acnekTi 3anpOrnoHOBAaHO CMOMyKU
(bOpMYJ‘IVI (4), pe:

R’ - ymknoneHTun;

R? - -(CR°R")n(Cs-C10 apun) abo -(CR°R)n(4-10-
YreHHUI reTepouunkn), Ae KoxHui BkasaHum Ce-Cio
apun 1a 4-10-4neHHun reTePOLI,I/IKJ'I, SIK BapiaHT, 3a-
MiLLleHO NpuHaMHi ogHuM R™;

R® - -(CHg)(4-10-UneHHuii reTepouukn), Lo 3a-
MiLLleHO npuHanMHi ogHuMm R, Ta kpim Toro, sik Bapi-
aHT, 3aMmilleHo npuHaMHi ogHuM C1-Cg ankinom;

KokHMit R* HesamexHo BMGpaHO 3 rpynu: rano-
reH, -OR6, OKCO, -NR6R7, -CF3, -CN, -C(O)RS, -
C(O)OR®, -OC(O)R®, -NRGC(O)R7, -NR®C(O)OR’, -
NR°C(O)NR°R’,  -C(O)NR°R’,  -SO,NR°R’,
NR6802R7, C+-Cs ankin, C,-Ce ankenin ta C,-Cs an-
KiHin, ae BkasaHi C1-Cg ankin, C>-Cs ankeHin t1a C,-Cs
arnkiHin, sk BapiaHT, 3aMilLeHi npuHanMHi ogHUM R5;

R® - ranoreH, okco, Cs-Cg umknoankin, Cs-C1o
apwun, -OR6, -C(O)ORG, -NR°R” Ta 4-10-uneHHuit re-
TepouuKr, 3amiLleHnn R6;

kokHuin R® Ta R’ HesanexHo BUOpaHo 3 rpynu:
rigporeH 1a C4-Cg ankin;

n popieHioe 0, 1, 2, 3, 4, abo 5; Ta

t nopienioe 0, 1, 2, 3, 4, abo 5; abo

iX hapmaueBTMYHO NPUIHATHI coni abo conbBa-
T, 32 YMOBM, WO cnonyka dopmynu (4) He nNpeacTa-
BNsie 6-{2-[4-(6eH3nnokcm)deHinletun}-6-
uuknoneHTun-3-[(2-uuknonponin-6-
riApoKCUNipUMIanH-4-in)meTun]gurigpo-2H-nipax-
2,4(3H)-pgioH, wmetnn  {5-[(6-umknoneHTUN-6-{2-[4-
(andnyopmetun)-3-conyopdeHinjetun}-2,4-
piokcoTeTparigpo-2H-nipan-3-in)metunlizokcason-3-
injkapbamar; abo 6-[2-(5-xnop-2,4-
AnmeTokcudeHin)etun]-6-unknoneHTnn-3-[(3-
nipnanH-2-in-1,2,4-okcagiason-5-in)metun]gurigpo-
2H-nipaH-2,4(3H)-gioH.

Kpim TOro s3anpornoHoBaHi cnonyku dopmynu (4),

ne:
R'- LINKNONEHTUN,
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R2 - -(CHz)z(Cs-Cm apmn) abo -(CH2)2(4-10-
YNeHHUM reTepoumkn), Ae KoxHui BkasaHui Ce-Cio
apun T1a 4-10-4neHHun FeTePOLWIKJ'I, AIK BapiaHT, 3a-
MiLLleHO NpuHanMHi ogHuM R™;

R® - -(CHg)(4-10-uneHHWii reTepouukn), Lo 3a-
MilLleHo npuHanMHi ogHUM R, Ta Kkpim Toro, sik Bapi-
aHT, 3aMilLleHo npuHaiMHi ogHum C1-Cg ankinom;

KokHUIt R* HesanexHo BMGpaHO 3 rpynu: ramo-
reH, -ORG, OKCO, -NR6R7, -CF3, -CN, -C(O)RG, -
C(O)OR®, -OC(O)R®, -NRGC(O)R7, -NR®C(O)OR, -
NR°C(ONR°R’,  -C(O)NR°R’,  -SO.NR°R’, -
NRGSOZR7, C+-Cg ankin, Co-Cs ankeHin t1a C2-Ce an-
KiHin, ae BkasaHi C1-Cg ankin, Co-Cs ankeHin ta C>-Cs
arnkiHin, sk BapiaHT, 3aMiLLeHi MpUHanMHi 0 gHUM R5;

RS - ranoreH, okco, Cs3-Cg umknoankin, Cs-Cqo
apwvn, -ORG, -C(O)ORG, -NR°R’ T1a 4-10-uneHHWit re-
Tepouukn, 3amiLleHun Re;

koHuit R® Ta R’ HesanexHo BMOpaHo 3 rpynu:
rigporeH Ta C4-Cg ankin;

n pgopisHioe 0, 1, 2, 3, 4, abo 5; Ta

t nopientoe 0, 1, 2, 3, 4, abo 5; abo

iX dhapMaueBTUYHO NPUNHATHI coni abo conbBa-
T, 3a yMOBM, WO cnonyka cdopmynu (4) He npeacTa-
BNse 6-{2-[4-(6eHannokcu)deHinletnn}-6-
umknoneHTun-3-[(2-umknonponin-6-
rifpokcunipumignH-4-in)metun]aurinpo-2H-nipax-
2,4(3H)-gioH, wmetun  {5-[(6-umknoneHTUN-6-{2-[4-
(amdpnyopmeTnn)-3-cpnyopdeHinletun}-2,4-
JiokcoTeTparigpo-2H-nipaH-3-in)metunlisokcason-3-
injkapbamar; abo 6-[2-(5-xnop-2,4-
AvmeTokcudeHin)eTun]-6-unknoneHTnn-3-[(3-
nipuauH-2-in-1,2,4-okcagjason-5-in)metun]aurigpo-
2H-nipaH-2,4(3H)-gioH.

Ha popaTok, TyT 3anponoHOBaHi Crnonyku, Bub-
paHi 3 rpynu:

2-[4-(2-{2-umknoneHtnn-5-[(1,5-gnmeTnn-3-okco-
2-peHin-2,3-gurigpo-1H-nipason-4-in)metnn]-4-
rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-injetun)-2-
dryopdeHin]-2-mMmeTunnponaHHiTpurn;

ertun 2-[(6-{2-[3-xnop-4-(1-uiaHo-1-
MeTUneTun)eHin]eTnn}-6-LumknoneHTun-4-rigpokcu-
2-0Kco-5,6-gurigpo-2H-nipaH-3-
in)metun][1,2,4]tpnasono[1,5-a]nipumiamH-6-
kapbokcunar;

6-[2-(5-xnop-2,4-anmeTtokcndeHin)etun]-6-
uuknoneHTun-4-rigpokcu-3-[(1-metnn-3-nipasunH-2-in-
1H-1,2,4-tpnason-5-in)metun]-5,6-gurinpo-2H-nipax-
2-0OH;

6-[2-(5-xnop-2,4-gnmeTokcudpeHin)eTun]-6-
uuknoneHTun-4-rigpokcu-3-[(1-metnn-3-nipngmH-2-in-
1H-1,2,4-tpnason-5-in)metun]-5,6-gurinpo-2H-nipax-
2-0OH;

6-[2-(5-xnop-2,4-gumeTokcudpeHin)etun]-6-
uuknoneHTun-4-rigpokcun-3-[(1-metnn-3-denin-1H-
1,2,4-Tpnason-5-in)meTtnn]-5,6-gurigpo-2H-nipaH-2-
OH;

2-{4-[2-(2-umknoneHTun-4-rigpokcu-5-{[1-metunn-
3-(6-meTunnipuamnn-2-in)-1H-1,2,4-tpnason-5-
in]metnn}-6-okco-3,6-gurigpo-2H-nipaH-2-in)eTvn]-2-
dnyopdeHin}-2-MeTUnnponaHHiTpus;

2-{4-[2-(2-umknoneHTnn-5-{[1,3-gumeTnn-5-(4-
MeTunpiperasuH-1-in)-1H-nipaszon-4-injmetnn}-4-
rigpokcu-6-okco-3,6-aurigpo-2H-nipaH-2-in)etun]-2-
dnyopdeHin}-2-MeTUnnponaHHiTpu;

2-[4-(2-{2-umknoneHTun-4-rigpokcu-5-[(1-metunn-
3-nipasuH-2-in-1H-1,2,4-tpnason-5-in)metun]-6-okco-
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3,6-aurigpo-2H-nipan-2-in}etun)-2-dnyopdeHin]-2-
MeTURNPONaHHITPUn,

2-[4-(2-{2-umknoneHTnn-5-[(3-eTun-1-metnn-5-
mopdoniH-4-in-1H-nipazon-4-in)metun]-4-rigpokcu-6-
okco-3,6-aurigpo-2H-nipan-2-in}etun)-2-
dryopdeHin]-2-meTunnponaHHiTpun;

2-[4-(2-{2-umknoneHtnn-5-[(1,3-gnmeTun-5-
MopdoniH-4-in-1H-nipason-4-in)metun]-4-riapokcm-6-
okco-3,6-aurigpo-2H-nipan-2-in}etun)-2-
cnyopdeHin]-2-meTunnponaHHiTpun; Ta

2-{4-[2-(2-umnknoneHTnn-5-{[3-(gndnyopmerun)-
5-(gumeTunamino)-1-metun-1H-nipason-4-injmetun}-
4-rigpokcn-6-okco-3,6-gurigpo-2H-nipaH-2-in)etun]-2-
dnyopdeHin}-2-meTunnponaHHiTpun; abo

iX hapmaueBTMYHO NPUNHATHI coni abo conbBa-
™.

Y HacTynHOMy acrnekTi 3asiBfIeHOro B1Haxogy 3a-
NPOMNOHOBaHi crnonykx chopmynu (4),

ae:

R'- LIMKMNONEHTUN,

R? - -(CR6R7)n(C6-C1o apwun), oe BkasaHu Cg-Cqo
apun 3amilleHo NpuHanMHi 0 gHUM R* Ta sik BapiaHT,
3aMiu.g3eHo NpUHaNMHI OgHUM R4b;

R? - -(CR°R’)(Cs-C1o apun) abo -(CR°R’)(4-10-
YrleHHU reTepoumKil), Ae BKa3aHi apunbHa Ta rete-
pouuKniYHa YaCcTUHW BKa3aHoro R3, K BapiaHT, 3ami-
LeHi NpUHanMHi 0gHUM R5;

KokHUI R*? HesanexHo BuGpaHO 3 rpynu: -O(4-
10-4neHHuA retepouukn), -S(4-10-4neHHWMn reTepo-
uwkn), Ta -(CR°R7)(4-10-4neHHUI reTepoLmK);

kokHuit R*™ HesanexHo BMGpaHO 3 rpynu: rano-
reH, okco, -NR°R’, -CF3, -CN, -C(O)R®, -C(O)ORG, -
OCéO)RG, -NR®C(O)R’, -NR®C(O)ORY, -
NR°C(ONR®R’,  -C(O)NR°R’,  -SO.NR°R’, -
NR6802R7, C+-Cg ankin, Co-Cs ankeHin t1a C2-Ce an-
KiHin, ge BkasaHi C1-Cg ankin, C.-Cs ankeHin ta C,-Cs
arnkiHin, sk BapiaHT, 3aMiLleHi TpUHanMHi 0 aHUM R5;

KokHUI R® HesanexHo BuGpaHo 3 rpynu: Cq-C
ankin, ranoreH, -ORG, -CF3, Ta -CN;

kokHuin R° Ta R’ HesanexHo BMOpaHo 3 rpynu:
rigporeH Ta C4-Cg ankin;

n pgopisHioe 0, 1, 2, 3, 4, abo 5; Ta

t popientoe 0,1, 2, 3, 4, abo 5; abo

iX dhapMaueBTUYHO NPUNHATHI coni abo conbBa-
™.

LLle oguH acnekT cTocyeTbCs Crnonyk chopmynm
(4), pe:

R'- LIMKMNOMNEHTUIT;

R? - -(CH2)2(Ce-C1o apun), ae Bkasanuit Ce-Cio
apun 3amilleHo NpuHanMHi OgHUM R* Ta sk BapiaHT,
3aMiL|.geHo npvHanMHi 0OgHUM R4b;

R® - -(CR°R")(C¢-C10 apun) abo -(CR°R’)(4-10-
YNeHHU reTepouurKn), Ae BKa3aHi apwunbHa Ta reTe-
pouumkiyHa YacTuHM BkasaHoro R°, gk BapiaHT, 3ami-
LLeHi NpUHaNMHI 0QHUM Rs;

kokHU R*® HesanexHo BuGpaHo 3 rpynut: -O(4-
10-uneHHun retepoumkn), -S(4-10-4uneHHun reTepo-
uwkn), Ta -(CR°R’)(4-10-4neHHuit reTepoLmkn);

KoXHUA R™ HesanexHo BubOpaHO 3 rpynu: rano-
re, okco, -NR°R’, -CF3, -CN, -C(O)R®, -C(O)OR“, -
OCéO)Re, -NR°C(O)R, -NR°C(O)OR, -
NR°C(O)NR®R’, -C(ONR°R’, -SO.NR°R’, -
NR6802R7, C1-Ce ankin, C,-Cg ankeHin ta C,-Cg an-
KiHin, ae BkasaHi C1-Cg ankin, C>-Cs ankeHin t1a C,-Cs
arnkiHin, sk BapiaHT, 3aMilLeHi npuHanMHi ogHUM R5;
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KokHUIA R® HesanexHo BuGpaHo 3 rpynu: Ci-Ce
ankin, ranoreH, -OR6, -CF3, Ta -CN;

kokHuin R° Ta R’ HesanexHo BUOpaHo 3 rpynu:
rigporeH 1a C¢-Cg ankin; ta

t nopienioe 0, 1, 2, 3, 4, abo 5; abo

iX hapmaueBTMYHO MPUIHATHI coni abo conbBa-
™.

Takox TyT 3anponoHoBaHi cnonykun copmynu (4),
ae:

R'- LIMKNONEHTUN;

R? - -(CH2)2(Ce-Cio apun), ae BkasaHuit Cs-C1o
apun 3amilleHo npuHanmHi ogHum R™, Ta sk BapiaHT,
3aMiu.geHo NpUHaNMHI OOHUM R4b;

R® - -(CH2)(Ce-C1io apwun) abo -(CHz)(4-10-
YreHHUW reTepoumK), Ae BKa3aHi apunbHa Ta rete-
pouuKniYHa YacTUHU BKa3aHoro R3, SIK BapiaHT, 3aMi-
LeHi IpMHanMHi 0 gHUM R5;

KokHUI H*® HesanexHo BuGpaHo 3 rpynu: -O(4-
10-uneHHu retepoumkn), -S(4-10-4neHHUn reTepo-
ukn), Ta -(CR°R)((4-10-4neHHWI reTepoLmK);

kokHuit R*™ HesanexHo BuGpaHO 3 rpynu: rano-
reH, okco, -NR°R’, -CF3, -CN, -C(O)R®, -C(O)ORG, -
OCéO)RG, -NR®C(O)R’, -NR®C(O)OR, -
NR°C(O)NR°R’, -C(ONR°R’,  -SO.NR°R’, -
NRGSOZR7, C1-Ce ankin, Co-Cg ankeHin ta C,-Cg an-
KiHin, ae BkasaHi C1-Cg ankin, C,-Cs ankeHin ta C-Cs
arnkiHin, sk BapiaHT, 3aMiLLeHi MpuHanMHi 0 gHUM R5;

KoxHUA R HesanexHo BuGpaHo 3 rpynu: Cq-Ce
ankin, ranoreH, -ORG, -CF3, Ta -CN;

kokHuin R° Ta R’ HesanexHo BMOpaHo 3 rpynu:
rinporeH Ta C4-Cg ankin; Ta

t popieHioe 0 abo 1; abo

iX hapmaLeBTMYHO NpUNHATHI coni abo comnbBa-
™.

Kpim TOro wie, TyT 3anponoHoBaHi Cronyku gop-
My $4), ne:

R’ - umknoneHTun;

R? - -(CH2)2(Ce-C1o apun), ae Bkasanuit Ce-Cio
apun 3amilleHo NpuHanMHi 0gHUM R*, Ta sk BapiaHT,
3aMiL|.geHo nNpUHanNMHi 0OgHUM R4b;

R” - -(CH2)(4-10-uneHHuin retepouukn), oe Bka-
3aHi apunbHa Ta reTepouumkiiyHa YacTUHM BKa3aHoro
R3, SIK BapiaHT, 3aMilLleHi NpUHanNMHi 0OgHUM R5;

KokHU R*® HesanexHo BuGpaHO 3 rpynu: -O(4-
10-uneHHun retepoumkn), -S(4-10-4neHHUn reTepo-
uwkn), Ta -(CR°R’)(4-10-4neHHMit reTepoLmk),

KoXHUA R™ HesanexHo BMOpaHO 3 rpynu: rano-
reH, okco, -NR°R’, -CF3, -CN, -C(O)R®, -C(O)ORG, -
OCéO)RG, -NR°C(O)R, -NR°C(O)OR, -
NR°C(O)NR°R’,  -C(ONR°R’,  -SO.NR°R’,
NRGSOZR7, C1-Ce ankin, C,-Cg ankeHin ta C,-Cg an-
KiHin, oe BkasaHi C1-Cg ankin, Co-Cs ankeHin ta Co-Cs
arkiHin, ik BapiaHT, 3aMileHi NpUHaNMHi O AHUM R5;

KokHUA R® HesanexHo BuGpaHo 3 rpynu: Cq-C
arnkin, ranoreH, -OR6, -CF3, Ta -CN;

kot R° Ta R’ HesanexHo BUOpaHoO 3 rpynu:
rigporeH Ta C4-Cs ankin; Ta

t nopieHtoe 0 abo 1; abo

X hapmMaueBTUYHO NPUNHATHI coni abo conbBa-
™.

Y We ogHOMY acnekTi 3anpOroHOBAaHO CMOMyKU
d:)OpMYJ‘II/I (4), pe:

R’ - ymknoneHTun;

R? - -(CH2)2(Ce-C1o apun), ge BkasaHuit Ce-Cio
apun 3amileHo NpuHanMHi O gHUM R* Ta sk BapiaHT,
3aMilLleHO NpUHaNMHI OHUM R4b;
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R® - -(CHo)([1,2,4]Tpua3orno[1,5-a]nipymianH-2-
in), Wo siK BapiaHT, 3amilleHO NPUHANMHI OQHUM 3a-
MiCHUKOM, BMGpaHuM 3 rpynu: ranoreH T1a C4-Cs an-
Kif;

KokHUI R*® HesanexHo BuGpaHo 3 rpynu: -O(4-
10-4neHHun retepouunkn), -S(4-10-4neHHW reTepo-
k), Ta -(CR°R’)(4-10-UneHHuit reTepoLmKkn);

KOoXHMN R™ HesanexHo BMOpaHO 3 rpynu: rano-
reH, okco, -NR°R’, -CF3, -CN, -C(O)R®, -C(O_)ORS, -
OCéO)RS, -NR°C(O)R’, -NR®C(O)OR’, -
NR°C(O)NR°R’, -C(ONR°R’,  -SO.NR°R’, -
NR6802R7, C+-Cs ankin, C,-Ce ankenin ta C,-Cs an-
KiHin, ae BkasaHi C1-Cg ankin, C,-Cs ankeHin ta C,-Cs
ankiHin, sk BapiaHT, 3aMiLLeHi NpuHanMHi o gHUM R5;

KokHUI R® HesanexHo BuGpaHo 3 rpynu: Cq-C
ankin, rarnoreH, -ORG, -CF3, Ta -CN;

kokHuin R° Ta R’ HesanexHo BMOpaHo 3 rpynu:
rigporeH 1a C4-Cg ankin; ta

t popieHioe 0 abo 1; abo

iX hapmaueBTMYHO NpPUNHATHI coni abo conbBa-
™.

Y HacTynHOMy acnekTi Lie 3anpornoHOBaHO Cro-
NyKn cPopmynM (4), pe:

R’ - yuknoneHTun;

R? - -(CH2)2(Ce-C1o apun), ge BkasaHuit Ce-Cio
apun 3amilleHo NpuHanmMHi 0 gHUM R* Ta sik BapiaHT,
3aMiu.|éeHo NpUHaNMHI OQHUM R4b;

R® - -(CH)([1,2,4]tpuasono[1,5-a]nipumignH-2-
in), 3amilWeHni NpMHaNMHi OAHUM 3aMiCHUKOM, BUO-
paHum 3 rpynu: ranoreH Ta Cq1-Cs ankin;

KokHUI R*® HesanexHo BuGpaHO 3 rpynu: -O(4-
10-uneHHuni retepoumkn), -S(4-10-4neHHUn reTepo-
uwkn), Ta -(CR°R’)(4-10-4neHHMI reTepoLmK);

kokHuit R*™ HesanexHo BMGpaHO 3 rpynu: rano-
reH, okco, -NR°R’, -CF3, -CN, -C(O)R®, -C(O)ORG, -
OCéO)RG, -NR®C(O)R’, -NR®C(O)ORY, -
NR°C(O)NR®R’,  -C(ONR°R’,  -SO.NR°R’,
NR6802R7, C1-Ce ankin, Co-Cg ankeHin ta C,-Cg an-
KiHin, ge BkasaHi C1-Cg ankin, Co-Cs ankeHin ta C>-Cg
arnkiHin, sk BapiaHT, 3aMiLleHi TpUHanMHi 0 aHUM R5;

KoxHUA R HesanexHo BuOpaHo 3 rpynu: Cq-Ce
ankin, ranoreH, -ORG, -CF3, Ta -CN;

kokHuit R° Ta R’ HesanexHo BMOpaHo 3 rpynu:
rinporeH Ta C4-Cs ankin; Ta

t nopieHtoe 0 abo 1; abo

iX dhapmMaueBTUYHO NPUNHATHI coni abo conbBa-
™.

Takox 3anponoHoBaHi crnonyku, BubpaHi 3 rpynu:

6-umknoneHTnn-3-(5,7-
aumetnn[1,2,4]Tpnasono[1,5-a]nipumignH-2-
in)metnn]-6-{2-[3-etnn-4-(1H-1,2,4-tpnason-1-
inmeTnn)dpeHinjetnn}-4-rigpokcn-5,6-aurigpo-2H-
nipaH-2-oH;

6-umknoneHTnn-3-(5,7-
aumetnn[1,2,4]Tpnasono[1,5-a]nipumignH-2-
in)metun]-6-{2-[3-etnn-4-(1H-nipason-1-
inmeTnn)dpeHinjetnn}-4-rigpokcn-5,6-aurigpo-2H-
nipaH-2-oH;

6-umknoneHTun-6-{2-[3-etnn-4-(1H-nipason-1-
inmeTun)deHin]etTnn}-4-rigpokcu-3-[(6-
metun[1,2,4]tpnasono[1,5-alnipumignH-2-in)meTnn]-
5,6-aurigpo-2H-nipaH-2-oH;

6-umknoneHTun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metnn]-6-{2-[3-etnn-4-(1,3-tia3on-2-
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inokcu)deHinletnn}-4-rinpokcn-5,6-aurinpo-2H-nipax-
2-0OH;

6-umknoneHTun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-{2-[3-eTun-4-(mopgoniH-4-
inmeTun)deHrin)etun}-4-rigpokcn-5,6-gurigpo-2H-
nipaH-2-oH;

6-umknoneHtnn-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-{2-[3-eTun-4-(1,3-okcason-2-
in)dpenin]etun}-4-rigpokcu-5,6-gurigpo-2H-nipaH-2-
OH,

6-umknoneHTnN-6-{2-[3-eTnn-4-(1,3-okcason-2-
in)dpenin]etun}-4-rigpokcu-3-([1,2,4]tpnazono[1,5-
a]nipyumigunH-2-inmeTun)-5,6-gurigpo-2H-nipaH-2-oH,

6-umknoneHTnN-6-{2-[3-eTnn-4-(1,3-okcason-2-
in)dexin]etun}-4-rigpokcu-3-[(6-
metun[1,2,4]Tpmasono[1,5-alnipumigun-2-in)metunn]-
5,6-gurigpo-2H-nipaH-2-oH;

(+)-6-umknoneHtnn-3-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-{2-[3-eTun-4-(1,3-okcason-2-
in)dpeninletun}-4-rigpokcu-5,6-gurigpo-2H-nipaH-2-
OH,

(-)-6-uuknonentTun-3-[(5,7-
anmeTtun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-6-{2-[3-etun-4-(1,3-okcason-2-
in)dpeninletun}-4-rigpokcu-5,6-gurigpo-2H-nipaH-2-
OH; Ta

6-umknoneHTnn-3-(5,7-
anmeTtun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-6-{2-[3-etun-4-(niponiguH-1-
inmeTun)deHinletun}-4-rigpoken-5,6-aurigpo-2H-
nipaH-2-oH; abo

iX hapmaueBTMYHO NPUNHATHI coni abo conbBa-
™.

Y HacTynHOMy acnekTi 3asiBNeHOro B1uHaxogy 3a-
NPOMOHOBAHI CNOMyKW, BUBPaHi 3 rpynu:

6-umknoneHTnn-3-(5,7-
anmeTtun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-6-[2-(5-eTnn-4-rigpokcu-2-
nponokcudeHin)etun]-4-rigpokcu-5,6-gurigpo-2H-
nipaH-2-oH;

[4-(2-{2-umknoneHTun-5-[(5,7-
anmeTtun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)meTtun]-4-rigpokcu-6-okco-3,6-anrigpo-2H-nipaH-2-
in}etun)-2-etundeHinlaueToHiTpurn;

6-uvknoneHTnn-3-(5,7-
aumetnn[1,2,4]tpuasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(3-etun-4-metundeHin)etun]-4-
rigpokcu-5,6-aurinpo-2H-nipaH-2-oH;

(6R)-6-umknoneHTun-6-[2-(5-etun-2,4-
purigpokcudeHin)etun]-4-rigpokcu-3-[(6-
meTun[1,2,4]Tpmasono[1,5-a]nipumiguH-2-in)meTtnn]-
5,6-aurigpo-2H-nipaH-2-oH;

6-umknoneHTun-3-[(5,7-
aumetnn[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(2-eTokcn-5-eTnn-4-
rigpokcudpeHin)eTun]-4-rigpokcn-5,6-aurigpo-2H-
nipaH-2-oH;

6-umknoneHTun-3-[(5,7-
aumetnn[1,2,4]Tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcn-6-{2-[4-meTokcu-3-
(TpucbnyopmeTnn)dpeHinletun}-5,6-aurigpo-2H-nipaH-
2-0OH;
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6-umknoneHTun-3-[(5,7-
anvetnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
in)metun]-6-[2-(5-etnn-2,4-gumetokcudpeHin)etvnn]-4-
rigpokcu-5,6-aurinpo-2H-nipaH-2-oH;

6-umknoneHTUn-6-[2-(2-eTokcn-5-etnn-4-
rigpokcudeHin)etunn]-4-rigpoken-3-[(6-
metun[1,2,4]tpmasono[1,5-alnipumigun-2-in)metunn]-
5,6-auvrigpo-2H-nipaH-2-oH;

6-umknoneHTun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(5-etnn-4-rigpokcu-2-
isonponokcudeHin)etnn]-4-rigpokcu-5,6-aurigpo-2H-
nipaH-2-oH;

6-umknoneHTun-6-[2-(5-etun-4-rigpokcu-2-
nponokcudeHin)etun]-4-rigpokcun-3-[(6-
metun[1,2,4]Tpmasono[1,5-alnipumigun-2-in)metunn]-
5,6-aurigpo-2H-nipaH-2-oH;

6-umknoneHTun-3-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumianH-2-
in)metun]-6-[2-(5-etnn-2-rigpokcu-4-
nponokcuderin)etun]-4-rigpokcn-5,6-aurigpo-2H-
nipaH-2-oH;

6-umknoneHTun-6-[2-(5-etun-2-rigpokcn-4-
nponokcuderin)etun]-4-rigpokcun-3-[(6-
metun[1,2,4]Tpmasono[1,5-alnipumigun-2-in)metnn]-
5,6-gurigpo-2H-nipaH-2-oH;

6-umknoneHTun-3-[(5,7-
anmeTtun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-6-[2-(5-etnn-4-rigpokcu-2-
isobyTokcudeHin)etun]-4-rigpokcu-5,6-gurigpo-2H-
nipaH-2-oH;

6-umknoneHTun-3-[(5,7-
anmeTtun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-4-rigpokcn-6-{2-[4-rigpokcu-3-meTnn-5-
(2,2,2-Tpudpnyopetun)dpeninletnn}-5,6-aurigpo-2H-
nipaH-2-oH;

6-umknoneHTun-3-[(5,7-
anmeTtun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-4-rigpokcn-6-{2-[4-rigpokcn-2-nponokcu-5-
(2,2,2-Tpucpnyopetun)dpeninletnn}-5,6-aurigpo-2H-
nipaH-2-oH;

2-[4-(2-{2-umnknoneHTnn-4-rigpokcn-5-[(6-
meTtun[1,2,4]tpnasono[1,5-a]nipumigann-2-in)metnn]-6-
okco-3,6-aurigpo-2H-nipaH-2-intetun)-2-
MeTUnNeHin]-2-meTunnponaHHITpu,

2-[4-(2-{2-umknoneHTun-5-(1,3-ammeTnn-1H-
1,2,4-Tpnaszon-5-in)metun]-4-rigpokcu-6-okco-3,6-
aurigpo-2H-nipan-2-intetun)-2-cnyopdeHin]-2-
METUMNPONaHHITPUN;

2-[4-(2-{2-umknoneHTnn-5-[(1-eTun-1H-nipason-4-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
in}etun)-2-cpnyopdeHin]-2-MeTMnnponaHHiTpun;

2-[4-(2-{2-umknoneHTun-4-rigpokcn-5-[(1-meTmn-
1H-nipa3on-4-in)metun]-6-okco-3,6-gurigpo-2H-
nipaH-2-injetunn)-2-cnyopdeHin]-2-
MEeTUMNPONaHHITPUI;

2-[4-(2-{2-umknoneHTnn-4-rigpokcu-6-okco-5-
[(1,3,5-TpumeTnn-1H-nipason-4-in)meTtnn)]-3,6-
aurigpo-2H-nipan-2-in}etun)-2-cpnyopdeHin]-2-
MEeTUMNPONaHHITPUIN;

2-[4-(2-{2-umknoneHtnn-5-[(1,5-gumetun-1H-
nipason-4-in)meTun]-4-rigpokcun-6-okco-3,6-gurigpo-
2H-nipaH-2-in}etun)-2-cnyopdeHin]-2-
MEeTUMNPONaHHITPUI;

2-[4-(2-{2-umknoneHtTnn-5-[(1-eTun-3-metun-1H-
nipason-4-in)meTun]-4-rigpokcun-6-okco-3,6-gurigpo-
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2H-nipaH-2-in}etun)-2-dnyopdeHin]-2-
METUMNPONaHHITPUI;
2-[4-(2-{5-[(5-xnop-1,3-anmeTnn-1H-nipason-4-
in)metun]-2-umknoneHTun-4-rigpokcu-6-okco-3,6-
aurigpo-2H-nipan-2-in}etun)-2-cpnyopdeHin]-2-
METURNPONaHHITPUI;
2-{4-[2-(5-{[5-xn0op-1-meTnn-3-(Tpucnyopinetnn)-
1H-nipazon-4-in]meTnn}-2-umknoneHTnn-4-rigpokcu-
6-okco-3,6-gurigpo-2H-nipax-2-in)etnn]-2-
dnyopdeHin}-2-MeTunnponaHHiTpus,
2-(2-xnop-4-{2-[2-unknoneHTnn-4-rigpokcu-5-
(imigaso[1,2-b][1,2,4]TpnasnH-6-inmetnn)-6-okco-3,6-
avrinpo-2H-nipax-2-injetun}deHin)-2-
METURNPONaHHITPU;
6-[2-(5-xnop-2,4-gumeTtokcudpeHin)eTmn]-6-
uuknoneHTun-3-[(1-etnn-3,5-gumetun-1H-nipason-4-
in)meTtun]-4-rigpokcun-5,6-gurinpo-2H-nipaH-2-oH;
6-[2-(3-xnop-4-izonponokcudyeHin)etun]-6-
uuknoneHTun-3-[(1-etnn-3,5-gumetun-1H-nipason-4-
in)metun]-4-rigpokcun-5,6-gurigpo-2H-nipaH-2-oH;
2-[4-(2-{2-umknoneHTnn-5-[(2-etun-5-okco-5H-
[1,3,4]Tiapia3ono[3,2-a]nipumignH-7-in)metun]-4-
rigpokcu-6-okco-3,6-anrigpo-2H-nipax-2-injetnn)-2-
nyopdeHin]-2-meTunnponaHHiTpun;
2-[2-xnop-4-(2-{2-umknoneHtTnn-5-[(1,3-aumetun-
1H-1,2,4-tpnason-5-in)metun]-4-rigpokcun-6-okco-3,6-
avrigpo-2H-nipan-2-in}etun)dexin]-2-
MeTUNNPONaHHITPU;
2-[2-xnop-4-(2-{2-unknoneHtTnn-5-[(1-etnn-1H-
nipason-4-in)meTun]-4-rigpokcn-6-okco-3,6-aurigpo-
2H-nipaH-2-in}eTun)deHin]-2-MeTunnponaxHiTpur;
2-[2-xnop-4-(2-{2-umicnoneHTun-4-rigpokcn-5-(1-
meTun-1H-nipason-4-in)metun]-6-okco-3,6-gurigpo-
2H-nipaH-2-in}eTun)deHin]-2-MeTunnponaxHiTpun;
2-[2-xnop-4-(2-{2-umknoneHTnn-4-rigpokcn-6-
okco-5-[(1,3,5-TpumeTnn-1H-nipason-4-in)metnn]-3,6-
avrinpo-2H-nipan-2-in}etun)deHxin]-2-
METUMNPONaHHITPWI;
2-[4-(2-{2-umknoneHtnn-5-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumianH-2-
in)metunH-rigpokcu-6-okco-3,6-aurigpo-2H-nipaH-2-
injetun)-2-(Tpudnyopmetun)deHinl-2-
METUMNPONAaHHITPUI;
6-umknoneHTun-3-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumianH-2-
in)metun]-4-rigpokcn-6-{2-[4-rigpokcmn-3-
(Tpudnyopmetun)deHinletvun}-5,6-gurigpo-2H-nipaH-
2-OH;
2-[4-(2-{2-umknoneHTnn-4-rigpokcu-5-[(6-
metun[1,2,4]Tpnasono[1,5-a]nipumignH-2-in)metmn]-6-
okco-3,6-aurigpo-2H-nipaH-2-intetun)-2-cnyop-5-
riapokcudeHin]-2-MmeTunnponaHHiTpus,
[4-(2-{2-umknoneHTuN-4-rigpokcn-5-[(6-
meTtun[1,2,4]Tpnasono[1,5-a]nipumignH-2-in)metnn]-6-
okco-3,6-aurigpo-2H-nipaH-2-intetun)-2-
eTundeHinjaueToHiTpun;
[4-(2-{2-umknoneHTun-5-(5,7-
anmeTtun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
in}etun)-2-(TpudnyopmMeTun)deHin]jaueToHiTpurT;
2-[4-(2-{2-umknoneHTun-5-[(5,7-
anmeTtun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)-2-(Tpudpnyopmetun)dpeHinl-2-
eTunbyTaHHITpun;
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2-[4-(2-{2-umknoneHtnn-5-[(3-eTun-1-metun-1H-
1,2,4-tpnason-5-in)metun]-4-rigpokcu-6-okco-3,6-
aurinpo-2H-nipan-2-in}etun)-2-cpnyopdeHin]-2-
MeTURNPOoNaHHITPuUn,

2-[4-(2-{2-umknoneHTnn-5-(1-etun-3,5-gumeTnn-
1H-nipason-4-in)metun]-4-rigpokcu-6-okco-3,6-
aurigpo-2H-nipan-2-in}etun)-2-cpnyopdeHin]-2-
MEeTUNPONaHHITpMN;Ta

2-[4-(2-{2-umknoneHtnn-5-[(1-eTun-5-metun-1H-
1,2,4-Tpnason-3-in)metun]-4-rigpokcu-6-okco-3,6-
avrigpo-2H-nipan-2-in}etun)-2-cpnyopdeHin]-2-
MEeTUNNPONaHHiTpur; abo

iX hapmaueBTMYHO NPUIHATHI coni abo conbBa-
™.

Y Wwe ogHOMY acrneKkTu 3asiBNeHOro BMHaxo4y 3a-
NPOMOHOBaHI CNOMyKW, BUBpaHi 3 rpynu:

(+)-[4-(2-{2-umknoneHTnn-5-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumianH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
in}etun)-2-etundpeHinlaueToHiTpun;

(-)-[4-(2-{2-umknoneHTnn-5-(5,7-
anmeTtun[1,2,4]tpnasono[1,5-a]nipumianH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
in}etun)-2-etundeHinlaueToHiTpun;

(+)-6-umknoneHtun-3-[(5,7-
anmetun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-6-[2-(5-etnn-4-rigpokcn-2,3-gurigpo-1-
6eH3odypaH-7-in)etun]-4-rigpokcu-5,6-gurigpo-2H-
nipaH-2-oH;

(-)-6-umknonenTun-3-[(5,7-
anmeTtun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-6-[2-(5-etnn-4-rigpokcn-2,3-gurigpo-1-
6eH3odypaH-7-in)etun]-4-rigpokcu-5,6-gurigpo-2H-
nipaH-2-oH;

(+)-6-umknoneHtnn-3-[(5,7-
anmeTtun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-6-[2-(2-etokcu-5-etnn-4-
rigpokcudeHin)etnn]-4-rigpokcn-5,6-aurigpo-2H-
nipaH-2-oH;

(-)-6-umknoneHTun-3-[(5,7-
anmeTtun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-6-[2-(2-etokcu-5-etnn-4-
rigpokcudeHin)etnn]-4-rigpokcn-5,6-aurigpo-2H-
nipaH-2-oH;

(+)-6-umknoneHT\n-6-[2-(2-eTokcn-5-eTnun-4-
rigpokcudpeHin)eTtun]-4-rigpokcun-3-[(6-
metun[1,2,4]Tpmasono[1,5-alnipumiguH-2-in)meTtnn]-
5,6-aurigpo-2H-nipaH-2-oH;

(-)-6-umknoneHTUN-6-[2-(2-eTokCn-5-eTNN-4-
rigpokcudeHin)eTtun]-4-rigpokcun-3-[(6-
meTtunn[1,2,4]tpnasono[1,5-alnipuMignH-2-in)metnn]-
5,6-gurigpo-2H-nipaH-2-oH;

(+)-6-umknoneHtnn-3-[(5,7-
anvetnn[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcn-6-{2-[4-rigpokcu-3-(2,2,2-
Tpudnyopetun)deHinletnn}-5,6-gurigpo-2H-nipaH-2-
OH; Ta

(-)-6-umknoneHTun-3-[(5,7-
anvetunn[1,2,4]tpuasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcn-6-{2-[4-rigpokcu-3-(2,2,2-
Tpudnyopetun)deHinletnn}-5,6-guriapo-2H-nipaH-2-
OH; abo

iX dhapMaueBTUYHO NPUNHATHI coni abo conbBa-
™.

3asBneHnin BMHaxig KpiM TOro CTOCYETbCS CMo-
nyk, BUGpaHux 3 rpynu:
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N-[4-(2-{2-unknoneHTnn-5-[(5,7-
anvetunn[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
in}etun)-2-eTundeHin]meTaHcynsoHamig;

N-[4-(2-{2-umknoneHTnn-4-rigpokcu-5-[(6-
meTtunn[1,2,4]tpnasono[1,5-alnipymigann-2-in)metnn]-6-
0kKco-3,6-aurigpo-2H-nipax-2-injetun)-2-
eTundeHin]vetaHcynboHamia;

N-(4-{2-[2-umknoneHTnn-4-rigpokcu-6-okco-5-
([1,2,4]tpnaszonol[1,5-a]nipumignH-2-inmetun)-3,6-
avrigpo-2H-nipaH-2-injetun}-2-
eTundeHin)MeTaHcynbgoHamia;

N-[4-(2-{2-unknoneHTnn-5-[(5,7-
anvetnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
in}etun)-2-etundeHin]eTaHcynbhoHamig;

N-[4-(2-{2-umknoneHTnn-5-[(5,7-
anvetnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
in)metun]-4-rigpokcmn-6-okco-3,6-gurigpo-2H-nipaH-2-
in}eTun)-2-eTundeHinjnponatx-1-cynbgoHamiz,;

MEeTUN 4-(2-{2-unknoneHTun-5-(5,7-
anvetnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
in}etun)-2-etunbeH3oar;

6-umnknoneHTUn-6-(2-{4-[(gumeTnnamiHo)meTnm]-
3-etunderin}etun)-3-[(5,7-
anvetnn[1,2,4]tpuasonol1,5-a]nipumiamH-2-
in)meTtun]-4-rigpokcun-5,6-gurinpo-2H-nipaH-2-oH;

6-umknoneHTun-3-[(5,7-
anvetnn[1,2,4]tpuasonol1,5-a]nipumiamH-2-
in)metun]-6-{2-[3-etnn-4-
(meTokcumeTun)dpenin)etnn}-4-rigpokcun-5,6-aurigpo-
2H-nipaH-2-oH;

4-(2-{2-unknoneHTnn-5-[(5,7-
anvetnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)-2-etun-N-meTnnbeH3amia;

6-{2-[4-(amiHomeTun)-3-eTUndeHinleTnn}-6-
uuknoneHTun-3-[(5,7-gumeTtnn[1,2,4]tpnasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-5,6-gurigpo-2H-
nipaH-2-oH;

TpeT-0yTun 4-(2-{2-unknoneHTun-5-(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcn-6-okco-3,6-gurigpo-2H-nipaH-2-
in}etun)-2-eTun6eH3nnkapbamar;

6-umknoneHTun-6-[2-(4-
{[(unknonponinmeTnn)amiHolmeTnn}-3-
etundenin)etun]-3-(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-5,6-aurigpo-2H-nipaH-2-oHx;

N-[4-(2-{2-umknoneHTnn-5-[(5,7-
anmeTtun[1,2,4]tpnasono[1,5-a]nipumiganH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
in}eTun)-2-eTun6eH3nn]meTaHcynboHaMiz;

N-[4-(2-{2-unknoneHTnn-5-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumianH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)-2-etun6eH3vnnjauetamig;

6-umknoneHTun-3-[(5,7-
Oumetnn[1,2,4]Tpmuasono[1,5-a]nipumignH-2-
in)metun]-6-{2-[5-etnn-2-(3-
meTokcunponin)deHinletun}-4-rigpokcn-5,6-gurigpo-
2H-nipaH-2-oH;

6-umknoneHTun-3-[(5,7-
anmeTtun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-6-{2-[3-etnn-4-(3-
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meTokcunponin)deHinletun}-4-rigpokcn-5,6-gurigpo-
2H-nipaH-2-oH;

N-[4-(2-{2-umknoneHTnn-5-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-6-okco-3,6-aurigpo-2H-nipaH-2-
injetun)-2-donyopbeHannjaueTtamia;

N-{1-[4-(2-{2-unknoneHTnn-5-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcn-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)-2-conyopdeHin]-1-
MEeTUNeTUN}METaHCyNbOHaMIa;

6-umknoneHTun-3-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumianH-2-
in)metun]-6-{2-[4-(eTnncynbdoHin)deHin]eTmn}-4-
riapokcu-5,6-aurinpo-2H-nipaH-2-oH;

6-umknoneHTun-3-[(5,7-
anmeTtun[1,2,4]tpnasono[1,5-a]nipumianH-2-
in)metun]-4-rinpokcun-6-(2-{4-
[(TpudbnyopmeTun)cynbdoHin]deHintetnn)-5,6-
aurigpo-2H-nipaH-2-0H;

TpeT-6yrun 2-[4-(2-{2-uuknoneHTun-5-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)-2-etundeHokculeTun(metun)kapbamar;

TpeT-6yTnn 2-[4-(2-{2-umknoneHTnn-5-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumianH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)-2-eTundeHokculetTunkapbamar;

6-{2-[4-(2-amiHoeToKCK)-3-eTUndeHin)eTnn}-6-
uuknonenTun-3-[(5,7-aumetun[1,2,4]tpnasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-5,6-gurigpo-2H-
nipaH-2-oH;

6-umknoneHTun-3-[(5,7-
anmeTtun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-6-(2-{3-etun-4-[2-
(meTunamiHo)eTokcu]deHin}eTun)-4-rigpokcu-5,6-
aurigpo-2H-nipaH-2-0H;

6-umknoneHTun-3-[(5,7-
anmeTtun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-6-{2-[5-cpnyop-4-(rigpokcnmeTun)-2-
MeTokcudeHinletnn}-4-rigpokcun-5,6-gurigpo-2H-
nipaH-2-oH;

N-{(1R)-1-[4-(2-{2-unknoneHTun-5-[(5,7-
anmeTtun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
in}eTun)deHinleTun}etaHcynbgoHamia;

N-{(1R)-1-[4-(2-{2-unknoneHTun-5-[(5,7-
aumetnn[1,2,4]tpuasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)deHinletun}-2,2,2-
TpudnyopeTaHcynbgoHamia;

N-{(1R)-1-[4-(2-{2-unknoneHTnn-5-[(5,7-
anvetnn[1,2,4]tpnasono[1,5-a]nipymignH-2-
in)metun]-4-rigpokcmn-6-okco-3,6-gurigpo-2H-nipaH-2-
in}eTun)deHinleTun}meTaHcynbgoHamia;

Tpet-6ytvn (1R)-1-[4-(2-{2-umnknoneHTun-5-[(5,7-
anvetnn[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcmn-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)deHinletunkapbamar;

6-(2-{4-[(1R)-1-amiHoeTun]deHin}eTnn)-6-
uuknoneHTun-3-[(5,7-aumetun[1,2,4]1puasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-5,6-gurigpo-2H-
nipaH-2-oH;

6-[2-(5-aueTnn-4-rigpokcu-2-
mMeTokcudeHin)etun]-6-umknoneHTun-3-[(5,7-
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anvetnn[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-4-rigpokcun-5,6-aurigpo-2H-nipaH-2-oH;

6-{2-[3-xnop-4-(meTuncynedoHin)deHinletun}-6-
umknoneHtun-3-[(5,7-aumetun[1,2,4]tpuasonof1,5-
a]nipumignH-2-in)metunl]-4-rigpokeu-5,6-gurigpo-2H-
nipaH-2-oH;

4-(2-{2-unknoneHTun-5-[(5,7-
anvetun[1,2,4]tpuasono[1,5-a]nipumiamnH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
in}etun)-2-cpnyopbeH3oiiHa KNCnoTa;

2-xnop-4-(2-{2-ymknoneHTun-5-[(5,7-
anvetnn[1,2,4]tpuasono[1,5-a]nipumiamH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
in}eTun)6eH30MHa KUCnoTa;

6-unknoneHTun-3-[(5,7-
anveTtnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
in)metun]-4-rigpokcn-6-{2-[4-(1-rigpokcmn-1-
meTuneTun)-3-metnndeHinletun}-5,6-gurigpo-2H-
nipaH-2-oH;

6-unknoneHTun-3-[(5,7-
anvetnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
in)metun]-6-{2-[3-etnn-4-
(rigpokcumetun)deHinletun}-4-rigpokcu-5,6-gurigpo-
2H-nipaH-2-oH;

6-{2-[3-xnop-4-(1-rigpokcmn-1-
meTuneTun)deHinletmn}-6-uMknoneHTun-4-rigpokcu-
3-([1,2,4]tpnazono[1,5-a]nipumignH-2-inmeTun)-5,6-
aurigpo-2H-nipaH-2-oH;

6-{2-[3-xnop-4-(1-rigpokcmn-1-
meTuneTun)deHinletmn}-6-uMknoneHTun-4-rigpokcu-
3-[(6-meTun[1,2,4]tpnasono[1,5-alnipumignH-2-
in)metun]-5,6-gurigpo-2H-nipaH-2-oH;

6-{2-[3-xnop-4-(1-rigpokcmn-1-
meTuneTun)deHinletun}-6-uvknoneHtnn-3-[(5,7-
anvetnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
in)metunH-rigpokcu-5,6-aurigpo-2H-nipaH-2-oH;

6-{2-[3-xnop-4-(1-rigpokcu-1-
meTuneTun)deHinletun}-3-[(6-
xrop[1,2,4]tprazono[1,5-a]nipumignH-2-in)metnn]-6-
LumKknoneHTnn-4-rigpokcu-5,6-gurigpo-2H-nipaH-2-oH;

6-umknoneHTun-3-[(5,7-
anveTnn[1,2,4]tpuasonol1,5-a]nipumiamH-2-
in)metun]-4-rigpokcn-6-{2-[4-(meTuncynbdoHin)-3-
(Tpudnyopmetun)deHinletvn}-5,6-gurigpo-2H-nipaH-
2-OH;

MeTun 4-(2-{2-unknoneHtnn-5-[(5,7-
anveTnn[1,2,4]tpuasonol1,5-a]nipumiamH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)-2-pnyopbeH3oarT; Ta

meTun 2-xnop-4-(2--L/"™nonentun-5-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumianH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)oeH3oart; abo

X hapmaueBTMYHO MPUNHATHI coni abo conbBa-
™.

LLle oamH acnekT cTocyeTbCst cnonyk, BUbpaHux 3
rpynu:

(+)-6-umknoneHtun-3-[(5,7-
anmetun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-6-{2-[3-eTnn-4-
(rippokcumeTun)deHinletun}-4-rigpokcu-5,6-gurigpo-
2H-nipaH-2-oH;

(-)-6-umknonenTun-3-[(5,7-
anmeTtun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-6-{2-[3-eTnn-4-



35
(rigpokcumeTun)deHinletun}-4-rigpokcu-5,6-gurigpo-
2H-nipaH-2-oH;

(+)-N-[4-(2-{2-umnknoneHTnn-5-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-6-okco-3,6-aurigpo-2H-nipaH-2-
in}etun)-2-eTun6eH3nn]mMeTaHcynboHaMiz;

(-)-N-[4-(2-{2-umknoneHTun-5-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
in}etun)-2-eTun6eH3nn]mMeTaHcynboHaMiz;

(+)-N-[4-(2-{2-umnknoneHtTnn-5-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcn-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)-2-etun6eH3nnjauetamia;

(-)-N-[4-(2-{2-umknoneHTnn-5-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcn-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)-2-etun6eH3nnjauetamia;

(+)-6-umknoneHTun-6-(2-{4-
[(aumeTnnamiHo)meTun]-3-eTundenin}tetun)-3-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-5,6-gurigpo-2H-nipaH-2-oH; Ta

(-)-6-umknoneHTnUN-6-(2-{4-
[(aumeTnnamiHo)meTun]-3-eTundenin}tetun)-3-[(5,7-
anmeTtun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-4-rigpokcun-5,6-gurigpo-2H-nipaH-2-oH; abo

iX hapmaueBTMYHO NPUNHATHI coni abo conbBa-
™.

Kpim TOro 3amponoHoBaHi cnonyku, BuOpaHi 3
rpynu:

{4-[2-(2-umknoneHTnn-4,6-giokcoTteTparigpo-2H-
nipaH-2-in)eTnn]-2-eTundeHintaueToHiTpun;

N-{4-[2-(2-umknoneHTnn-4,6-giokcoTeTparigpo-
2H-nipan-2-in)etun]-2-
etundeHin}meTaHcynboHamia;

6-umknoneHTUn-6-{2-[3-etun-4-(1,3-okcason-2-
in)dpenin]eTnn}aumrigpo-2H-nipan-2,4(3H)-gioH,

N-((1R)-1-{4-[2-(2-uvknoneHTnn-4,6-
aiokcoteTparigpo-2H-nipaH-2-
in)etun]deHin}etun)etaHcynbgoHamia;

6-umnknoneHTun-6-{2-[3-cdnyop-4-
(meTuncynegoHin)deHinletTun}aurinpo-2H-nipax-
2,4(3H)-gioH,

6-LumMKknoneHTnn-6-(2-{4-
[(TpudbnyopmeTnn)cynbdoHin]deHineTnn)aurigpo-
2H-nipaH-2,4(3H)-gioH;

TpeT-6yTun 2-{4-[2-(2-umknoneHTun-4,6-
JiokcoTeTparigpo-2H-nipaH-2-in)etnn]-2-
etundeHokcu}eTun(metun)kapbamar;

TpeT-6yTnn 2-{4-[2-(2-upknoneHTun-4,6-
aiokcoTeTparigpo-2H-nipaH-2-in)etnn]-2-
eTundeHokcm}eTunkapbamar;

TpeT-6yTun 2-{4-[2-(2-upknoneHTnn-4,6-
JiokcoTeTpariapo-2H-nipaH-2-in)etnn]-2-etun-5-
MeToKkcndeHokem}eTun(MmeTun)kapbamar;

N-((1R)-1-{4-[2-(2-unknoneHtnn-4,6-
piokcoTeTpariapo-2H-nipaH-2-in)etun]deHin}etun)-
2,2,2-TpudbnyopetaHcynbgoHamia,;

TpeT-6ytvn  (1R)-1  -{4-[2-(2-umknoneHTnn-4,6-
niokcoTeTparigpo-2H-nipaH-2-
in)etun]deHinjeTunkapbamar;

6-[2-(5-aueTnn-4-rigpokcu-2-
MeToKcudeHin)eTun]-6-umknoneHTunamrigpo-2H-
nipaH-2,4(3H)-gioH;
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2-xnop-4-[2-(2-unknoneHTun-4,6-
niokcoTeTparigpo-2H-nipaH-2-in)etun]6eH3onHa Kuc-
nota;

6-{2-[3-xnop-4-(meTuncynedoHin)deHinletun}-6-
umknoneHTunaurigpo-2H-nipan-2,4(3H)-giok;

6-umknoneHTUN-6-{2-[4-(MeTuncynbgoHin)-3-
(TpucbnyopmeTun)dpeHinletun}gurigpo-2H-nipan-
2,4(3H)-gioH;

6-umknoneHTUN-6-{2-[3-etnn-4-
(rinpokcumeTun)deHinletnn}auriopo-2H-nipax-

2,4(3H)-gioH;

MeTun 4-[2-(2-umknoneHTnn-4,6-
niokcoTeTpariapo-2H-nipaH-2-in)etun]-2-
dnyopbeHsoar;

4-[2-(2-uuknoneHTun-4,6-giokcoteTparigpo-2H-
nipaH-2-in)etnn]-2-gnyopbeH3oiHa KUCnoTa;

MeTun 2-xnop-4-[2-(2-umknoneHTnn-4,6-
piokcoTeTparigpo-2H-nipan-2-in)etun]6exsoar;

2-[4-[2-(2-uuknoneHTnn-4,6-giokcoTeTparigpo-
2H-nipaH-2-in)etun]-2-(Tpudpnyopmetun)dpeHin]-2-
MEeTUMNPONaHHITPUI;

[4-[2-(2-umknoneHTnn-4,6-giokcoTeTparigpo-2H-
nipaH-2-in)etun]-2-
(TpncbnyopmeTun)dpeHinlaueToHiTpum;

1-[4-[2-(2-umknoneHTnn-4,6-giokcoTeTparigpo-
2H-nipaH-2-in)etun]-2-
(TpndbnyopmeTnn)peHin]umknonponaHkapOoHITpuIT;

2-[4-[2-(2-uuknoneHTnn-4,6-giokcoTeTparigpo-
2H-nipaH-2-in)etun]-2-(Tpudpnyopmetun)dpeHin]-2-
eTunbyTaHHITpU;

TpeT-6yTun 4-[4-(2-umknoneHTnn-4,6-
AtokcoTeTparigpo-2H-nipaH-2-in)oytun]ninepuaunh-1-
kapbokcunar;

6-LUMKnoneHTun-6-[2-(2-eTnn-5-meToKCcMNipuamH-
4-in)etun]aurigpo-2H-nipax-2,4(3H)-aioH;

6-L1KnoneHTUN-6-[2-(6-eTnn-3-meTokCUNipnanH-
2-in)etun]aurigpo-2H-nipax-2,4(3H)-aioH;

6-L1knoneHTMN-6-[2-(5-meTokcu-2-
mMeTunnipnanH-4-in)etun)aurigpo-2H-nipax-2,4(3H)-
LiOH;

Ta

2-{3-xnop-5-[2-(2-umknoneHtnn-4,6-
JiokcoTeTpariapo-2H-nipaH-2-in)etun]nipuguH-2-in}-
2-MeTuUnnponaHHiTpu; abo

X hapmMaueBTMYHO NPUNHATHI coni abo conbBa-
™.

3asABneHnin BUHaxig TakoX CTOCYETbCS CMOMyK,
BMOpaHWX 3 rpynu:

6-umknoneHTuN-6-{2-[2-(uuknonponinmeTokcu)-5-
etun-4-rigpokcudeHinletun}-3-[(5,7-
anvetnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
in)meTtun]-4-rigpokcun-5,6-gurinpo-2H-nipaH-2-oH;

6-{2-[2-(umnknobyTnmeTokcn)-5-eTnn-4-
rigpokcudpenin]etnn}-6-unknoneHTun-3-[(5,7-
anvetnn[1,2,4]tpuasonol1,5-a]nipumiamH-2-
in)meTtun]-4-rigpokcun-5,6-gurinpo-2H-nipaH-2-oH;
1-[4-(2-{2-umknoneHTnn-5-[(5,7-
anvetnn[1,2,4]tpuasonol1,5-a]nipumiamH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)deHin]umknonponaHkapOoHiTpurT;
3-[(2-amiHO-7H-nypwH-6-in)Tio]-6-[2-(5-xnop-2,4-
AVMeToKcudeHINn)eTnn]-6-umnknoneHTunaurigpo-2H-
nipaH-2,4(3H)-giok;
2-[2-xnop-4-(2-{2-umknoneHtnn-5-[(5,7-
anveTnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
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in)(meTnn)amiHo]-4,6-giokcoTeTparigpo-2H-nipaH-2-
in}etun)deHin]-2-meTunnponaHHiTpun;

2-[2-xnop-4-(2-{2-umknoneHTun-5-(5,7-
anveTtnn[1,2,4]tpuasono[1,5-a]nipumiamH-2-in)okcu]-
4,6-piokcoTeTparigpo-2H-nipaH-2-in}etnn)deHin]-2-
METUMNPONAaHHITPUI;

1-[4-(2-{2-unknoneHTun-5-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)-2-
(TpucbnyopmeTun)deHin]uuknonponaHkapOoHITpuIT;

TpeT-0yTun 4-(4-{2-uvknoneHtun-5-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumianH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
in}oyTun)ninepmaunH-1-kapbokecunar; Ta

6-umknoneHTun-3-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rinpokcun-6-(4-ninepnavH-4-indytun)-5,6-
avrigpo-2H-nipaH-2-oH; abo

iX hapmaueBTMYHO MPUNHATHI coni abo conbBa-
™.

BuHaxig Takox ctocyeTbcs crnocoby mnikyBaHHS
Bipycy renatuty C (BI'C) y ccaBug, SK-TO MIOAWHW, LLO
nonsrae y 3acToCyBaHHi 0 BKa3aHOro ccaBLs KifbKo-
CTi cnonyku 3asBneHoro BuHaxody abo ii coni abo
conbBarTy, LWo € edpekTUBHO Y NikyBaHHi BI'C.

Y HacTynHOMy acrnekTi 3asiBfIeHOro B1Haxogy 3a-
NPOMOHOBaHi Cnocobu nikyBaHHA ccaBus, SIK-TO -
AVHW, SKa noTepnae Big iHdekuii Bipycom renatuty C,
WO monsrae y 3acToCcyBaHHi OO BKa3aHOro ccasLs
iHribytoy4oi Bipyc renatuTy C KinbKOCTi CMONyku 3asie-
neHoro BuHaxody abo ii hapmaLeBTUYHO NPUAHATHOI
coni, nponikie, hapMaLeBTUYHO aKTUBHOro MeTaboni-
Ty abo conbBarty.

3asBneHnit BMHaxig TakoX CTOCYETbCH CMnocoby
iHribyBaHHsi nonimepasu renatuty C, Wwo nonsirae y
KOHTaKTyBaHHiI BKasaHOi nomimepasu 3 iHribyto4dot
noniMepasy KifnbKiCTIO CMOMyKW 3asiBNEHOro BUHaxo4y
abo il chapmMaueBTUYHO NPUIHATHOI coni, MPONIKIB,
hapmaLeBTUYHO aKkTMBHOro Metabonity abo conbBa-
Ty.

3asBneHni BUHaxig TakoX cTocyeTbcs chbapma-
LIeBTMYHOI KOMMNO3ULii ANS NiKyBaHHS Bipycy renaTuty
C (BIC) y ccaBug, SIK-TO NMOAUHK, O MICTUTb Kifb-
KiCTb CMOnyku 3asiBfieHoro BuHaxogdy, abo ii hapma-
LEeBTMYHO MPUWHATHOI conmi, nNponikis, hapmavueBTny-
HO aKkTuMBHOro meTabonity abo combBaTy, WO €
echekTMBHOW Y NikyBaHHi iHdikoBaHoro BI'C ccaBug,
Ta papMaLeBTUYHO MPUNHATHUA HOCIN.

3asBneHnit BUHaxif TakoX CTOCYETbCS iHribyBaH-
HA pennikauii Bipycy renatuty C y ccaBusi, siK-TO Ito-
AVHW, WO nonsrae y 3acTocyBaHHi 4O BKa3aHOro cca-
BUSA iHribytovoi pennikauito Bipycy renatuty C
KiNbKOCTi CNOMyKW 3asiBNEHOro BUHaxoay.

3asiBneHni BMHaxig KpiM TOro CTOCYETbCSi CMo-
coOy iHribyBaHHsA akTuBHOCTI 6inky P3Pn Bipycy rena-
TuTy C, WO nonsirae y KOHTaKTyBaHHi BOinky 3 edektn-
BHOIO KiNbKICTIO CMONyKM 3asiBNEHOro BuHaxody abo ii
thapmMaueBTUYHO NPUAHATHOI coni, Nponikie, dapma-
LEeBTMYHO aKTMBHOro metabonity abo conbBaTy. Ha-
npuknag, aktueHicTb BI'C MoxHa iHribyBaTh y TKaHWHI
ccaBUsl 3acTocyBaHHAM iHribytodoro BI'C 3acoby 3ri-
AHO 3 BUHaXOA4OoM.

3asBneHnin BUHaxig TakoX CTOCYETbCH 3acTOCy-
BaHHA CMOMyK BMHaxody B OTPUMaHHi MeAuKaMeHTy
ansa nikyBaHHA ccaBuUsl, SIKMA notepnae Big iHdekuii
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Bipycom renatuty C. MegnkameHT MOX MiCTUTW iHri-
Oytouy Bipyc renatuty C kinbkicTe cnonyku abo cro-
NyK BUHaxody Ta papMaueBTUYHO MPUNHATHUIN HOCIN
abo Hoci.

Y HacTynHOMy acnekTi 3asiBNeHOro B1uHaxogy 3a-
NpOoMnoHoBaHi crnonyku dhopmynu (7),

&
Hch 0. _-CR

R'2Q
{7)

pe:
R - rigporeH abo C1-Ce aJ'IKIJ'I
- rigporeH a6o -C(O)R"?;
- CrC6 ankin abo (CH2)(C6-C10 apwrn), ge

BkasaHun Ce-Cio apun, K BapiaHT, 3amiwieHo npu-
HaiMHi OOHWMM 3aMiCHUKOM, BUGpaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHgs, Ta -N(C+-Cg ankin)y;

abo ix cinb.

Takox TyT 3anponoHoBaHi cnonykn copmMynm
(7a),

OR?

Sl

(7a)

R - rigporeH abo C1-Ce aJ'IKIJ'I
- rigporeH a6o -C(O)R"?;

- C4-Cg ankin abo (CH2)(C6-C10 apwvn), ge
BkasaHun Ce-Cio apun, K BapiaHT, 3amiweHo npu-
HaiMHi OOHMM 3aMiCHUKOM, BUGpPaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHgs, Ta -N(C+-Cg ankin)y;

abo ix cinb.
Y We ogHOMy acnekTi 3ampOnOHOBAaHO CMOMyKU
topmynm (7),

8
Hzﬁ 0. _-OR

R'20 l
(7b)

R® - rinporen abo C+-C aJ'IKIJ'I
R - rinporen abo -C(O)R";

- C4-Cg ankin abo (CHz)(Cs-Cm apwn), ge
BkasaHun Ce-Cio apun, K BapiaHT, 3amiwieHo npu-
HaiMHi OOHMM 3aMiCHUKOM, BUBpaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHs, ta -N(C+-Cg ankin)z;

abo ix cinb.

Kpim Toro Lie 3anponoHoBaHi Oyap-siki 3 BULLEHa-
BeneHux crnonyk copmymnm (7), (7a), a60 (7b), ne R® -
rifporeH abo 6yab-siki cronyku, ae R® - C4-Cs ankin.

Kpim Toro TyT 3anponoHoBaHi cnonyku dopmynu
(8)1
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R2 fo)
l

RZg

oR®

®&

ae:

R? - -(CR°R),Cs-C10 apun abo -(CR°R’)(5-6-
YneHHU retepoumkn), ge BkasaHi Ce-C1o apun abo 5-
6-4neHHU reTepoumrKkn, K BapiaHT, 3aMilleHo npu-
HaMHiI 0gHUM R4;

KokHMit R* HesanexHo BMGpaHO 3 rpynu: rano-
reH, -ORS, OKCO, -NR6R7, -CF3, -CN, -C(O)RS, -
C(O)OR®, -OC(O)R®, -NRSC(O)R7, -NR®C(O)OR’, -
NR°C(O)NR°R’,  -C(ONR°R’,  -SO.NR°R’, -
NR6SOZR7, C+-Cs ankin, C,-Ce ankenin ta C,-Cs an-
KiHin, ae BkasaHi C1-Cg ankin, C>-Cs ankeHin ta C,-Cs
arnkiHin, sk BapiaHT, 3aMiLLeHi NpuHanMHi 0 gHUM R5;

R®- okco, C3-Cg umknoankin, Ce-Cio apun, -ORG,
-C(O)OR®, -NR°R’, -CN Ta 4-10-uneHHuii retepo-
LIMKIT, 3aMilleHnin RG;

kokHuit R® Ta R’ HesanexHo BMOpaHo 3 rpynu:
rigporeH ta C4-Cg ankin;

RS- rigporeH abo C1-Cg arnkin,

R' - rigporen a6o -C(O)R";

R™ - C4-Cs ankin a6o -(CH2)(Ce-C1o apun), ae
BkazaHun Ce-Cqo apun, sik BapiaHT, 3amilleHo npu-
HaliMHi OAHUM 3aMiCHUKOM, BUOpPaHMM 3 rpynu: rano-
reH, C1-Cg arnkin, -OH, -OCHgs, ta -N(C+-Cg ankin)y; Ta

n pgopisHioe 0, 1, 2, 3, 4, abo 5;

abo ix cinb.

Y We ogHOMYy acnekTi 3anponoHOBaHi Cromnyku
dopmynu (8a),

0._OR®
LT

o

R2

R'%0
(8a)

ae:
R? - -(CR°R’),Cs-C10 apun abo -(CR°R’)(5-6-
YneHHU retepoumkn), ge BkasaHi Ce-C1o apun abo 5-
6-4neHHU reTepoumrKkn, SK BapiaHT, 3aMilleHo npu-
HaMHI 0gHUM R4;

KokHUit R* HesanexHo BUGpaHO 3 rpynu: rano-
reH, -ORS, OKCO, -NR6R7, -CF3, -CN, -C(O)RS, -
C(O)OR®, -OC(O)R®, -NRSC(O)R7, -NR®C(O)OR’, -
NR]C(O)NR°R’,  -C(ONR°R’,  -SO.NR°R’, -
NR6SOZR7, C+-Cs ankin, C,-Ce ankenin ta C,-Cs an-
KiHin, ae BkasaHi C1-Cg ankin, C>-Cs ankeHin ta C,-Cs
arnkiHin, siKk BapiaHT, 3aMiLLeHi TpuHanMHi 0 gHUM R5;

R®- okco, C3-Cg umknoankin, Ce-Cio apun, -ORG,
-C(O)OR®, -NR°R’, -CN Ta 4-10-uneHHuii retepo-
LMKI, 3aMilleHnin RG;

kokHuit R® Ta R’ HesanexHo BMOpaHo 3 rpynu:
rigporeH Ta C4-Cg ankin;

RS- rinporeH abo C+-Cg ankin; Ta

R' - rigporen a6o -C(O)R",

R'™ - C4-Cs ankin a6o -(CH2)(Ce-C1o apun), ae
BkazaHun Ce-Cqo apun, sik BapiaHT, 3amilleHo npu-
HaliMHi OAHUM 3aMiCHUKOM, BUOpPaHWUM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHs, Ta -N(C+-Cg ankin),; Ta

n pgopisHioe 0, 1, 2, 3, 4, abo 5;
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abo ix cinb.
Kpim TOro TyT 3anponoHoBaHi Crionyku opmynm
(8b),

RZ
l,

R0

0.__OR®

(80}

ae:
R? - -(CR°R’),Cs-C10 apun abo -(CR°R)(5-6-
YneHHU retepoumkn), ge BkasaHi Ce-C1o apun abo 5-
6-4neHHU reTepoumrKkn, SK BapiaHT, 3aMilleHo npu-
HaMHI 0gHUM R4;

KokHMit R* HesanexHo BUGpaHO 3 rpynu: rano-
red, -OR%, okco, -NR®R’, -CFs, -CN, -C(O)RS, -
C(O)OR®, -OC(O)R®, -NRSC(O)R7, -NR®C(O)OR’, -
NR°C(O)NR°R’,  -C(ONR°R’,  -SO.NR°R’, -
NR6802R7, C+-Cs ankin, C,-Ce ankenin ta C,-Cs an-
KiHin, ae BkasaHi C1-Cg ankin, C>-Cs ankeHin ta C,-Cs
arnkiHin, sk BapiaHT, 3aMiLLeHi NpuHanMHi 0 gHUM R5;

R® - okco, Cs-Cg Umknoankin, Ce-Cro apun, -OR®,
-C(O)OR®, -NR°R’, -CN Ta 4-10-uneHHuii reTepo-
LIMKI, 3aMilleHnin RG;

kokHuit R® Ta R’ HesanexHo BMOpaHo 3 rpynu:
rigporeH Ta C4-Cg ankin;

RS- rinporeH abo C1-Cg ankin; Ta

R - rinporen a6o -C(O)R"%;

R'™ - C1-Cs ankin a6o -(CH2)(Ce-C1o apun), ae
BkazaHun Ce-Cqo apun, siKk BapiaHT, 3aMilleHo npu-
HaliMHi OAHUM 3aMiCHUKOM, BUOpPaHWUM 3 rpynu: rano-
reH, C1-Cg arnkin, -OH, -OCHgs, ta -N(C+-Cg ankin)y; Ta

n pgopisHioe 0, 1, 2, 3, 4, abo 5;

abo ix cinb.

Kpim Toro e oxonneHo TyT OyAb-L0 3 BULLEHa-
BeneHux cpopmyn (8), (8a), abo (8b), ne:

R? - -(CR®°R"),Ce-C10 apun, LLO sIK BapiaHT, 3aMi-
LLieHo npuHanMHi ogHum R,

kokHUit R* HesanexHo BMGPaHO 3 rpynu: ramno-
reH, -ORG, OKCO, -NR6R7, -CF3, -CN, -C(O)RS, -
C(O)OR®, -OC(O)R®, -NRGC(O)R7, -NR°C(O)OR/, -
NR°C(O)NR®R’,  -C(O)NR°R’,  -SO.NR°R’, -
NRGSOZR7, C+-Cs ankin, C2-Ces ankeHin 1a C2-Cs an-
KiHin, ge BkasaHi C1-Cg ankin, Co-Cs ankeHin ta C>-Cs
arnkiHin, sk BapiaHT, 3amileHi NpUHanMHi 0 AHUM R5;

RS- okco, C3-Cg umknoarnkin, Cs-Cio apun, -ORG,
-C(O)OR®, -NR°R’, -CN Ta 4-10-uneHHuii reTepo-
LMK, 3aMilleHni RG;

kokHuit R® Ta R’ HesanexHo BUOpaHoO 3 rpynu:
rigporeH Ta C4-Cg ankin;

RS- rigporeH abo C4-Cg arnkin; Ta

R' - rigporex a6o -C(O)R'?;

R™ - C4-Cs ankin a6o -(CH2)(Ce-C1o apun), ge
BkasaHui Ce-C1o apun, sik BapiaHT, 3aMilleHo npu-
Ha¥MHiI OOHMM 3aMiCHUKOM, BUGpaHUM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHs, Ta -N(C+-Cg ankin); Ta

n popieHioe 0,1, 2, 3,4, abo 5;

abo ix cinb.

Kpim Toro Lie oxonneHo TyT 6yAp-10 3 BuLLEHa-
BeneHux copmyn (8), (8a), abo (8b), ge:

R? - C-C1o apun 3aMilLeH 3 NPUHaMHI OAH 3aMmi-
CHUWK, BUOpaH 3 rarnoreH, -ORS, -CF3, -CN, Tta C4-Cs¢
ankin, ae BkasaHi C4-Cs ankin, sk BapiaHT, 3amilLleHO
nNpUHaMHiI OAHUM R5;
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R® - oKco, C3—Cg umknoarkin, Ce-Cio apun, -OR®,
-C(O)OR®, -NR°R’, -CN Ta 4-10-uneHHuit retepo-
LIUKI, 3aMilLleHnin R6,

kokHuin R® Ta R’ HesanexHo BUOpaHo 3 rpynu:
rigporeH Ta C4-Cg ankin; Ta

R8 - rigporeH abo C1-Cg aJ'IKIJ'I

- rigporeH a6o -C(O)R"?;

- C4-Cs ankin abo (CHz)(Cs-Cm apwvn), ge
BkasaHuin Cg-Cio apun, K BapiaHT, 3amiweHo npu-
HaiMHi OOHMM 3aMiCHUKOM, BUOpPaHMM 3 rpynu: rano-
reH, C1-Ce ankin, -OH, -OCHgs, Ta -N(C+-Cg anin)y;

abo ix cinb.

Kpim Toro Lie oxonneHo TyT 6yap-Ll0 3 BuLLEHa-
BeAeHIx dopmyn (8), (8a), abo (8b), ae:

R? - Ce-Cio apun 3amilleH 3 raroreH Ta -
C(CH3)2CN Ta

R®- rinporeH abo C1-Cg ankin; Ta

R'2. rigporeH,

abo ix cinb.

Kpim Toro Lie oxonneHo TyT 6yap-L1o0 3 BuLLEeHa-
BeAeHNX dopmyn (8), (8a), abo (8b), pe:, ae:

R? - Ce-Cio apun 3amilieH 3 cryop Ta -
C(CH3)2CN Ta

R%. rinporeH abo C1-Cg ankin; Ta

R'2. rigporeH;

abo ix cinb.

Kpim TOro Lie oxonneHo TyT Gyap-Li0 3 BuLLEeHa-
BeAEHNX dopmyn (8), (8a), abo (8b), ae:

R? - Ce-C1o apun 3amiLLieH 3 x11op Ta -C(CHs)2CN;
Ta

R®- rinporeH abo C1-Cg ankin; Ta

R'?. rigporeH,

abo ix cinb.

3asBneHnin BUHAxXid4 TakoX CTOCYETbCS CMOMyK
dopmynu (8c),

{8c)

ne;
R® - rinporen a6o C+-Cs aJ'IKIJ'I
R - rinporen abo -C(O)R";

- C4-Cg ankin abo (CHz)(Ce-Cm apwvn), ge
BkasaHun Ce-Cio apun, K BapiaHT, 3amiwieHo npu-
HaiMHi OOHWMM 3aMiCHUKOM, BUGpPaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHs, ta -N(C+-Cg ankin)z,

abo ix cine

Kpim TOro TyT 3anponoHOBaHi crnomnyku popmynm
(8c), ne R - rinporek;

abo ix cinb.

Y We ogHOMYy acnekTi 3asiBfeHoro BMHaxody 3a-
nponoHoBaHi cnonyku dopmynu (8d),
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M

(8d)

pe:
R - rigporeH abo C1-Ce aJ'IKIJ'I
- rigporeH a6o -C(O)R"?;

- C4-Cg ankin abo (CH2)(C6-C10 apwvn), ge
BkasaHun Ce-Cio apun, K BapiaHT, 3amiwieHo npu-
HaiMHi OOHWMM 3aMiCHUKOM, BUGpPaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHs, ta -N(C+-Cg ankin)z;

abo ix cinb.

TaKo>|< , T 3anporoHOBaHi Ccrnonyku dopmynm
(8d), e R"™ - rigpore;

abo ix cinb.

3asBneHnit BUHaxig KpiM TOro CTOCYETbCS CMONyK

dopmynu (8e),

H.C CN

(e}

pe:
R - rigporeH abo C1-Ce aJ'IKIJ'I
- rinporeH a6o -C(O)R™;

- C4-Cg ankin abo (CH2)(C6-C10 apwn), ge
BkasaHun Ce-Cio apun, K BapiaHT, 3amiwieHo npu-
HaiMHi OOHMM 3aMiCHUKOM, BUBpPaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHs, ta -N(C+-Cg ankin)z;

abo ix cinb.

HdopaTtkoBuin acnekT crocyeTbes cronyk dopmy-
nu (8e), abo ix cinb, ae R'? - rigporeH.

[JonaTtkoBuI acnekT 3asBMEHOr0 BMHAxody CTo-
cyeTbes cnonyk doopmynu (8f),

H3C CN

(8n

pe:
R® - rinporen abo C+-Cs aJ'IKIJ'I
R - rinporen abo -C(O)R";

- C4-Cg ankin abo (CH2)(C6-C10 apwvn), ge
BkasaHun Ce-Cio apun, K BapiaHT, 3amiwieHo npu-
HaiMHi OOHMM 3aMiCHUKOM, BUGpPaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHs, ta -N(C+-Cg ankin)z;

abo ix cinb.
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Ha popatok SaI'IPOI'IOHOBaHi crnonyku dopmynu
(8f), a6o ix cinb, ae R'? - rigporeH.

Y we ogHOMYy acnekTi 3anpOnoHOBaHi CroOmnyKu
topmynm (8g),

HiC CN
HiC

Cl 0. OR®

R12C’;f
(8g)

ae:

R®- rigporeH abo C1-Cgs ankin;

R'? - rinporex abo -C(O)R'?; Ta

R™ - C4-Cs ankin a6o -(CH2)(Ce-C1o apun), ae
BkasaHun Ce-Cio apun, K BapiaHT, 3amiwieHo npu-
HaiMHi OOHWMM 3aMiCHUKOM, BUGpPaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHgs, Ta -N(C+-Cg ankin)y;

abo ix cinb.

Y HacTynHOMy acnekTi Lie 3anpornoHOBaHO Cro-
nyku dpopmynu (8g), abo ix cinb, ge R' - rigpore.

Y HacTynHOMy acnekTi 3asiBfIeHOro B1Haxogy 3a-
NponoHoBaHi cnonyku dpopmynu (8h),

HLC CN

(8h)

ae:

R®- rigporeH abo C1-Cg ankin;

R' - rinporex a6o -C(O)R'?; Ta

R™ - C4-Cs ankin a6o -(CH2)(Ce-C1o apun), ae
BkasaHun Ce-Cio apun, K BapiaHT, 3amilieHo npu-
HaiMHi OOHWMM 3aMiCHUKOM, BUGpPaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHgs, Ta -N(C+-Cg ankin)y;

abo ix cinb

Y We ogHOMy acnekTi 3anpOnOHOBAaHO CMOMyKU
chopmynu (8h), a6o ix cinb, ae R'? -rigporeH.

3asBneHni BUHaAxXig TakoX CTOCYETbCS CMOMyK
Oyab-akoi 3 cbopmyn (8), (8a), (8b), (8c), (8d), (8e),
(8f), (8g), Ta (8h), me R® - rigporeH, aGo Gyab-sik of
those cnonyku ge R® - C4-Cs ankin.

Kpim TOro TyT 3anpomnoHoBaHi Cronyku opmynu
(8), (8a), abo %Bb , de:

R? - -(CR°R)n(5-6-uneHHWit reTepoLmK), Lo K
BapiaHT, 3aMiu.AeHo nNpYHanNMHi 0OgHUM R4;

KoXHUM R* HesanexHo BWGpaHO 3 rpymu: rano-
reH, -ORG, OKCO, -NR6R7, -CF3, -CN, -C(O)RG, -
C(O)OR®, -OC(O)R®, -NRGC(O)R7, -NR®C(O)OR, -
NR°C(O)NR°R’,  -C(O)NR°R’,  -SO.NR°R’, -
NR®SO.R’, C4-Cs ankin, Co-Cs ankeHin Ta C-Cs an-
KiHin, ae BkasaHi C1-Cg ankin, C,-Cs ankeHin ta C-Cs
arnkiHin, sk BapiaHT, 3aMiLLeHi TpUHanMHi 0 gHUM R5;

RS- okco, C3-Cg umknoankin, Ce-Cio apun, -ORG,
-C(O)OR®, -NR°R’, -CN Ta 4-10-uneHHuii retepo-
LUMKN, 3aMilleHnin RG;
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kokHuit R® Ta R’ HesanexHo BMOpaHo 3 rpynu:
rigporeH Ta C4-Cg ankin;

R - rigporeH abo C1-Cg ankin; Ta

n pgopisHioe 0, 1, 2, 3, 4, abo 5.

Kpim TOro TyT 3anponoHoBaHi Cronyku dopmys
(8), (8a), abo (8b), me:

R? - -(5-6-4neHHU reTepoLmKn), WO SK BapiaHT,
3aMiLLieHo NpuHaMHi ogHuM R™;

kokHUit R* HesanexHo BMGPaHO 3 rpynu: ramno-
reH, -ORG, OKCO, -NR6R7, -CF3, -CN, -C(O)Re, -
C(O)OR®, -OC(O)R®, -NRGC(O)R7, -NR°C(O)OR/, -
NR°C(O)NR®R’,  -C(O)NR°R’,  -SO.NR°R’, -
NRGSOZR7, C+-Cg ankin, C2-Ces ankeHin 1a C2-Cs an-
KiHin, ge BkasaHi C1-Cg ankin, Co-Cs ankeHin ta C>-Cs
arkiHin, ik BapiaHT, 3aMileHi NpUHanMHi O AHUM R5;

RS- okco, C3-Cg umknoarnkin, Cs-Cio apun, -ORG,
-C(O)OR®, -NR°R’, -CN Ta 4-10-uneHHuii retepo-
LMK, 3aMilleHni RG;

kokHuit R® Ta R” HesanexHo BUOpaHoO 3 rpynu:
rigporeH Ta C4-Cg ankin; Ta

R® - rigporex a6o C1-Cg ankin.

Kpim TOro TyT 3anpornoHoBaHi Crosyku copmyn
(8), (8a), abo (8b), ne:

R® - -(4-nipngnn), 3aMilleHuin NpUHanNMHI OOHUM
C1-Ce ankinowm; tTa

R® - rigporex a6o C1-Cg arnkin.

Takox TyT 3anponoHoBaHi crnonyku cpopmynu (8i),

(81)

ae:

R®- rigporeH abo C4-Cgs ankin;

R - rinporen abo -C(O)R'?; Ta

R™ - C4-Cs ankin a6o -(CH2)(Ce-C1o apun), ae
BkasaHun Ce-Cio apun, K BapiaHT, 3amiwieHo npu-
HaiMHi OOHMM 3aMiCHUKOM, BUGpPaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHgs, Ta -N(C+-Cg ankin)y;

abo ix cinb.

Kpim Toro TyT SaI'IPOI'IOHOBaHi cnonyku copmynm
(8i), aBo ix cinb, ae R'* - rigporeH.

Y HacTynHOMy acnekTi 3asiBfIeHOro B1Haxogy 3a-
NPOMNOoHOBaHi cnonyku chopmynu (8j),

CH,
N =

N 2
Hyd [ 0. OR

RQC;’
(8)

ae:
R®- rigporeH abo C1-Cg ankin;
R'? - rinporen abo -C(O)R'?; Ta
R™ - C4-Cs ankin a6o -(CH2)(Ce-C1o apun), ae
BkasaHun Ce-Cio apun, K BapiaHT, 3amiweHo npu-
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Ha¥iMHiI OOHMM 3aMiCHUKOM, BUBpaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHs, Ta -N(C+-Cg ankin)z;

abo ix cinb.

Kpim Toro Tyt SaI'IPOI'IOHOBaHI cronyku copmynm
(8j), abo ix cinb, ge R™ - rigpore.

Y We ogHOMYy acnekTi 3asBfeHoro BuHaxody 3a-
npornoHoBaHo cnonyku copmynu (8k),

G

pe:
R® - rinporen a6o C+-Cs aJ'IKIJ'I
R - rinporen abo -C(O)R";

- C4-Cg ankin abo (CHz)(Cs-Cm apwvn), ge
BkasaHun Cg-Cio apun, K BapiaHT, 3amilieHo npu-
HaiMHi OOHWMM 3aMiCHUKOM, BUBGpPaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHgs, Ta -N(C+-Cg anin)y,

abo ix cinb.

Kpim Toro Tyt 3a 1pon0H0|3aH| crnonyku cpopmynm
(8k), abo ix cinb, ae R - rigporeH.

Takox TyT 3anpOrnoHOBaHI cnonykm Oyap-akoi 3
cbopmyn (8i), (8j), abo (8k), ae R® - rigporeH, abo ge
R® - C4-Cs arin.

3asBneHnit BUHaxig KpiM TOro CTOCYETbCS CMOMyK

dopmynu (8I),

@,

pe:
R® - rinporen a6o C+-Cs aJ'IKIJ'I
R - rinporen abo -C(O)R";

- C4-Cg ankin abo (CHz)(Cs-Cm apwvn), ge
BkasaHun Cg-Cio apun, K BapiaHT, 3amilieHo npu-
HaiMHi OOHWMM 3aMiCHUKOM, BUGpPaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHs, ta -N(C+-Cg ankin)z;

abo ix cinb.

Takox TyT SaI'IpOI'IOHOBaHI cnonyku coopmynm (8l),
abo ix cinb, Ae R' - rigporeH.

Y HacTynHOMy acnekTi 3asiBfIeHOro B1Haxogy 3a-
NPOMNOHOBaHi cnonyku hopmynu (8m),

[~CHs

HiC N\”!, &
0, OR?

I,

R'Q

(8m),

ne:
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R - rigporeH abo C1-Ce aJ'IKIJ'I
- rigporeH a6o -C(O)R"?;

- C4-Cg ankin abo (CHz)(Cs-Cm apwvn), ge
BkasaHun Ce-Cio apun, K BapiaHT, 3amiweHo npu-
HaiMHi OOHMM 3aMiCHUKOM, BUBpaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHs, ta -N(C+-Cg ankin)z;

abo ix cinb.

Kpim TOro TyT 3anponoHoBaHi Crnonyku opmynu
(8m), a6o ix cinb, Ae R'? - rigporeH.

3asBneHnit BUHaxig KpiM TOro CTOCYETbCS CMONyK
dopmynu (8n),

~CHs
S /

R’ZO‘
(8n),

pe:
R - rigporeH abo C1-Ce aJ'IKIJ'I
- rigporeH a6o -C(O)R"?;

- C4-Cg ankin abo (CHz)(Cs-Cm apwvn), ge
BkasaHun Ce-Cio apun, K BapiaHT, 3amiwieHo npu-
HaiMHi OOHMM 3aMiCHUKOM, BUBpPaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHs, ta -N(C+-Cg ankin)z;

abo ix cine

Takox TyT 3anponoHoBaHi cnonykn ¢opmMynm
(8n), a6o ix cinb, ge R" - rigporeH.

Kpim Toro Tyt 3anpornoHoBaHi cronykn Byab-akoi
3 chopmyn (81), (8m), aGo (8n), ae R® - rigporeH, abo
ae R™ - C4-Ce ankin.

3asBneHnit BUHaxXig TakoX CTOCYETbCS CMOMyK

opmynu (80),

(8o},

pe:
R - rigporeH abo C1-Ce aJ'IKIJ'I
- rigporeH a6o -C(O)R";

- C4-Cg ankin abo (CHz)(Cs-Cm apwn), ge
BkasaHun Ce-Cio apun, K BapiaHT, 3amiwieHo npu-
HaiMHi OOHMM 3aMiCHUKOM, BUBpPaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHs, ta -N(C+-Cg ankin)z,

abo ix cinb.

Kpim Toro Tyt SaI'IPOI'IOHOBaHI crnonyk1 cpopmynm
(80), abo ix cinb, oe R'“ - rigporeH

TakoX TyT 3anpornoHoBaHi cronykn opmynu

(8p),
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CHy

M. 70
N / "
0. OR

I,

R0

(8p).
ne:

R®- rigporeH abo C1-Cg ankin;

R - rinporex a6o -C(O)R'?; Ta

R™ - C4-Cs ankin a6o -(CH2)(Ce-C1o apun), ae
BkasaHun Ce-Cio apun, K BapiaHT, 3amiwieHo npu-
HaiMHi OOHWMM 3aMiCHUKOM, BUGpPaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHs, ta -N(C+-Cg ankin)z;

abo ix cinb.

Takox TyT 3anponoHoBaHi cnonyku ¢opmMynm
(8p), abo ix cinb, ge R' - rigporeH.

Kpim TOro TyT 3anponoHoBaHi Cronyku opmynu
(8a),

CHs

(8q),

ae:

R®- rigporeH abo C1-Cg ankin;

R - rinporex abo -C(O)R'?; Ta

R™ - C4-Cs ankin a6o -(CH2)(Ce-C1o apun), ae
BkazaHun Ce-Cio apun, K BapiaHT, 3amiwieHo npu-
HaiMHi OOHMM 3aMiCHUKOM, BUGpPaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHs, ta -N(C+-Cg ankin)z;

abo ix cinb.

Takox TyT 3anponoHoBaHi cnonyku ¢opmMynm
(8q), a6o ix cinb, ge R" - rigpore.

3asBneHni BMHaxig KpiM TOro CTOCYeTbCs CMo-
cobiB oTpuMaHHsi cnonyk chopmynu (8),

®)

ne:
R? - -(CR°R’),Cs-C10 apun abo -(CR°R)(5-6-
YneHHU retepoumkn), ge BkasaHi Ce-C1o apun abo 5-
6-YNeHHUn reTepouunkn, siK BapiaHT, 3aMilleHo npu-
HaMHI 0gHUM R4;

kokHUiA R* HesanexHo BuGpaHO 3 rpynu: ramno-
reH, -ORS, OKCO, -NR6R7, -CF3, -CN, -C(O)RS, -
C(O)OR®, -OC(O)R®, -NRGC(O)R7, -NR®C(O)OR’, -
NR®C(O)NR°R’,  -C(ONR°R’,  -SO.NR°R’, -
NR6SOZR7, C+-Cs ankin, C,-Ce ankenin ta C,-Cs an-
KiHin, ae BkasaHi C1-Cg ankin, C,-Cs ankeHin ta C,-Cg
arnkiHin, sk BapiaHT, 3aMiLLeHi TpuHanMHi 0 gHUM R5;
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R® - okco, C3-Cg umknoankin, Ce-Cio apun, -ORG,
-C(O)OR®, -NR°R’, -CN Ta 4-10-uneHHuii reTepo-
LIMKIT, 3aMilleHnin RG;

koskHuit R® Ta R’ HesanexHo BMOpaHo 3 rpynu:
rigporeH 1a C4-Cg ankin;

RS- rigporeH abo C1-Cg ankirn;

R - rinporen a6o -C(O)R";

R'™ - C1-Cs ankin a6o -(CH2)(Ce-C1o apun), ae
BkazaHun Ce-Cqo apun, sik BapiaHT, 3amilleHo npu-
HaliMHi OAHMM 3aMiCHUKOM, BUOpPaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHgs, ta -N(C+-Cg ankin)y; Ta

n gopieHioe 0, 1, 2, 3, 4, abo 5; BkasaHu cnocib
nonsrae y:

a) 06pobLi cnomyku dopmynu (6), ae R? BusHa-
YyeHo BuLle, a X - ranoreH abo -OSO,CF3, cnongkoro
dopmynu (7) y npucyTHoOCTi kaTanizatopy, ae R° Bu-
3HayveHo BuLLE,

0. OR? 0. OR®

R2
Re—x + |

R12O R120
1G] @ &
ONs OTPMMaHHS cnonyk dhopmynu (8).

Takox TyT 3anporoHoBaHi Crnocobu OTPUMAaHHS
crnonyk gpopmynu (8a),

(8a)

ae:
R? - -(CR°R’),Cs-C10 apun abo -(CR°R’)(5-6-
YneHHU retepoumkn), ge BkasaHi Ce-C1o apun abo 5-
6-4neHHU reTepoumrKkn, SK BapiaHT, 3aMilleHo npu-
HaMHI 0gHUM R4;

KokHUit R* HesanexHo BUGpaHO 3 rpynu: rano-
reH, -OR%, okco, -NR®R’, -CFs, -CN, -C(O)RS, -
C(O)OR®, -OC(O)R®, -NRSC(O)R7, -NR®C(O)OR’, -
NR°C(O)NR°R’,  -C(ONR°R’,  -SO.NR°R’, -
NR6SOZR7, C+-Cs ankin, C,-Ce ankenin ta C,-Cs an-
KiHin, ae BkasaHi C1-Cg ankin, C,-Cs ankeHin ta C>-Cg
arnkiHin, sk BapiaHT, 3aMiLLeHi NpuHanMHi 0 gHUM R5,

R®- okco, C3-Cg umknoankin, Ce-Cio apun, -ORG,
-C(O)OR®, -NR°R’, -CN Ta 4-10-unieHHuii reTepo-
uuKn, 3amiweHnn R,

koskHuit R® Ta R’ HesanexHo BMOpaHo 3 rpynu:
rigporex Ta C4-Cs ankin, R® - rinporeH a6o C1-Ce an-
Kin;

R' - rinporen abo -C(O)R™,

R™ - C4-Cs ankin a6o -(CH.)(Ce-C1o apun), ae
BkazaHun Ce-Cqo apun, sik BapiaHT, 3amilleHo npu-
HaliMHi OAHUM 3aMiCHUKOM, BUOpaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHgs, ta -N(C+-Cg ankin),, Ta

n gopieHioe 0, 1, 2, 3, 4, abo 5; BkasaHui cnocib
nonsraey.

a) 06pobLi cnonyku dopmynu (6), ae R? BusHa-
YyeHo BuLLe, a X - ranoreH, -OSO,CF3, cnonykoto ¢o-
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pmynu (7a) y npucyTHOCTI KaTanisatopy, Ae R® Bu-
3Ha4yeHo BULLE,

5 R?
HC O. OR

+ —_—

0. OR?
LT

T

i

R0

R? X
R0

(®) (7a) (8a)
ONsi OTPMMaHHSA cnonyk dpopmynu (8a).
3asABneHnin BUHaxig TakoX CTOCYETbCHA CrocobiB
OTpVMaHHs cnonyk doopmynu (8b),

Ri] 0. _OR®
I//,,
R'20

(8b)

ae:

R? - -(CR°R’),Cs-C10 apun abo -(CR°R’)(5-6-
YneHHU retepoumkn), ge BkasaHi Ce-C1o apun abo 5-
6-YneHHUn reTepounkn, siK BapiaHT, 3aMilleHo npu-
HaMHI 0gHUM R4,

KokHMit R* HesanexHo BMGpaHO 3 rpynu: rano-
reH, -OR®, okco, -NR°R’, -CFs, -CIM, -C(O)R®, -
C(O)OR®, -OC(O)R®, -NRGC(O)R7, -NR®C(O)OR’, -
NR°C(O)NR°R’,  -C(ONR°R’,  -SO,NR°R’,
NR6802R7, C+-Cs ankin, C,-Ce ankenin ta C,-Cs an-
KiHin, ae BkasaHi C1-Cg ankin, C,-Cs ankeHin ta C,-Cs
arnkiHin, sk BapiaHT, 3aMiLLeHi NpuHanMHi 0 gHUM R5;

R®- okco, C3-Cg umknoankin, Ce-Cio apun, -ORG,
-C(O)OR®, -NR°R’, -CN Ta 4-10-uneHHuii retepo-
LMKI, 3aMilleHnin RG;

kokHuit R® Ta R’ HesanexHo BMOpaHo 3 rpynu:
rigporex Ta C4-Cs ankin; R® - rinporeH a6o Cq-Ce an-
Kin;

R' - rigporen a6o -C(O)R";

R™ - C1-Cs ankin abo -(CH2)(Ce-C1o apun), ae
BkazaHun Ce-Cqo apun, sik BapiaHT, 3amilleHo npu-
HaliMHi OAHUM 3aMiCHUKOM, BUOpPaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHgs, ta -N(C+-Cg ankin)y; Ta

n gopieHioe 0, 1, 2, 3, 4, abo 5; BkasaHu cnocib
nonsrae y:

a) 06pobLi cnomyku dopmynu (6), ae R? BusHa-
YyeHo BuLLe, a X - ranoreH abo -OSO,CF3, cnonykoto
dopmynu (7b) y nmpucyTHoOCTi KaTanizatopy, Ae R®
BM3HA4eHO BuLLe,

Y

e

oR*

——

R oj,oraa

W

R'2Q

RZ-X
R0
(6}

(7o) (8b)

ONsi OTPMMaHHSA cnonyk dhopmynu (8a).
Kpim TOro Tyt 3anponoHoBaHicnocobu oTpumaH-
HA cnonyk dopmynu (9),
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R* o. oOR®

R'20

©

ae:
R? - -(CR°R’),Cs-C10 apun abo -(CR°R’)(5-6-
YneHHU retepoumkn), ge BkasaHi Ce-C1o apun abo 5-
6-YneHHUn reTepouunkn, siK BapiaHT, 3aMilleHo npu-
HaMHI 0gHUM R4;

KokHMit R* HesamexHo BUGpaHO 3 rpynu: rano-

reH, -ORS, OKCO, -NR6R7, -CF3)7 -CN, -C(O)RS, -
C(O)OR®, -OC(O)R®, -NRSC(O)R, -NR®C(O)OR’, -
NR°C(O)NR°R’,  -C(ONR°R’,  -SO.NR°R’, -

NR6802R7, C+-Cs ankin, C,-Ce ankenin ta C,-Cs an-
KiHin, ae BkasaHi C1-Cg ankin, C>-Cs ankeHin ta C,-Cs
arnkiHin, sk BapiaHT, 3aMiLLeHi NpuHanMHi ogHUM R5;

R®- okco, C3-Cg umknoankin, Ce-Cio apun, -ORG,
-C(O)OR®, -NR°R’, -CN Ta 4-10-uneHHuit retepo-
LIMKIT, 3aMillleHnin RG;

kokHuin R® Ta R’ HesanexHo BMOpaHo 3 rpynu:
rigporex Ta C4-Cs ankin; R® - rinporeH a6o C1-Ce an-
Kin;

R' - rigporen a6o -C(O)R";

R™ - C1-Cs ankin a6o -(CH2)(Ce-C1o apun), ae
BkazaHun Ce-Cqo apun, siKk BapiaHT, 3aMilleHo npu-
HaliMHi OAHUM 3aMiCHUKOM, BUOpaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHgs, ta -N(C+-Cg ankin)y; Ta

n gopieHioe 0, 1, 2, 3, 4, abo 5; BkasaHun cnocib
nonsrae y:

a) oBpobui cronyku dopmyru (8), ae R? ta R®
BU3HaYeHi BULLEe, BIOHOBHUKOM Y NPUCYTHOCTI KaTani-
3artopy,

R o. OR? R? 0. OR®
R']o% R‘]%
(8} 9}

ONs OTPMMaHHSA cnonyk dhopmynu (9).
Kpim TOro TyT 3anponoHoBaHi cnocobu oTpumaH-
HA cnonyk dopmynu (9a),

o%rc:rlrzB

R2

R0

(9a)

ae:
R? - -(CR°R’),Cs-C10 apun abo -(CR°R’)(5-6-
YneHHU retepoumkn), ge BkasaHi Ce-C1o apun abo 5-
6-4neHHUn reTepoumrKkn, SK BapiaHT, 3aMilleHo npu-
HaMHI 0gHUM R4;

KokHMit R* HesanexHo BMGpaHO 3 rpynu: rano-
reH, -OR%, okco, -NR®R’, -CFs, -CN, -C(O)RS, -
C(O)OR®, -OC(O)R®, -NRSC(O)R7, -NR®C(O)OR’, -
NR°C(O)NR°R’,  -C(ONR°R’,  -SO,NR°R’,
NR6SOZR7, C+-Cs ankin, C,-Ce ankenin ta C,-Cs an-
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KiHin, ae Bka3aHi C1-Cg ankin, C,-Cs ankeHin ta Cz-Ce
arnkiHin, sik BapiaHT, 3aMilLieHi NpuHaiMHi ogHuM R,

R® - oKco, C3-C8 uuknoarnkin, Ce-C1o apun, -OR
-C(O)OR®, -NR°R’, -CN Ta 4-10-uneHHuit retepo-
LMK, 3aMiLLleHni R6,

kokHuin R® Ta R’ HesanexHo BUOpaHo 3 rpynu:
rigporeH 1a C4-Cg ankin;

R® - rigporex a6o C1-Cs aJ'IKIJ'I

R' - rigporex a6o -C(O)R';

- C+-Cg ankin abo (CHz)(Cs-Cm apwn), oe
BkasaHui Cg-Cio apun, sk BapiaHT, 3amiwieHo npu-
HaiMHi OOHMM 3aMiCHUKOM, BUOpPaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHg, Ta -N(C+-Cg ankin)y; Ta

n gopieHioe 0, 1, 2, 3, 4, abo 5; BkasaHui cnocid
nonsrae y:

a) 06pobLi cronyku copmynu (8a), ae R? Ta R®
BM3HAaYeHi BuLUe, BIQHOBHMKOM Y NPUCYTHOCTI KaTani-
3artopy,

R120 R120

ONsi OTPMMaHHSA cnonyk dpopmynu (9a).
Kpim TOro TyT 3anponoHoBaHi cnocobu oTpumaH-
HA cnonyk dopmynu (9b),

R

R“’o

(9b)

ae:
> - -(CR°R"),Ce-C1o apun abo -(CR°R")n(5-6-
YneHHU retepoumkn), ge BkasaHi Ce-C1o apun abo 5-
6-4neHHuI reTepoLmKkn, sk BapiaHT, 3aMilieHo npu-
HaMHI 0gHUM R

KO)KHVIVI R* He3anexHo BMOpaHo 3 rpynu: raso-
reH, -OR OKCO, -NR R, -CF3, -CN, -C(O)R -
C(O)OR -OC(O)R -NR® C(O R’, -NR® C(O)OR
NR® C(O)NR R’, -C(ONR°R’, -SO:NR°R’, -
NR°SO.R’, Cs- Cs ankin, C>-Cg ankenin ta Cp- Cs an-
KiHin, ae Bka3aHi C1-Ce ankin, C,-Cs ankeHin ta Cz-Ce
ankiHin, sik BapiaHT, 3aMilLieHi npuHaliMHi ogHuM R,

R® - oKco, C3—C8 uuknoarkin, Ce-C1o apun, -OR
-C(O)OR®, -NR°R’, -CN Ta 4-10-uneHHuii retepo-
LMK, SaMILLl,eHI/IVI R6

koknuit R® Ta R’ He3anexHo BMOpaHO 3 rpynu:
rigporex Ta Cy-Cs anin; R® - rinporeH a6o Cq-Ce an-
Kin;

- rinporex a6o -C(O)R'>;

- C4-Ce ankin abo (CHz)(CG -C10 apwn), pe
BkasaHuin Cg-Cio apun, siK BapiaHT, 3amilweHo npu-
HaliMHi OAHUM 3aMiCHUKOM, BUOpPaHMM 3 rpynu: rano-
reH, Cq-Cg ankin, -OH, -OCHgs, ta -N(C+-Cg ankin)y; Ta

n gopieHioe 0, 1, 2, 3, 4, abo 5; BkasaHu cnocib
nonsrae y
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a) 06pobLi cronyku dopmynu (8b), ae R? Ta R®
BU3HaYeHi BULLEe, BIOHOBHUKOM Y NPUCYTHOCTI kaTani-
3artopy,

R? 0. OR®

—

2
R 0. _OR®
R1'2O R120

(80) {90}

ONsi OTpMMaHHSA cnonyk dpopmynu (9b).

Kpim Toro 3anponoHoBaHi Taki cnocobu, ge Bka-
3aHWI kaTanisatop BMOpaHO 3 nNanagilo Ta nnaTuHW,
Ta Taki cnocobu, e BKa3aHU BiOHOBHUK - Ti4pOreH.
Kpim Toro 3anponoHoBaHi Tak cnocobu, Ae BKasaHui
BiJHOBHMK - rigporeH, a BKasaHUI katanisaTop BuG-
paHo 3 nanagijto Ta NnaTuHn

TakoX TYT 3anpornoHOBaHi cnocobu OTpUMaHHS
CTepeni3oMepnyHO 36araveHnx cnonyk copmynu (7),

H
Hzclt Oy O

R¥Q

@

Ae:

R - rigporex a6o -C(O)R'

R™ - C4-Cs ankin abo (CH2)(C6-C10 apwn), ge
BkasaHun Ce-Cio apun, K BapiaHT, 3amilieHo npu-
Ha¥iMHiI OOHMM 3aMiCHUKOM, BUBpaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHs, ta -N(C+-Cg ankin)z;

BKasaHui cnocib nonsrae y:

a) obpobui cnonyku dopmynu (7) xipanbHow He-
pauemiyHO OCHOBOK AN OTPUMaHHS CyMilli Ajac-
TepeoMepHWX Conel;

b) BigaineHHi BkazaHUx giacTepeomMepHUx conemn
ofHa Big ogHOI ANs OTPMMaHHS CTepeoni3oMepUYHO
36arayeHoi giactepeoMepHoi coni; Ta

C) NepeTBOPEHHI BKa3aHOI CTepeoizoMepuyHO
36arayeHoi giactepeoMepHoi coni y cTepeoi3oMmepu-
YHO 36arayeHy cnonyky cdopmynu (7).

Kpim Toro TyT 3anponoHoBaHi Taki cnocobu, ge
BKa3aHOK CTepeoni3oMepuyYHO 36arayeHoro CrnomyKo
dopmynu (7) € cnonyka (7a),

0,_.OH
H,C
N

R"?p
(7a)

abo cnonyka dopmynu (7b),

H,C Q._.OH

1,
R¥Q
(7b).
U.le OAMH acnekT CTOCYETbCA TakuMX BuLLeonncaH

cnocobiB, Ae BkaszaHa XipanbHa HepaLleMiyHa OCHOBa
€ XipanbHUM HepaueMmiyHuMm amiHoMm. Kpim Toro 3a-
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NPOMOHOBaHI Taki cnocobu, e BKasaHui XipanbHWN
HepaueMiYHUA amiH BUOpaHO 3 OOQHOro eHaHTioMepy
1,2,3,4-TeTparigpo-1-HadTunaminy, 1,2,3,4-
TeTparigpo-1-HadTunaminy, 1-(2-HadTnn)eTunamixy,
1-(2-HadpTun)eTunaminy Ta HopedenpuHy. Ha nopa-
TOK 3anponoHOBaHi Taki cnocobu, Ae BKasaHuM Xipa-
NbHUM  HepaueMiyHum  amiHom €  (8)-1,2,3,4-
TeTparigpo-1-HadTnnami.

Kpim TOro TyT 3anponoHoBaHi crnomnyku opmynu

(7c),
=@
Hzclo o A
R™g
{7c)
ne.

R' - rinporen abo -C(O)R";

R™ - C4-Cs ankin a6o -(CH2)(Ce-C1o apun), ae
BkasaHun Ce-Cio apun, K BapiaHT, 3amilieHo npu-
HaiMHi OOHWMM 3aMiCHUKOM, BUBpaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHs, ta -N(C+-Cg ankin); Ta

A - npugaTHUM NPOTUIOH.

Y popaTtkoBOMY acnekTi 3asiBNIeHOro BUHAaxopy
3anponoHoBaHi cnonyku dopmynu (7d),

{7d)

ae:

R - rinporen abo -C(O)R";

R™ - C4-Cs ankin a6o -(CH2)(Ce-C1o apun), ae
BkasaHun Ce-Cio apun, K BapiaHT, 3amiweHo npu-
HaiMHi OOHMM 3aMiCHUKOM, BUBpaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHs, ta -N(C+-Cg ankin), Ta

A - npyugaTHU NPOTUIOH.

Kpim TOro TyT 3anpornoHoBaHi Cronyku opmynu

(7e),
2.
He 0. T A
IJU
R0
(7e)
ne:

R' - rinporen abo -C(O)R";

R™ - C4-Cs ankin a6o -(CH2)(Ce-C1o apun), ae
BkasaHun Ce-Cio apun, K BapiaHT, 3amiwieHo npu-
HaiMHi OOHMM 3aMiCHUKOM, BUGpaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHs, ta -N(C+-Cg ankin); Ta

A - npyugaTHU NPOTUIOH.

Y We ogHOMYy acnekTi 3asBfeHoro BMHaxody 3a-
NponoHoBaHi cnonyku dopmynu (7c), (7d), Ta (7e), oe
BKa3aHW/ NpuaaTtHUA NPOTUIOH € NOXiAHWUM Bif, amiHy.
Takox 3anponoHoBaHi Taki Cronyku, e BKasaHun
aMiH € XipanbHUM HepauemiyHuM amiHoM. Kpim Toro
3anpornoHoBaHi Taki Cnonyku, Ae BKasaHuh XipanbHUn
HepaueMiYyHU amiH BUOpaHO 3 OOHOro eHaHTioMepy
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1,2,3,4-TeTparigpo-1-HadTunaminy, 1-(2-
HadTun)eTunaminy, 1-(2-HacpTun)eTunamiHyta Ho-
pecenpuHy.

Ha popatok 3anpornoHoBaHi Taki cnocobu, e
BKasaHW XipanbHWUiA HepauemiyHMn amiH € (S)-
1,2,3,4-TeTparigpo-1-HadpTunamiHom.

Takox TyT 3anponoHoBaHi cnonyku coopmynu (8c)

Q2 &

RE 6. 0 A

I
R™?Q
(8¢)

ae:

R? - -(CR°R’),Cs-C10 apun abo -(CR°R)(5-6-
YneHHU retepoumkn), ge BkasaHi Cs-C1o apun abo 5-
6-4neHHU reTepoumrKkn, SK BapiaHT, 3aMilleHo npu-
HaMHI 0gHUM R4;

KokHUIt R* HesanexHo BUGpaHO 3 rpynu: rano-
ret, -OR®, okco, -NR®R’, -CFs, -CN, -C(O)RS, -
C(O)OR®, -OC(O)R®, -NRSC(O)R7, -NR®C(O)OR’, -
NR°C(O)NR°R’, ~ -C(ONR°R’,  -SO.NR°R’, -
NR6SOZR7, C+-Cs ankin, C,-Ce ankenin ta C,-Cs an-
KiHin, ae BkasaHi C1-Cg ankin, C,-Cs ankeHin ta C-Cg
arnkiHin, sk BapiaHT, 3aMiLLeHi NpuHanMHi 0 gHUM R5;

R® - okco, C3-Cg umknoankin, Ce-Cio apun, -ORG,
-C(O)OR®, -NR°R’, -CN Ta 4-10-uneHHuii retepo-
uuKn, 3amiweHnn R”;

kokHuin R® Ta R’ HesanexHo BMOpaHo 3 rpynu:
rigporeH Ta C4-Cg ankin;

R - rinporen a6o -C(O)R";

R™ - C4-Cs ankin a6o -(CH2)(Ce-C1o apun), ae
BkazaHun Ce-Cqo apun, sk BapiaHT, 3amilleHo npu-
HaliMHi OAHUM 3aMiCHUKOM, BUOpPaHMM 3 rpynu: rano-
reH, C1-Cg arnkin, -OH, -OCHgs, ta -N(C+-Cg ankin)z,

n gopisHioe 0, 1, 2, 3, 4, abo 5; Ta

A - npyaaTHUN NPOTUIOH.

3asBneHnin BUHaXxif KpiM TOro CTOCYETLCH CMOMYK
dopmynu (8d)

S
R.i] 0. 0O A
I,
R0

(8d)

ne:
R? - -(CR°R"),Cs-C1o apun a6o -(CR°R’)n(5-6-
YneHHU retepoumkn), ge BkasaHi Ce-C1o apun abo 5-
6-YneHHUn reTepouurkn, siIK BapiaHT, 3aMilleHo npu-
HaMHiI 0gHUM R4;

koxHuMin R* HesanexHo BMOGpaHO 3 rpynu: rano-
reH, -ORS, OKCO, -NR6R7, -CF3, -CN, -C(O)RS, -
C(O)OR®, -OC(O)R®, -NRSC(O)R7, -NR®C(O)OR’, -
NR°C(O)NR°R’,  -C(ONR°R’,  -SO,NR°R’,
NR6802R7, C+-Cs ankin, C,-Ce ankenin ta C,-Cs an-
KiHin, ae BkasaHi C1-Cg ankin, C>-Cs ankeHin ta C,-Cs
arnkiHin, siKk BapiaHT, 3aMiLLeHi NpuHanMHi 0 gHUM R5;

R®- okco, C3-Cg umknoankin, Ce-Cio apun, -ORG,
-C(O)OR®, -NR°R’, -CN Ta 4-10-uneHHuii retepo-
LIMKIT, 3aMilleHnin RG;
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kokHuin R® Ta R’ HesanexHo BUOpaHoO 3 rpynu:
rigporeH 1a Cq-Cg ankin;

R - rinporen abo -C(O)R";

R™ - C4-Cs ankin a6o -(CH2)(Ce-C1o apun), ae
BkasaHun Ce-Cio apun, K BapiaHT, 3amiwieHo npu-
HaiMHi OOHWMM 3aMiCHUKOM, BUBGpPaHMM 3 rpynu: rano-
reH, C1-Cg ankin, -OH, -OCHs, ta -N(C+-Cg ankin)z;

n popisHioe 0, 1, 2, 3, 4, abo 5; Ta

A - npyugaTHU NPOTUIOH.

Takox TyT 3anponoHoBaHi cnonyku ¢opmMynm
(8e)

R2

o, 6 &7
Y

e :
(8e)

ae:
R? - -(CR°R’),Cs-C10 apun abo -(CR°R’)(5-6-
YneHHU retepoumkn), ge BkasaHi Ce-C1o apun abo 5-
6-4neHHU reTepoumrKkn, SK BapiaHT, 3aMilleHo npu-
HaMHI 0gHUM R4;

KokHUit R* HesanexHo BMGpaHO 3 rpynu: rano-
reH, -ORS, OKCO, -NR6R7, -CF3, -CN, -C(O)RS, -
C(O)OR®, -OC(O)R®, -NR°C(O)R’, -NR°C(O)OR’, -
NR®C(O)NR°R’,  -C(ONR°R’,  -SO.NR°R’, -
NR6SOZR7, C+-Cs ankin, C,-Ce ankenin ta C,-Cs an-
KiHin, ae BkasaHi C1-Cg ankin, C>-Cs ankeHin ta C,-Cs
arnkiHin, sk BapiaHT, 3aMiLLeHi NpuHanMHi 0 gHUM R5;

R®- okco, C3-Cg umknoankin, Ce-Cio apun, -ORG,
-C(O)OR®, -NR°R’, -CN Ta 4-10-uneHHuii retepo-
LIMKI, 3aMilleHnin RG;

kokHuin R® Ta R’ HesanexHo BMOpaHo 3 rpynu:
rigporeH Ta C1-Cg ankin;

R' - rigporen a6o -C(O)R";

R™ - C1-Cs ankin a6o -(CH2)(Ce-C1o apun), ae
BkazaHun Ce-Cqo apun, sk BapiaHT, 3amilleHo npu-
HaliMHi OAHUM 3aMiCHUKOM, BUOpPaHMM 3 rpynu: rano-
reH, C1-Cg arnkin, -OH, -OCHgs, ta -N(C+-Cg ankin)y;

n pgopisHioe 0, 1, 2, 3, 4, abo 5; Ta

A - npyaaTHUN NPOTUIOH.

Kpim TOro TyT 3anponoHoBaHi Crionyku opmynm
(8c), (8d), Ta (8e), oe BkaszaHwi NpuaaTHUIA NPOTUIOH
€ noxigHum Big amiHy. Ha gogaTtok 3anpomnoHoBaHi
Oyab-ski cnonyku, Ae aMiH € xipanbHUM HepaLlemiyd-
HUM amiHom. Kpim Toro 3anponoHoBaHi 6yab-ski cno-
nyku, e xipanbHWiA HepaueMidyHWiA amiH BUOpaHo 3
OfHoro eHaHTiomepy 1,2,3,4-TeTparigpo-1-
HadTUnaminy, 1-(2-HadpTun)eTunamiHy Ta Hopeden-
pVHY.

TepmiH "C1-Cs ankin", sik TyT 3aCTOCOBaHO, SKLLO
He BKasaHe iHLle, OXOMMe HacuyeHi OgHOBareHTHI
BYrneBOAHEBI pagukany, WO MatoTb NiHiNHI, posrany-
XeHi abo UMKMiYHi YacTMHM (OXONIKYM KOHOEHCO-
BaHi Ta MICTKOBi GiUMkniyHi Ta CNipoOLMKMiYHi YacTu-
HM), abo koMmOiHaujlo BWLLE3a3HAYEHMX YaCTWH, Ta
MicTaTb 1-6 aToMiB KapbOoHy.

"Hwx4unin ankin" o3Havae ankin, wo mae 1-4 ato-
MU kapboHy. TepMiH "reTepoankin” ctocyeTbcs ankiny
3 MiHiiHMM abo posrany)XeHnM NaHulroM, Lo Mae
Big 2 oo 12 atomiB y naHuory, oavH abo Ginblwe 3
KOTpUX € retepoatoMom, BubpaHum 3 S, O, Tta N.
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Mpuknagu reTepoankinis OXONMIOTb ankifnosi eTepu,
BTOPWHHI Ta TPETUHHI aMiHu1, ankincynbgign Towo.

TepmiH "C2-Cs amkeHin", sk TyT 3acTOCOBaHoO,
SKLO He BKasaHe iHLWe, OXONIe arnkifbHi YacTuHW,
WO MalTb MPUHAWMHI OAMH MOABIVHUIA 3B'A30K Kap-
60H-kapOOoH, Ae ankin BU3HAYEHO BULLE, OXOMMOYM
E Ta Z i3omepu BKasaHuX arnkeHinbHWX YacTuH, Ta
MaloTb 2-6 aTomiB kKapOOoHy.

TepmiH "C2-Ce ankiHin", sik TyT 3aCTOCOBaHO, siK-
LLIO He BKa3aHe iHLe, OXOMIoE arnkifbHi YacTUHW, Lo
MatoTb MPUHANWMHI OOWH MOTPIVHWUIA 3B'A30K KapOOH-
kapOoH, e ankin BM3Ha4YeHo BULLE, Ta MIiCTSATb 2-6
aToMmiB KapbOoHy.

TepmiH "kapboumkn" CTOCYETbCA HACMYEHOI, Yac-
TKOBO Hacu4eHoi, HeHacuyeHoi abo apomaTuyHoi
MOHOLIMKMiYHOT abo KoHAeHCcoBaHOI abo HEKOHEHCOo-
BaHOI MOMILMKNIYHOI, KiNbLEBOI CTPYKTYpW, LLO Mae
Tinbku kKapboHOBI KinbLeBi aTomu (6e3 retepoaToMi).
Mpuknagn kapOOUUKIIB  OXONSOTL  LMKIIOAnKin,
apuvn Ta UmMKnoankin-apunu.

"Cs-C1o umknoankin" o3Hayae HacudeHy abo yac-
TKOBO HacuyeHy, MOHOUMKNiYHY abo KoHOeHCcOBaHy
4Yn cnipononiuMKnivHy KinbLeBy CTPYKTYpY, Wo Mae 3-
10 kapboHoBi kinbuesi atomu (ane 6e3 rerepoato-
miB). MNpuknagu umknoarnkinie OXonsmTb LMKIONPo-
nin, UAKNOBYTWA, LIMKIONEHTUI, LUMKMOMNEHTEHIN, LMK-
NOreKCWr, UMKorenTum, agamaHTui, ToLwo.

"eTepoumknoankin" o3Hayae MOHOUWMKNiYHY abo
KOHAEHCOBaHy 4u cripononiLmKnivHy KinbueBy CTPyK-
Typy, L0 € HacuyeHo abo 4acTKOBO HACWMYEHO, Ta
Mae 3aranom 3-18 kinbuesi aTomu, oxonntowun 1-5
rerepoaTomiB, BMOpaHUX 3 HIiTPOreHy, OKCWUreHy Ta
cynbcypy. lNMpuknagn reTepoumknoarnkinis OXomnmto-
I0Tb NiponiavHin, TeTparigpodypun, ninepuanHin,
ninepasuHin, mMopdoniHin, TioMopdoniHin, asnpuan-
Hif, TOLLO.

TepmiH "Ce-C1o apun”, K TyT 3aCTOCOBaHO, SKLLO
He BKasaHe iHLle, OXONSe opraHivyHi pagukanu, no-
XigHi Big apomaTWyHWUX BYIMNEBOAOHIB BuOANEHHAM
O[HOrO TigporeHy, sk-To deHin abo HadpTun. TepmiH
"eHin" Ta cumson "Ph", sk TyT 3acTocoBaHo, CTOCY-
toTbes rpynu CeHs.

TepmiH "4-10-4yneHHUA reTepoumkn”, AK TyT 3a-
CTOCOBAaHO, SIKLO He BKasaHe iHLUe, OXOMMe apoma-
TUYHI Ta HeapoMaTWU4YHi TETEPOLMKIN, WO MICTATb,
KOXHUW, 1-4 reTepoatommu, BubpaHi 3 O, S Ta N, ge
KOXHWA reTepounkn mae 4-10 aTtomiB y KinbLesin
cucTeMi, Ta 3a YMOBWY, LLO KinbLie BKasaHol rpynu He
MicTUTb ABOX cycigHix atomie O abo S. Kpim TOro
aToMu cynbdypy, WO MICTATbCS Y TakMx reTepoLuk-
nax, MoXyTb OyTu OKUCHeHi ogHum abo ABoma aTo-
Mamu cynbdypy. HeapoMaTu4Hi reTepouuknmn oxor-
NIOTb FPYMK, WO MakTb TiflbkM 4 aTOMM Y KinbLEBIN
CUCTeMi, ane apoMaTu4Hi reTepoLMK NOBUHHI MaTu
npuHarMHi 5 aToMmiB Y KinbLUeBin cuctemi. 'eTepoumk-
NN OXONIOTh OEH30-KOHAEeHCOoBaHI KinbLEeBi cucTe-
Mu. MpuknNagom 4-4neHHOro reTepounkny € aseTnam-
Hin (noxigHwi Big asetuguHy). [Mpuknagom  5-
YNEeHHoro retepouukny € Tiadonin, a npuknagom 10-
YNEHHOro reTepounkny € xiHomiHin. MNpuknagamun He-
apoMaTUYHUX reTepouunkniB € MiponiguHin, Tetpari-
podbypaHin, aurigpodypaHin, TeTpariapoTieHin, TeT-
parigponipaHin, aurigponipaHin,
TeTparigpoTionipaHin, ninepuaMHo, MopdoniHo, Tio-
MOpPEONiHO, TiOKCaHiN, ninepasuHin, a3eTUauHIn, ok-
CeTaHin, TieTaHin, romoninepuanHin, okcenawin, Tie-
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naHin, okcaseniHin, Agiasenidin, Tiaseninin, 1,2,3,6-
TeTparigponipyavHin, 2-niponiHin, 3-niponiHin, iHOo-
niHin, 2H-nipaHin, 4H-nipanin, giokcaHin, 1,3-
JiokconaHin, nipasoniHin, guTtiaHin, AvTionaHin, ouri-
Aponipanin, AurigpoTieHin, aurigpodypaHin, nipaso-
niguHin, imigasoniHin, iMigasoniguHin, 3-
a3abiumkno[3,1,0]rexcaHin, 3-
asabiunkno[4,1,0]rentanin, 3H-iHgonin Ta xiHomi3w-
Hin. NpuknagaMmu apoMaTUYHUX reTePOLMKIIB € Nipu-
OuHIn, imigasonin, nipuMiguHin, nipasonin, Tpnasonin,
nipaswHin, TeTpasonin, dypun, TieHin, i3okcasonin,
Tiaszonin, okcasonin, i30Tia3onin, niponin, XiHOMiHin,
i3oxiHoniHin, iHgonin, ©6eH3aumigasonin, 6eH3odypa-
HiN, UWHOMIHIN, iHAa3onin, iHAoni3uHIN, dTanasuHin,
nipugasuHin, TpuMasuHin, isoiHgonin, NTepuanHin, ny-
puHin, okcapgiasonin, Tiagiasonin, dypasaHin, 6eH3o-
dypasaHin, 6eH3oTiodeHin, OGeH3oTiasonin, GeH30-
Kcasonin, XiHa3oniHin, XxiHokcaniHin, HadTUpMAKHIN Ta
dyponipuauHin. BuwlesasHadeHi rpynu, sik noxigHi sig,
BULLIEHaBedeHWX rpyn, MoxXyTb 6yt C-npuegHaHi abo
N-npuegHaHi, e moxnueo. Hanpuknag, rpynoto, no-
xigHoo BiA nmipony Moxe 6ytu nipon-1-in (N-
npuegHaHun) abo nipon-3-in (C-npuegHaHuii). Kpim
TOro, NoxigHWM Big imigasony moxe 6yTu imigason-1-
in  (N-npuegHaHwun) abo  imigason-3-in  (C-
npuegHaHunin). MNprknagomM reTepouunKivHoi rpynu, ae
2 kinbuesi atomy kapboHy 3amileHi okco (=0), € 1,1-
[iOKCO-TIOMOPONiHif.

TepMmiH "5-6-4neHHW reTepoumkn” o3Havyae apo-
MaTWYHi Ta HEApPOMaTUYHI reTePOLMKNN, L0 MICTATb
1-4 reTepoatomu koxHui, BubpaHi 3 O, S Ta N, i, e
KOXHUI reTepouunkn Mae 3aranom Big 5 Ao 6 atomiB y
KinbLUEBIN CUCTEMI, Ta 3a YMOBM, LUO KifbLie BKasaHol
rpynu He MicTuTb ABOX cycigHix atomie O abo S.
ATOMN cynbgypy, WO MICTATECA Y TakuUX reTepouuk-
nax MoXyTb OyTW OKUCHEHMMW ofHum abo aBoma
aTomamu cynbdypy. Kpim Toro 6yap-sxkuii atom y 5-6-
YNIEHHOMY TeTepOoLUKIi MOoXe OyTU 3aMillleHNnM OKCO
(=O) rpynoto, SKWO Take 3aMilleHHs gae cTabinbHy
crnonyky. [pvknagM HeapoMaTU4HMX [eTEePOLMKNIB
OXOMnmKTb, ane 6e3 o6MexXeHHs, niponiguHin, TeT-
parigpodypaHin, aurigpodypaHin, TeTparigpoTieHin,
TeTparigponipaHin, gurigponipaHin, TeTparigpoTioni-
paHin, ninepnanHo, mopdoniHo, TioMopdoniHo, Tio-
KCaHin, ninepasuHin, aseTMauHin, okceTaHin, TieTaHin,
romMoninepuauHin, okcenadin, TienaHin, okcaseniHin,
AiaseniHin, Tiaseninin, 1,2,3,6-TeTparigponipuamnHin,
2-niponinin, 3-niponiHin, iHaoniHin, 2H-nipaxin, 4H-
nipaHin, giokcadin, 1,3-giokconaxin, nipasoniHin, Av-
TiaHin, aguTionaHin, agurigponipaHin, AurigpoTienin,
aurigpodypaHin, nipasoniguHin, iMmigasoniHin, imiga-
30niguvHin, 3-a3abiumkno[3,1,0]rekcaHin, 3-
asabiumknol[4,1,0lrentanin, 3H-iHgonin Ta xiHoMi3w-
Hin. MNpuknagu apoMaTUyHUX reTepouukniB OXOMIto-
I0Tb, ane 6e3 oOMeXeHHs, nipuauHin, imigasonin,
nipuMiauHin, nipasonin, Tpuasonin, nipasuHin, TeTpa-
3onin, dypun, TieHin, i3okcasonin, Tiasonin, okcaso-
nin, isoTiazonin, niponin, XiHOMiHIM, i30XiHOMIHIN, iH-
ponin, ©OeH3umigasonin, ©GeH3odypaHin, UMHONIHIM,
iHOasonin, iHOONI3WHIN, dTanasuHin, nipugasvHin,
TpuasuHin, i3oiHaonin, NTepuAanHIn, NypuHin, okcagia-
3onin, Tiagiasonin, dypasaHin, XxiHasoniHiapun Ta
XiHokcaniHin. BuliesasHadeHi rpynu, gk noxigHi Big
BULLIeHaBeAeHWX rpyn, MoXyTb 6yTn C-npregHaHi abo
N-npuegHani, ae moxnueo. Hanpuknag, rpynoto, no-
xigHoto Big nipony Moxe ©6ytu nipon-1-in (N-
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npuegHaHuin) abo nipon-3-in (C-npuegHanni). Kpim
TOro, nNoxigHuWM Big imigasony moxe 6yTu imigason-1-
in  (N-npuegHanun) abo  imigason-3-in  (C-
npuegHaHuin). Nprknagom reTepoLmKivHol rpynu, ae
2 xinbuesi atomu kapboHy 3amilleHi okco (=0), € 1,1-
[0iOKCO-TIOMOPEONiHiIf.

"leTepoapun" o3Hayae MOHOUMKNIYHY abo KOH-
OEeHCOBaHy 4n cnipo-NoniLMKIiYHy, apoMaTUYHY Kiflb-
LeBy CTPYKTYpY, o Mae 4-18 kinbuesi atomu, oxorn-
notoun  1-5 retepoatomu, BMOpaH 3 HITPOreHy,
okcureHy Ta cynbdypy. [lpuknagm retepoapunis
OXONMIoKTb Niponin, TieHin, okcasonin, nipasonin,
Tiazonin, dypun, nipMauvHIn, nipaswvHin, Tprasonin,
TeTpasonin, iHAoNiN, XiHONiHIN, xiHokcaniHin, 6eHsTia-
3onin, GeH3ofiokcuHin, ©eH3opiokconin, 6eH3ookca-
300iN, TOLLO.

TepmiH "ankokcu", K TyT 3aCTOCOBaAHO, KO He
BKasaHe iHwWe, oxonntoe O-ankinu, ae ankin BusHave-
HO BULLE.

TepmiH "amiHO" 03Havae pagukan -NHo.

TepmiHn "ranoren”, sk TyT 3acTocoBaHo, -hnyop,
xnop, 6pom abo nog.

TepMiH "oKco", K TYT 3aCTOCOBaAHO, O3HAYae rpy-
ny (=O). Taka rpyna moxe 6yTu 3B'A3aHo0 3 Oyab-
SIKUM aTOMOM kapboHy abo reTepoaToMOM Yy cnomny-
Kax 3asiBMEeHOro BWHAaxXo4y, SIKWO Take 3aMilleHHs
Aae cTabinbHy cnonyky.

TepmiH "Tpucnyopmetnn”, sik TyT 3aCTOCOBaHO,
o3Hauvae rpyn -CFs.

TepmiH "TpudpnyopmeTtokcn”, gk TyT 3acTocoBa-
HO, 03Ha4vae rpyn -OCFs.

TepmiH "uiaHO", sIK TyT 3acTocoBaHO, O3Ha4ae
rpyny -CN.

TepmiH "3amilieHa" o3Hadvae, WO NeBHa rpyna
abo yacTH mae oguH abo BinbLue 3amicHUKIB. TepMiH
"He3damilleHa" o3Havae, Lo nNeBHa rpyna He mae 3a-
MiCHUKIB. TepMiH "ak BapiaHT, 3amilleHa" o3Hauvae,
Lo MeBHa rpyna € HesamilleHol abo 3aMmilLeHo
oAH1M abo GinbLue 3amicHUKaMu.

Tepmin "BI'C", Ak TyT 3acToCcOBaHO, CTOCYETbCSI
Bipycy renatuty C.

Tepminn "iHridbyBaHHs Bipycy renatuty C" Ta "iH-
ribyBaHHs pennikauii Bipycy renatuty C" o3HavaioTb
iHridyBaHHs1 pennikauii Bipycy renatuty C in vitro abo
in vivo y ccaBus, SIK-TO NIOAUHW, KOHTaKTyBaHHAM
Bipycy renatuty C 3 iHribytodoto pennikauito BI'C ki-
NbKICTIO CMOMyKN 3asiBNEHOro BuHaxody abo ii dap-
MaUEBTUYHO MNPUIHATHOI coni abo conbBaTy. Take
iHridbyBaHHs1 MOxxe ByTu in Vvivo, SIK-TO y ccaBLs, SK-TO
TNIOAMHN, 3aCTOCYyBaHHAM [0 CccaBUsAs iHribytoyoi Bi-
pyc renatuTy C KiNbKOCTi CMNOMyKW 3asiBNIeHOro BUHa-
xoay. KinbkiCTb Cnonyku 3asiBNeHoro BuMHaxody, He-
0ob6xigHoi onsa iHribyBaHHa pennikadii Bipycy BIC in
vitro abo in vivo, SIK-To y ccaBLs, SIK-TO JIIOANHW, MOX-
Ha BU3Ha4aTW, 3aCTOCOBYKYM criocobu, Bigomi daxi-
BUSAM. Hanpuknag, KinbKOCTi CNonyku BUHaxo4y MOX-
Ha 3acTtocoByBaTM [[O cCaBusf MOOAMHLUI abo sk
YacTuHy papmMaueBTUYHO MNPUAHATHOI KOMMO3WULl.
3pasku KpoBi MoxHa Togi 6paTh Big ccaBus Ta Kinb-
KicTb Bipycy renatuTty C y 3pasky MOXHa BuM3HayaT,
3acTOCOBYHOYM Crnocobu, BigoMi axiBusam. 3meH-
LLEHHS KinbKocTi Bipycy renatuty C y 3pasKy nopiBHsI-
HO 3 KiMbKiCTIO, 3HaWOEHOK Yy KPOB Mepen 3acTocy-
BaHHSAM CrONyKU BUHaxody NpeacTaBrisie iHribyBaHHS
pennikauii Bipycy renatuty C y ccaBus. 3acTocyBaH-
HS1 CNOMyKM BUHaxody O0 ccaBus Moxe Oyt y dopmi
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OOMHWYHOT 403K abo psiay A03 MPOTArOM HaCTYMHMX
ni6.

"BIC-iHribytounin 3aci6" o3Hauyae crnonyky 3asie-
neHoro BMHaxogy abo ii hapmMaLeBTUYHO NPUNAHATHY
cinb abo conbBar.

Tepmin "BI'C-iHribytoua KinbkicTb", Ik TyT 3acTo-
COBaHO, CTOCYETbCH KiMbKOCTi CMOSyKM 3asiBNEHOro
BMHaxoAdy, WO € A0CTaTHbOK Ans iHribyBaHHA penri-
Kauji Bipycy renatuty C npum 3acTocyBaHHi 4O ccaBus,
AK-TO NIOANVHMN.

TepmiH "iHribytoya BI'C-nonimepasy KinbkicTb", Sk
TYT 3aCTOCOBaHO, O3HA4aE KiMbKiCTb CMOMyKW 3asiB-
FIeHoro BUHaxoay, Lo € A40CTaTHbO ANS iHribyBaHHS
dyHKLii cepmeHTy nonimepasu Bipycy renatuty C
NPW KOHTaKTi CNOMyKX € 3 (hepMeHTOM.

"ConbBat" o03Hayae apMaueBTUYHO MPUNAHSAT-
HWI coMbBaT MEBHOI CNonyku, Wwo 36epirae GionorivyHy
edekTUBHICTb Takol cnonyku. [Npuknagn conbBaTtis
OXOMMITL CMONYKU BUHaxody Y KOMmOGiHaLii 3 pos-
YMHHMKaMK SK-TO, ane 6e3 obMexeHHsi, Bog, i30mpo-
naHon, etaHon, metaHon, DMSO, etunaueTtat, ouToB
Kncnot, abo eraHonamiH. "®apmaueBTUYHO MPUAHATK
cinb" o3Havae cinb, Wwo 36epirae GionoriuHy edekTu-
BHiCTb BiNbHOI KMCMOTK Ta ocHoBM of NeBH noxigH Ta,
Lo He € BionoriyHo abo iHakLwe HenoTpiGH. Mpuknagn
apMaueBTUYHO MPUNHATHUX CONel  OXOMIoTb
cynbdatu, nipocynbdaty, Oicynbdgatn, cynbdity,
Gicynbditn, cocdaTtn, MoHorigpodocdaTtn, aurig-
podocaTtu, metadocdatu, nipodocdaTtu, xrnopuau,
6pomign, noavawn, auetartu, nponionaTy, AekaHOaATW,
KanpunaTtu, akpunatu, dopmiaty, i30byTupartu, Kan-
poaTu, renTaHoaTu, nponionaTtun, okcanaTu, ManoHa-
TW, CykuuHaTtun, cybepatn, cebaumHaTtu, dymapaty,
mManeatun, 6yTuH-1,4-gioatun, rekcux-1,6-gioatn, GeH-
30aTtu, xnopbeHsoatn, metTunbeHszoaTn, OUHITPOOEH-
30aTw, rigpokcubeHsoatn, meTokcnbeHsoatun, drana-
TW, cynboHaTh, KCUNoncynboHaTH, eHinaueTaTy,
deHin nponionatu, deHinbyTnpaTn, LUMTpaTH, nakra-
™, y-rigpokcubyTnpaTtu, rmikonaTu, TapTpaTn, MeTaH-
cynbpoHaTy,  nponaHcynbdoHaTh,  HadTaniH-1-
cynboHaTn, HadTaniH-2-cynboHaTM Ta MaHaena-
™.

TepMmiH "nikyBaHHA", 9K TYT 3aCTOCOBaHO, SIKLLO
He BKasaHe iHLWe, O03Ha4a€ BiJHOBIEHHS, MorerLeH-
Hsl, iHriOyBaHHA po3BWTKY, abo nonepemkeHHs po3-
nagy abo craHy, 4O KOTPMX 3aCTOCOBYETbCA TaKkui
TepMiH, abo opgHoro abo Ginblle CUMMTOMIB Takoro
po3nagy abo crtaHy. TepMiH "nikyBaHHs", sK TyT 3a-
CTOCOBaHO, SIKWO He BKasaHe iHWe, CTocyeTbecs il
NiKyBaHHS1, sike BU3HAYEHO BULLE.

Bupas "hapMmaueBTU4HO NPURHATHA Cinb", K TYyT
3aCTOCOBaHO, SKLIO He BKasaHe iHLle, OXONse Cconi
KMCMOTHNX abo OCHOBHMX rpyM, KOTPi MOXyTb OyTH y
cnorykax 3asBrneHoro BuHaxogdy. Cnonyku 3asiBneHo-
ro BMHaxody, LU0 OCHOBHUMW 3a MPUPOZOI0 3AaTHi
yTBOptoBaTK BaraTo comen 3 pisHW HeopraHiyHUMK Ta
opraHiyHUMK kucnotamun. Kncnotu, WO MoXHa 3acTo-
COBYBAaTW A151 OTPMMaHHSA dhapmMaLeBTUYHO MPUNHAT-
HUX KWCMOTHO-aAWUTMBHUX COMENA TakUX OCHOBHWX
CNonyK 3asiBMEHOr0 BUHAaXO4y € TVMM, LU0 YTBOPIOKOTb
HETOKCUYHiI KMCNOTHO-aANTUBHI coni, TOO6TO, coni, Lo
MICTATb  (PapPMaKosiorniYHO MNPUAHATHI aHiOHW, $IK-TO
auetaT, 6eHsoncynbdoHaT, 6eH3oarT, rigpokapboHar,
Oicynedat, bitapTpaTt, 6opaT, 6pomia, kanbuin ene-
TaT, Kamaunart, kapboHaT, xnopug, KnaBynaHar, uuT-
pat, Auvrigpoxnopwg, egeTaTt, egusunaTt, ecrtonart,
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e3unart, eTuncykumHart, dymapar, rmyuentaT, rnioKo-
HaT, rmyTamaT, rikoninapcaHinart, rekcunpesopuu-
HaT, rigpabamiH, rigpobpomia, rigpoxnopwa, noava,
i3oTioHaT, nakTaT, naktobioHaTt, naypaT, manart, ma-
neat, MaHgenaT, me3unaT, MeTuncynbdaT, Mmykar,
Hancwnat, HiTpaTt, oneat, okcanat, namoaTt (embo-
HaT), nanmitaTt, naHToTeHaT, docdaTt/audocdar,
noniranakTypoHaT, caniyunat, cteapaT, cybauerarT,
CYKUMHAT, TaHaT, TapTpaT, Teoknar, To3unaTt, TpUeTi-
ofoA Ta Banepar.

Bupasu "TepaneBTU4HO edekTMBHA KinbKiCTb",
"edpekTBHA KinbkicTb", Ta "Bl C-iHribytoya KinbkicTb",
€03Hayae KinbKiCTb 3anponoHoBaHoro 3acoby, LWo
nMpu 3acTocyBaHHi A0 ccaBusl, SIKMA moTpebye niky-
BaHHS, € JOCTaTHLOK ANS BNAMBY NiKyBaHHS Ha no-
LUKOMKEHHS abo cTaHM xBOpoO, nomerwyBaHi iHridy-
BaHHAM pennikauii PHK BI'C sk-to ans noTeHuiauii
aHTMpakoBoi Tepanii abo iHribyBaHHA HEMpPOTOKCUY-
HOCTI nicns iHCYnbTy, TpaBMu rofioBY Ta Henpoaere-
HepaTmBHOI xBopobu. Kinbkictb BIC-iHribytovoro 3a-
coby, 3acTocoBaHOro y cnocobi BuHaxoay, wo byae
TepaneBTUYHO edeKTUBH 3anexatume Big dakTopis,
AK-TO KOHKpeTHun BIC-iHribytounin 3acib, crtaH xBo-
pobu Ta ii cyBopiCTb, NpupoAda Ta XapaKTEPUCTUKU
ccaBusl, SIKMA LGN notpebye, U0 KinbKiCT MoOXe
nerxko Bu3HavaTu daxiseLb.

TepmiH "6-umknoneHTnn-3-[(5,7-
anvetnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
in)metun]-6-[2-(2-eTunnipugunH-4-in)eTun]-4-rigpokcu-
5,6-aurigpo-2H-nipaH-2-oH", aK TyT 3acTOCOBaHoO,
03Hayae XiMi4Hy CnonyKy CTPYKTypu:

Ax TYyT 3acTOCOBaHO, TEepMiH "3-[(6-
xnop[1,2,4]tpnasono[1,5-a]nipumignH-2-in)meTnn]-6-
UUKNONeHTun-6-[2-(2-etunnipngun-4-in)etnn]-4-
riApokeu-5,6-aurinpo-2H-nipaH-2-oH" o3Havyae XimivHy
CMonyKy CTPYKTYpu:

Cl

N-N

TepmiH
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(5-etunnipnamnn-3-in)eTnn]-4-rigpokcu-

"6-umnknoneHTnn-3-[(5,7-
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5,6-gurigpo-2H-nipaH-2-oH", aK TyT 3acTOCOBaHo,
0O3Ha4vae XiMiYHy Cronyky CTPYKTypu:

CH;y

N —-N>_>_CH3

TepmiH "06pobka", sik TYyT 3aCTOCOBaHO, CTOCY-
€TbCA XiMIYHMX NpOLECiB, Y KOTpMX ABa abo GinbLie
peareHTiB KOHTaKTYloTb 3 KOXXHUM iHLIMM Ang XiMibHOT
3MiHM abo TpaHcdopmadii. Hanpuknag, konu peareHTt
A Ta peareHT B KOHTaKkTyloTb 3 KOXXHUM iHWWM A5A
OTPUMaHHS HOBMX XimMibyHWUX crnonyk C, A "pearye" 3 B
Ans yTBopeHHs C.

Ak TyT 3acTocoBaHo, TepMiH "kaTanizaTop" 03Ha-
Yae XiMiYyHUIA enemeHT abo crnonyky, wWwo 36inblye
LWBKAKICTb XiMIYHOI peakuii 3MEeHLUEeHHSAM eHepril ak-
TMBaUil, ane 3anuWwaeTbCs HEe3MiHEeHUMU peakLUieto.
Mpuknagw katanizaTopy oxonnotoTb, ane 6e3 obme-
XeHHsl, nanaain (0) Ta nnatuHy (0). Po3rnsaHyTi Taki
KaTanisaTopy MOXHa yTBOPIOBATU HA MICLj MPOTArom
XiMiYHOT peakuii, 3 Tak 3BaHOro "npekatanizaTopy",
arne He MOxHa 6auntn abo BMAaINATK. Taki npekartani-
3aTOpU € XiMiYHMMK CronyKamu, Lo 34aTHi Jo nepe-
TBOPEHHA Ha MicLi NPOTArOM XiMi4YHOI peakuil y Ximiy-
HO Ta KaTamiTU4HO Aie3gaTHi enemeHT abo cnomyky.
Mpvknagu npyuaaTHWX NpekaTaniaaTopiB OXOMNMOTh,
ane 6e3 obmexeHHs, PdCly, PdCIy(PPhs)z, Pd(OH),,
Pd(PPh3)4, Pt(OH)z, Ta PtC|2.

TepMmiH "BiOHOBHUK", SK TyT 3aCTOCOBaHO, O3Ha-
Yyae XimiYHMIA enemeHT abo cnomnyky, WO Aa€ enekr-
POHM LLEe ogHOMY XiMiYHOMY enemeHTy abo cnonyui y
peakuinHin cymili. AnbTepHaTUBHO, Lie 03Havae XiMi-
YHUI enemeHT abo Crnonyky, Wo 34aTHi O YTOPEHHS
Hacu4eHo! XiMiYHOI CMOMyKNU 3 HeHacu4eHol XiMivHOl
cnonykvu godaBaHHAM BoAHwo. Hanpuknag, gogasaH-
HS aO[HI0 OO0 ankeHy 3asiBMEeHOro BWHaxody And
OTPVMaHHA HaCWYEHOro arnkaHy € "BiAHOBMEHHAM".
BigHOBHMK € XiMiYHMM enemeHToM abo Crnonykoto, Lo
30aTHi 34iNcHIOBaTU Take BiOHOBMEHHS, 3BMYaWHO Yy
npucyTHOCTI KaTanizaTopy. [lpvknagn BiAHOBHYKIB
oxonntoTb, ane 6e3 obMexeHHs1 BoaeHb, MypaLUnHy
KUCIOTY, Ta COMi MypPaLUUHOI KUCMOTU, SK-TO aMOHI
copmiart.

TepMiH "3axucT", AK TyT 3aCTOCOBaHO, CTOCYETb-
Ce npouecy, Yy KOTpoMy PYHKLIOHanNbHY rpyn y XiMiy-
HOT CMOMNyKM CEenekTMBHO MacKyloTb HepeakLiiHO
(YHKLiOHaNLHOI rpynot Yy Mnopsiaky, LWo [03BOSSE
CeneKkTUBHY peakLito B iHLIOMY MiCLi BKa3aHoi XiMid-
HOT cronyku. Taki HepeakUiHi dyHKUioHanbHi rpynu €
TYT "3axvcHumMu rpynamu”. Hanpuknag, TepmiH "3axu-
CHa rpyna rigpokcuny", sk TyT 3acTOCOBaHO, CTOCYy-
€TbCA rPpyM, WO 34aTHi CeneKTMBHO MacKyBaTu peak-
TuBHiCTb rigpokeuny (-OH). TepwmiH "npugaTtHa
3axucHa rpyna", sk TyT 3acTOCOBaHO, CTOCY€ETbCS
3aXMCHMX Py, IO € KOPUCHUMW B OTPUMaHHI CMOMyK
3asBMEHOro BMHaxody. Taki rpyny 3aranom MOoXHa
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CeneKkTUBHO YBOAUTM Ta BWAAnNSATU, 3aCTOCOBYHOYM
NOMIpHi YMOBM peakuii, WO He BNNUBalOTb Ha iHLLUi
YacTUHW cnomnyku. 3axucHi rpynu, Wo npuagaTtHi Ans
3acTOCyBaHHs1 y mpouecax Ta cnocobax 3asiBNneHoro
BUHaxody Bigomi chaxiBusam XiMiyHi BNacTMBOCTI Ta-
KMX rpyn, cnocobu ix yBedeHHs, Ta iX BuOaneHHs
MOXHa 3HanTW, Hanpwuknag, y T. Greene Ta P. Wuts,
Protective Groups in Organic Synthesis (3 ed.),
John Wiley & Sons, NY (1999). TepMmiH "3HATTSA 3axu-
CTY", SIK TYT 3aCTOCOBaHO, CTOCY€ETbCA Mpouecy Buaa-
NEHHS 3aXMCHUX TPyN 3i CMOMNYKN.

TepmiH "rigponi3", sIK TyT 3acTOCOBaHO, CTOCY-
€TbCA XiMiYHOI peakuii, y KOTpi ectep, amig abo
obuaBa NepeTBOPOOTLCS Y iX BiANOBIAHI NOXiOHI Ka-
pOOHOBMX KWMCMOT, 3BMYAVMHO Ai€l0 TiAPOKCUIBHOrO
aHioHy (-OH), B OCHOBHOMY BOOHOMY PO34MHI.

TepmiH "BigwienntoBaHa rpyna“, 9k TyT 3acToCo-
BaHO, CTOCYETLCS XiMIYHOI (hYHKLIOHANLHOI rpynu, Lo
3aranom [03BOMSE peakuii HykneodinbHOro 3ami-
LLIeHHs1 MaTK MicLe nNpu aToMi, A0 KOTPOro BOHa npw-
edHaHa. Hanpwknag, y xnopanrigpugax dopmynm Cl-
C(O)R, pe R - ankin, apun, abo retepouukn, -Cl 3a-
ranom € BigLEnoBaHO rPynoto, OCKiNbKW Le Jo-
3BOMAE peakLuii HYKNeominsHOro 3amilleHHss maTtu
Micle Ha KapboHiNbHOMY KapOOoOHi, 4O KOTPOro BOHa
npuegHaHa. lNpuaaTHi BigwennoBaHi rpynu BigoMi
daxiBugM Ta MOXYTb OXOMMOBATK ranoreHiau, apo-
MaTUYHi reTepoumknu, uiaHo, amiHorpynu (3aramom y
KMUCIMOTHUX YMOBAaXx), aMOHIEBi Ipynu, ankokCUaHi rpy-
nu, kapboHaTHi rpynu, copmiatn Ta rigpokcurpynu,
LLIO aKTMBOBaHI peakuieto 3i crnonykamu sik-to kapbogi-
imigamn. Hanpuknag, npuaatHi BigwennioBaHi rpynu
MOXYTb OXomnnioBaTtu, ane 6e3 oOMexeHHs, xropua,
Opowmig, nogma, uiaHo, iMigason Ta rigpokcurpynu, Lo
pearytoTb 3 KapbogiiMiZoM SK-TO AWMLMKIorekcunkap-
bopgiimig (sk BapiaHT, y npucyTHoCTi [obaBku SK-TO
rigpokcmbeH3oTpmason) abo noxiaHe kapbogiimigy.

TepmiH "KOMOGiHauis peareHTiB", O3Hayae XiMiy-
HUA peareHT, abo Ginblle OQHOro peareHTy, Komwu
HeoOXifHO, L0 MOXHa 3aCTOCOBYBAaTU AnNst 34iNCHEH-
HS1 NOTPIOHOI XiMiYHOT peakLii. Bubip neBHoro peareH-
Ty, abo kombiHaLji peareHTiB, 3anexaTtume Big dak-
TOpiB, WO 3HaHi daxiBLuaM Ta OXonnwwTb, ane 6e3
0OMEXeHHs1, Mpupoay peareHTiB, NMPUCYTHOCTI iHLIMX
dyHKUiOHanNbHKX rpyn y peareHTax, po34nMHHUKY abo
PO3UYMHHMKAX, 3aCTOCOBaHI KOHKPETHO XiMiuHi peakLii,
Temnepatypy, Npu KOTpiN NpoBoAsATb XiMidHI peakui,
Ta cnocib abo cnocoby O4YMCTKM NOTPIOHOrO NPOAYKTY
ximMi4HOT peakuii. Bubip peareHTy abo kombiHaui pea-
reHTIB, NOTPIOHNX ONst 3OINCHEHHS KOHKPETHOI XiMiy-
HOi peakuii BigoMi haxiBUsM | Takui BUOIpP MOXHa
pobuTn 6e3 3aBNX EKCNEPUMEHTIB.

TepmiH "ocHoBa", gk TyT 3acTOCOBaHO, O3Ha4ae
Tak 3BaHy ocHoBy BpeHctena-Jloypi OcHoBa BpeHc-
Tena-Iloypi € peareHTOM, WO 30aTHUA NPUELHYBaTH
npotoH (H') Big kMcnoTW y peakuiitHiin cymiwi. Mpu-
knagu ocHoB BpeHcTtena-Jloypi oxonnooTe, ane 6e3
0OMeXeHHs1, HeopraHiYHi OCHOBW SK-TO HaTpil kapbo-
HaT, HaTpil rigpokapboHaT, HaTpiW rigpokcua, Kanin
kapboHaT, Kanii rigpokapboHart, kanin rigpokcua, Ta
uesin kapboHaT, opraHiyHi OCHOBU SIK-TO TpueTuna-
MiH, giisonponineTnnamin, giisonponinamid, AUUKKIO-
rekcunamid, MopdoniH, niponigoH, ninepuauH, nipu-
avH,  4-N,N-gumeTtunamivonipugud  (DMAP) Ta
imigason.
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TepmiH "xipanbHa, HepauemiyHa ocHoBa", SK TyT
3aCTOCOBaHO, 03Ha4ya€ OCHOBHY CMOMYKY, O MOXe
icHyBaTV B eHaHTIOMepHin popmi Ta He € B OHaKOBIN
KinbKOCTi 3 11 BigNOBIAHUM NPOTUMEXHUM eHaHTioMe-
pom. Hanpuknag, cnonyka 2-cheHinrniunHon icHye K
OBa eHaHTioMepwn npPOTUREXHOT KOHirypauii, Tak
3BaHi (R)- Ta (S)-eHaHTiomepu. Akwo (R)- Ta (S)-
€HaHTIOMepn € B OJHAKOBIA KiNbKOCTi, Taki Cymill
BKasaHi sk "pauemiyHi’. Akwo, ogHak, OAuH eHaHTio-
Mep € Y KiNbKOCTi Binblue, HiX iHLWWIA, CyMmill Bka3aHa
AK "HepauemiyHa".

TepMiH "cTepeoizomepun” CTOCYETLCA CMOMYK, LLO
MatoTb iAEHTUYHY XiMibYHy OyJoBY, ane Bigpi3HATLCA
posTaluyBaHHAM ix aTomiB abo rpyn y npocTopi. 30k-
pema, TepMiH "eHaHTiomepu" CTOCYETbCA ABOX CTe-
peoi3oMepiB, WO € 3epkanbHUMK BigoOpaxeHHsMMU.
TepmiHn "pauemivyHnii" abo "pauemiyHa cymiw", sk
TYT 3aCTOCOBaHoO, CTocyTbcs 1:1 cymiwi eHaHTioMe-
piB neBHOI crnionyku. TepmiH "giactepeomepu”, cTocy-
€TbCHA B3aEMO3B'A3KY MiXK Napolo CTepeoi3oMepiB, Lo
MaloTb ABa abo Binblue acMMETPUYHKX LEHTPIB Ta He
€ 3epKanbHVMU BiJOBPaKEHHAMMN.

TepmiH  "cTepeoxiMiyHO-30arayeHun"  nNpogykT
Npu 3acToCyBaHHi TYT CTOCYETLCA MPOAYKTY peakui,
e KOHKPETHUIN cTepeoisomMep MPUCYTHIN Y CTaTUCTK-
YHO 3Ha4H OGiNbLUIN KiNbKOCTi BiAHOCHO iHLLUUX MOXMU-
BUX CTEpPeoi3oOMepHUX npoaykTiB. Hanpuknag, npo-
OYKT, WO Mae Oinblle OAHOro eHaHTioMepy, HiX
iHWWIi, Byoe cTepeoxiMivyHO 36aradeHnM NpoayKTOM.
Mopi6Ho, NpoaykT, Wo Mae Ginblwe ogHoro aiactepe-
oi3omepy, HiX iHWi Oyae Takox crepeoxiMivyHo 36ara-
YeHMM npogyktom. Cnocobu Ta npouecu, WO Mic-
TATbCA TYT BKasaHi AN OTpUMaHHSA "CTepeoXiMiyHO
36arayeHoro”, NnpoaykTy. Y Takmx BUMagkax, crnocobu
Ta npouecu, o MICTATbCH TYT, MOYUHAOTb 3 CyMiLli
CTEPEOi30MEPHMNX CMONYK, Y KOTPUX YCi MOXNMB CTe-
peoizomMepu NPUCYTHI y NPUOIM3HO OAHAKOBIN KiNbKO-
cTi Ta afford npoaykT, y KOTp NpuHaMHi OfH CcTepeo-
i3oMep MPUCYTHIA Yy CTaTUCTUYHO 3HAYHO OinbLuin
KiNIbKOCTI, Hi>K iHLLI.

TepmiH "giacTepeomepHU”, K TYT 3aCTOCOBaHO,
CTOCYETbCS B3aEMO3B'A3KY MK Mapolo cTepeoisome-
pie, wWo MawTb ABa abo 6inblue acuMeTpUyHMX
LEHTPIB Ta He € 3epkanbHUMU BigobpakeHHAMN. Bu-
pa3u "piactepeomepHa cinb", abo "miacTepeomepHi
coni", Ik TYT 3aCTOCOBaHO, O3Havae Cinb Agiactepeo-
MepHoI crnonyku, ae "giactepeomep” BU3HAYEHO BU-
Lwe.

TepMmiH "pauemiyHmin”, 9k TyT 3aCTOCOBAHO, O3Ha-
Yae KOMMO3WLto, WO Mae ChiBBiOHOLIEHHS €HaHTIo-
MepiB 11. TepMmiH "ckanemiyHuin", 9K TyT 3aCTOCOBaHO,
O3Ha4yae KOMMO3ULiito, L0 Mae HEOOHaKoBY KifbKiCTb
eHaHTiomepiB. Hanpuknag, Kkomnosuuisi, Wo Mae cy-
miw 1:1 (R)- Ta (S)-eHaHTiOMepIB Cnonyku 3asiBrieHo-
ro BMHaxody € paueMiyHO Komnosuuielo abo cymi-
0. Ak gogaTKoBUA NpUKNaZ, KOMMNo3ulid, LWo Mae
cymiw 2:1 (R)- Ta (S)-eHaHTiomepiB cnonyku 3asiene-
HOro BMHaxo4y € CKaremiyHo Kommosuujeto abo
cymiwo. Po3rnsHyTi cnocobu 3asiBNeHOro BUHaXo-
Ay MOXyTb OyTu mepeBaHO 3aCTOCOBaHi Ans oTpu-
MaHHsi CKaneMmidHWX CMomyK 3asiBIEHOro BMHaxody 3
paueMiYHMX CMoNyK 3asiBNeHOro BUHaxoay.

TepmiHn "po3pineHHs" o3HayalTb cnocit gisny-
HOrO PO3AiNeHHs CTepeoi3OMepHUX CMOoMnyK 3 CyMilli
CTepeoni3oMepiB, SK-TO pauemMivyHoi CyMmilli, WO Mae
ABa eHaHTioMepy NeBHOI CNonyku. AK TyT 3acTocoBa-
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HO, "po3aineHHs" OXonmnie YacTKoBE Ta NoBHE Po3fi-
NEeHHS.

TepMmiHn "po3pineHHs" abo "po3gineHuni”, sk TyT
3aCTOCOBAHO, O3HayaloTb npouec @isnyHoro Bigai-
NEeHHs1 NpUHaNMHI ABOX BiAMIHHUX XiMIYHWX CMOMYK
ofHa Big ofHoi. Hanpuknag, sIKWo XxiMiyHa peakuis
Aae npuHanvHi gsa npogyktu, (A) Ta (B), npouec
po3gineHHa (A) Ta (B) € "posgineHHam" (A) Ta (B).
PosrngaHyTi posgineHHsa 3asiBNeHoro BuHaxody Mo-
XyTb ByTW YacTkoBMMW abo MOBHUMW SK BU3HAYEHO
aHaniTM4HuMKn crnocobamu, BigoMuMK axiBusm Ta
OMMUCaHUMK TYT.

TepmiH "nepeTBOpeHHs", 9K TyT 3acTOCOBaHo,
O3Hayae A03BiN XiMivHIA peakuil maTtu micue 3 BUXia-
HUM MaTepianom abo maTepianamv Anst YTBOPEHHS
BiAMIHHOrO XiMiYHOro npoaykTy. Hanpuknag, €Kwo
XimiyHi peareHTn (A) Ta (B) pearyloTb 3 KOXHWUM iH-
WM ans ytBopeHHst npoaykty (C), BuxigHi matepianu
(A) Ta (B) mox Oyt BkasaHi Sk "nepetBoptoBaHi” y
npoaykt (C), abo moxe 6yTu BkasaHo, Lo (A) "nepe-
TBOpEeHO" y (C), abo, wo (B) "neperBopeHo” y (C).

TepMmiH "npuaaTtHMn NPOTUIOH", K TYT 3acToCo-
BaHO, 03Ha4ae ioH abo ioHW, MPOTUNEXHI 3a 3apsiaoM
iOHY, NPUCYTHLOMY Y cronyui abo cnomnykax BuHaxogy
TakK, WO 3ararnbHi koMmnnekc abo Cinb Mae HemTpanb-
HWM 3apsaa. Hanpuknag, SKWO crnonyka 3asiBlieHoro
BMHAXO4yY MICTUTb 3aranbHui HeraTuBHUIA 3apsag (-1),
NPUAATHWUIA NPOTUIOH NOBMHEH MaTK 3arafibHWUN No3wn-
TMBHUIA 3apsg (+1), Wo AaBaTume 3aralnbHUA HEWT-
panbHWiA 3apsg komnnekcy abo coni. MNpuknagn npu-
OaTHUX NO3UTUBHKX (+) MPOTUIOHIB OXONMIOKTL, ane
6e3 obmexeHHs1, HaTpiit (Na*), kaniit (K", uesiit (Cs*),
Ta NPOTOHOBaHi aMiHW (SIK-TO NPOTOHOBAHWI TPUETU-
namiH, NPOTOHOBAHUIN AWULMKIIOreKcunamMi, nNpoToHo-
BaHWU MopcponiH, abo NpoToOHOBaHWIA MipUAuH). Anb-
TEPHATMBHO, SKLWO CMONyka BMHAxody MICTUTb
3aranbHui NO3NTMBHUIA 3apsag (+1) 3apsia, npyaaTHUA
NPOTWIOH MOBMHEH MaTWu 3aranbHWUN HeraTuBHWUA (-1)
3apsg, Wo AaBaTvMe 3aranbHui HEMTpanbHUn 3apsag,
komnnekcy abo coni. MNpuknagn npugaTHUX HeraTus-
HKX (-) MPOTMIOHIB OXONIIOKOTh, ane 6e3 0OMeXeHHs,
cnyopug (F), xnopua (CI'), 6pomia (Br), roang (1),
rigpokcmp ("OH) ta auetat ("O-C(O)CHas). Takox
MOXIMBO, LLO NPUAATHWIA NPOTUIOH y CNonyKax 3asB-
NeHOro BMHaxoA4y, OXOMoYM CMOMyKW, 3aCTOCOBaHi
y cnocobax 3asiBNeHoro BuHaxody, Moxe matu Ginb-
e, HbK OOVHUYHUI 3apsf, acouinoBaHui 3 HUM. Ha-
npuknag, SKWOo Crorlyka BuHaxody MICTUTb HeraTus-
HU 3apsag (-1), NpuoaTtHUA NPOTUIOH MOX MICTUTH
3apsag (+2), Tak, Wwo ABi CNoNykn BUHaxXo4y 3 HeraTu-
BHUMW 3apsigaMy acouinoBaHi 3 O4HUM MpuaaTHUM
npoTtuioHoM. lMpuknagn, NpuaaTHUX NPOTUioHIB 3 Gi-
nblue, HXX OOHWUM NMO3UTMBHUM 3apsigoM OXOMNIIo0Th,
ane Ge3 o6MexeHHs Kanbliin (Ca®*). Hapewri, pos-
FNSHYTI TakoX CMONyKW 3asiBNIEHOro BMHaxody Mo-
XyTb MICTUTK Binblue, HiXX 0aWH 3apsa, Tak Wwo Ginb-
Wwe, HibK oAvH MpuaaTHUA MPOTMIOH MOXe OyTu
noTpibHUM NS OTPMMaHHSA 3aranbHOro HeWTparnsHo-
ro komnnekcy abo coni. Hanpuknag, cnonyka 3asie-
1NIeHOro BMHaxody MOX MicTUTK Binblue OgHOro Hera-
TUBHOrO 3apsay (-1), Tak LWo ABa NpuaaTHi NPOTUIOHW,
KOXHUIA 3 3apsgom (+1), NOTpiOHI Ons oTpuMaHHs
3aranbHOro HeMTpaneHoOro komnnekcy abo coni.

TepMiH «3aMileHnin», o3Havae, Lo neBHa rpyna
abo yacTuHa mae oguH abo Ginblue 3amicHukiB. Tep-
MiH «He3aMilleHnny, O3Hayae, WO MeBHa rpyna He



65

Ma€e 3aMiCHUKIB. TepMiH «sIK BapiaHT 3amieHun"
O3Hauvae, Lo neBHa rpyna € He3amiweHoto abo 3ami-
LLleHo ogHUM abo GinbLue 3aMiCHUKaMK.

3rigHO 3 OOMOBIEHICTIO, 3aCTOCOBAHOI0 Y PiBHI

TEXHIKM, CUMBON 7}:,: 3aCTOCOBAHO Y CTPYKTYPHUX

dopmynax TyT Ana 306paxeHHs1 3B'\3Ky, WO € Tou-
KOI MpUeSHaHHS YacTuHM abo 3aMiCHUKY A0 cepue-
BMHN ab0 OCHOBHOI CTPYKTypu. 3rigHO 3 Lie OOHOI
[OOMOBJIEHICTIO, Y A€AKUX CTPYKTYPHUX dpopMynax TyT
aToMu kapboHy Ta X NMpueaHaHi aTomu rigporeHy He

No3Ha4eHi SIBHO, Hanpuknaa, ZCHE’ npencraense

Metun, - /\CH npencraBndae eTun,
3

npeacTaBnse LUUKNONEHTUI, TOLO.

CTOCOBHO CMONyK BWHaxody, WO € arnkeHamu,
CMMBON ~wwwu 03Hauvae, isomep E- abo Z-, abo cy-
Miwi E- Ta Z-isomepiB. Hanpuknag, y CTpyKTypi HUX-
Yye, 3aCTOCYBaHHA CMMBOSY ~wuwwu AN 3B'A3Ky Bif
rpynn R? o arnkeHy,

R 0. OR®

0O3Havae, Wo npeacTaeneHi E- abo Z-isomep, abo
cyMmiwi E- Ta Z-isomepis.

Cnonyku 3asiBMEHOro BUHAxXo4y MOXYTb iCHyBaTK
y Kinbkox TayToMepHux copmax. Hanpuknag, crnony-
Ka BUHaxody MoXe icHyBaTu y ¢popMi, y KOTpi ABa
KETOHM MPUCYTHI Ha KiNbLji CNOMNyKK, K nokasaHo y (A)
HWx4e. AnbTepHaTVBHO, CMOMYyKW 3asBIIEHOro BWHa-
X044y MOXYTb iCHyBaTW y MpUHaWMHI ABOX BigMiHHUX
eHonbHMX chopmax, siKk nokasaHo y cnonykax (B) ta
(C) Hwxye. Li Tpn dpopmm moxyTb ByTH y piBHOBa3i Ta
CMONyKM BUHAaxody MOX icHyBaTW y Binblue, HiXk ogHin
3 uux opm ogHoyvacHo. Hanpwuknag, B neBHin crno-
nyui BUHaxo4y, AesiKMIN NPOLEHT MOMeKyn Moxe ByTu
y chopmi (A), a 3anuwok y cdopmi (B) abo dopmi (C),
saKka dopma nepesaxae y KOHKPETHi cnonyui BuHa-
Xxo4y, 3anexuTb Bif KifbKOX (QaKTOpiB, LIO OXONJo-
10Tb, ane 6e3 oOMeXeHHs1, Yn cnomnyka € y TBepAolo,
pigkoto abo KpucTaniyHo, YM cromnyka € PO34MHHOIO
Y PO3YMHHWKY Ta NpUpoaM PO3YMHHUKY, TemnepaTtypy
cepefoBuLLa Ta BiJHOCHY BOMOricTb. 3okpema, Komm
PO3rMsHYTO CMOMYKN 3asiBMEHOro BUHAxo4dy B KOHKpe-
THIN cbopmi, dopmi (A) Hanpuknag, yci TayTOMepHi
dopmu, chopmu (B) Ta (C) Hanpuknaa, oxonnexi Ta-
KOX.

R® R? R?
Oy A, OH o] 0 HOL A\ 0
e} o) 0
rR¥ R RZR! R* T R!
(8 ® ©

Cnonykv 3asiBNEeHOro BMHaxody MOXYTb MaTtu
acMMeTpu4H atomu kapboHy. KapboH-kapGoH 3B'A3ku
CMonyK 3asiBNEHOro BUHaxoay Mox 6yTu depicted Ty,
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3acTocoBylouM cyuinbHy niHio (=}, cyuinbHuit
kivn (T} a60 nyHkTvpHUit ke (MM BacTo-

CyBaHHs CyUinbHOI NiHii Ans 300paXkeHHs1 3B'A3KIB 3
acUMeTPUYHMMKN aToMaMun kKapOoHy nokasye, Lo 0XO-
nrneHi yci MOXnuBI cTepeoisomMepu Npu LbOMY aTOMi
KapboHy. 3acTocyBaHHA CyuUinbHOro abo MyHKTUPHOIO
KNWHY AN 300paeHHs1 3B'A3KiB 3 aCMMETPUYHMMMU
aToMamu kapOoHy Mokasye, Lo OXOMMEeHO TiMbku no-
KaszaHun ctepeoizomep. MoOXnIMBO, WO CMOMYyKN BUHA-
X0y MOXYTb MiCTUTK BifbLUue O4HOr0 aCMMETPUYHOIO
aToMy KapOoHy. Y umMX crofykax, 3acTOCyBaHHS Cy-
LinbHOT MiHiT Ans 300paxxeHHs 3B'A3KiB 3 aCUMETPUY-
HMMK aTomamu kapboHy mokasye, LIO OXOMseHi yci
MOXIMB CTepeoi3omMepu. 3acToCyBaHHS CyUifbHOI
NiHiT Ana 300paxeHHs1 3B'A3kiB 3 oAHUMM abo Ginblue
acuUMeTpUYHMMK aTomamu kapboHy y crnonyui BuHa-
X04y Ta 3acToCyBaHHs CyuinbHOro abo NyHKTUPHOro
KNUHY ONst 306paxeHHs 3B'A3KIB 3 iHLUMMU acuMeTpu-
YHUMW aTtomamu KapboHy y cnomyui nokasye, Lo
NPUCYTHS CyMiLl AiacTepeomepiB.

Po3unHn iHOuBigyanbHUX CTepeoi3oMepiB 3asB-
MleHOro  BMHaxogy MOXyTb obepTatM  MroCKo-
nonspusosBaHe cBiTno. 3actocyBaHHs "(+)" abo "(-)"
CMMBOIY y Ha3Bi CMOSyKM BUHaxody BKasye, LU0 po3-
YAH NeBHOTO cTepeoisomepy obeptae nnocko-
nonspmnsoBaHe cBiTNo y (+) abo (-) cnpsiMyBaHHi, K
BMMIpPSIHO, 3aCTOCOBYHOUM CNOcobu, Bigomi daxiBLsam.

[iacTepeomMepHy cymilli MOXHa po34insaTn Ha ii
iHOMBIOyanbHi AiacTepeomMepy Ha OCHOBI iX i3uKO-
XiMiYHMX BigMIHHOCTEN cnocobamu, BigoMumu daxis-
uaM, Hanpuknag, xpomarorpadieto abo dpakuiriHoo
KpucTanisauieto EHaHTioMepn MoOxHa po3ginatu ne-
pPETBOPEHHAM eHaHTIOMepHOI CyMilli y AiacTepeome-
PHY CyMilll peakuielo 3 NPUAHATHOIO OMNTUYHO aKTUB-
HOIO CMOMyKoo (Hanpwknag, CrvMpTOM), PO3AINEHHAM
giactepeomepiB  Ta NepeTBOPEHHAM (Hanpuknag,
riaponisom) iHOMBIQyanbHWX diacTepeomepiB y Bigno-
BiZHi YMCTi eHaHTioMepu. YCi Taki i3omepu, oxonnoto-
4n fiacTepeoMepHi CyMilli Ta 4YMCTi eHaHTiomepu €
YaCTUHOI BUHaxoAy.

AnbTepHaTuBHO, iHOUBIQyanbHi CTepeoi3oMepHi
CMoMyKu 3asiBNeHOro BUHaxogy MOXHa OTpMMyBaTy B
eHaHTiomepHo 3barayeHii opmi  acuMeTpUYHUM
CMHTE30M. ACUMETPUYHWUIA CUHTE3 MOXHAa NPOBOANTH,
3aCTOCOBYHOUN crocobu, BigoMi daxiBuaM, SK-TO 3a-
CTOCYBaHHSI aCMMETPUYHNX BUXIQHWX MaTepianis, O
KOMepLiNHO AocTynHi abo nerko oTpMmyBaHi, 3acTto-
COBYOYM criocobu, BiZoMi daxiBUsSM, 3aCTOCYBaHHAM
aCUMETPUYHMX CYMNYTHIX MaTepianis, WO MOXHa BU-
[ansdTi nNpu 3aBepLUeHHi CuHTe3y, abo po3dineHHs M
HaniBNPOAYKTIB, 3aCTOCOBYOUN (PepMeHTaTUBHI Cro-
cobu. Bubip Takoro cnocoby 3anexaTtume Big dakTo-
piB, WO OxonniotoTb, ane 6e3 obmexeHHs, JoCTyn-
HiCTb BUXIOHWX MaTepianiB, BiAHOCHY e(eKTUBHICTb
cnocoby, Ta KOPUCHOCTI Takmx cnocobiB AMsi Cnomyk
BUHaxoAdy, O MICTATb KOHKPETHI (PyHKUiOHanbHI rpy-
nn. Taki BubGopwu Bigomi dhaxiBusMm.

Konu cnonyku 3asiBneHoro BuHaxody MiCTATb
acMMETPUYHI aToMy KapOOHy, MOXiAHI comi, MPOoniKu
Ta conbBaTh MOXYTb iCHYBaTW SIK OOMHWYHI CTepeo-
isomepu, pauematu, Ta/abo cymiwi eHaHTiomMepiB
Ta/abo piactepeomepiB. Yci Taki OAMHWYHI CTepeo-
i3omepu, pauemaTn Ta CyMilli OXOMMEHO pamKamu
3asiBMEHOro BUHaxoay.

Ak 3aranom 3po3ymino ¢axisusgm, ONTUYHO YUCTa
crnonyka € eHaHTIOMepHO uncTo. Ak TyT 3acTocoBa-
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HO, TEPMiH "OMTUYHO 4YucTa" O3Ha4ae Cnonyky, Lo
Mae MpUHaMMHI JOCTaTHIO aKTUBHICTb. [lepeBaxHo,
KiNbKICTb ONTUYHO YNCTOrO OAMHUYHOIO EHaHTIoOMepY,
Lo Mae MoTpibHY dhapmakomnoriyHy YMCTOTY ckrnagae
npuHanmHi 90% opuHuuHoro isomepy (80% eHaHTio-
MEPHOro Haanuuiky), Oinbll NepeBaXHO MPUHANMHI
95% (90% e.H.), we OBinbWw nepeBakHO MPWHaVMHI
97,5% (95% e.H.), Ta HannepeBaxHO NpuHanNMHi 99%
(98% e.H.).

Akwo noxigHe, 3actocoBaHe y cnocobi BUHaxony
€ OCHOBOIO, NOTPIBHY Cinb MOXHa oTpumyBaTtu Byap-
SAKUM MpUaaTHUM cnocobom, BiJOMUM Y PiBHI TEXHIKN,
OXOMmo4YM 0O6pOBKY BiNlbHOI OCHOBU HEOPraHi4YHO
KMCIOTO, AK-TO XnopugHa kucnota; bpomigHa Kuc-
noTa; cynbdaTtHa KucnoTa; HiTpaTHa kucnoTa; doc-
daTHa kucnoTa; Towo, abo 3 opraHiyHa KucrnoTa, k-
TO OUTOBAa KWCMOTa; ManeiHoBa K1CnoTa; BypLUTUHO-
Ba KUCMOTa; MurganeHa kucnota; dymaposa Kucno-
Ta; ManoHoBa KUCMoTa; NipyBUHHA KUCIOTa; LaBrnesa
KMCroTa; rrikonesBa KWCMOTa; caniyuroBa KWCIoTa;
nipaHo3naunbHa KUCnoTa, SK-To FKYPOHOBa KUCIO-
Ta abo ranakTypoHoBa  kucnorta;  anbda-
riApPOKCMKMCIIOT, SIK-TO MMMOHHA KucrnoTa abo BMHHA
KMCIoTa; aMiHOKWUCIOT, SIK-TO acnapariHoBa KucroTa
abo rmytamiHOBa KMcroTa, apomaThyHa K1cnoTa, sik-
To BeH3oMHa kucnota abo KOpUYHa KWUCMOTa; Cyflb-
hOHOBa KUCIIOTa, SK-TO M-TONyoncynbgoHoBa K1ucno-
Ta abo eTaHCynbOHOBA KMCOTa; TOLLO.

Akwo noxigHe, 3actocoBaHe y cnocobi BUHaxoay
€ KMCNoTOoto, NOTPiIOHY Cinb MOXHa oTpuMyBaTtu Byap-
AKUM MpuaaTHUM cnocobom, BiJOMUM Y PiBHI TEXHIKN,
OXOMMoKYM 0O6pOBKY BINIbHOI KMCMOTU HEOPraHiYHOK
abo opraHi4HOI OCHOBOI, SK-TO aMiH (MEePBUHHUNA,
BTOPUHHUIA ab0 TPETUHHWI); FAPOKCUA, NYXXHOIO Me-
Tany abo nyxHo-demernbHoro metany; Towo. [lpu-
Knagu npuaaTtHUX CONer OXOMMIKTb OpraHiyHi coni,
noxiaHi Bif aMiHOKUCAOT SAK-TO MMiUWH Ta apriHiH; ami-
aKy; NepBUHHUX, BTOPUHHKX, Ta TPETUHHMX aMiHiB; Ta
LUMKNIYHMX aMiHiB, SK-TO ninepuavH, MopdoniH, Ta
ninepasuH; a TakoX HeopraHiyHi coni, NoxigHi Big Ha-
Tpito, KambLjlo, Kanilo, MarHito, MaHraHy, depymy,
Kynpymy, LMHKY, antoMiHito Ta niTito.

Y BMNagky noxigaHux, nponikis, conen, abo cornb-
BaTiB, WO € TBEPAUMU, daxiBLsaM 3po3yMiso, Lo no-
XifHi, nponikn, comni Ta conbBaTW, 3aCTOCOBaHi y crno-
cobi BuHaxody, MOXyTb iCHyBaTU Y BiAMIHHMX
noniMmopcHux abo kpucTaniyHux dopmax, yci sk
OXOMNMIeHO pamKkamu 3asBrieHoro BuHaxoay. Ha poga-
TOK, NOXiAHi, coni, MPosiiku Ta conbBaTW, 3aCTOCOBaHI
y cnocobi BMHaxody, MOXyYTb iCHyBaTW sikTayTOMeEpM,
yCi SKi OXONMEeHO LUMPOKMMU pamKamu 3asiBIIEHOro
BMHaxoay.

Cronyku 3asiBNeHOro BMHaxoAy, WO € OCHOBHU-
MU 3a NpUPOAOI0, 34aTHI yTBOptoBaTK Barato BigMiH-
HUX conen 3 Pi3HUMU HEopraHiYHMMN Ta OpraHivYHUMN
Kucnotamu. Xoya Taki coni NoBUHHI OyTn hapmaues-
TUYHO NPUAHATHMMU AOfS 3aCTOCYBaHHA OO TBapWH,
YacTo NOTPIOHO y NPaKTULi cnoYaTKy BUGINATA cnony-
Ky 3asiBNEHOro BUHaxoay 3 peakuiHol cymilli sk da-
pMaLEeBTUYHO HEMPUNHATHY Cinb, a Todi NpocTo ne-
peTBOpoBaTH ii y BiflbHY OCHOBY cnornyk obpobkoto 3
NYXH peareHT Ta Aani NepeTBOpPIO0Tb BiflbHY OCHOBY
y apmaueBTUYHO MPUAHATHY KUCIIOTHO-aAUTUBHY
Cinb. KncnoTHo-agUTUBHI CONi OCHOB CMOSyK LbOro
BMHaxody Nerko oTpuMyloTb OOpPOGKOK OCHOBM MO
CyTi eKBiBanNeHTHO KinbKicTio BUOpPaHOi MiHeparnbHoOI
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abo opraHi4HOi KUCNOTU Y BOAHOMY PO34YMHHUKY abo y
nNpuaaTHOMY OpraHiYHOMY PO3YMHHUKY, SIK-TO MeTa-
Hon abo etaHon. [Npu obepexHoMy BMNaptoBaHHI
PO34YMHHUKY, MOTPIOHY TBEPAY Ciflb SIErKo OTPUMYHOTh.
MoTpibHY cinb MOXHa TaKoX OCaAWUTU 3 PO3YUHY Bi-
NbHOI OCHOBW B OpraHiYHOMY PO34YMHHWKY Ao4aBaH-
HAM 00 PO34UHY MPUAHATHOI MiHepanbHoi abo opra-
HiYHOT KUCNOTW.

Ti cnonykn 3asiBNEHOro BMHaxody, LU0 € KUCMOT-
HUMU 32 NPUPOAOIO 3aaTHI YyTBOPKOBaTU coni 3 pPi3HU-
MU hapMaKororiyHO MPURHATHUMK KaTioHamu. [Mpu-
Knagw Takunx corei OXOmnnioTb COMi MYXHOro MeTany
abo nyxHo-3emenbHOro MeTany Ta 3o0kpema, Cofi
HaTpito Ta kanito. Lli coni oTpumyloTb 3BUYaNHUMUK
crnocobamu. XiMiYHi OCHOBW, KOTPi 3acCTOCOBaHi $K
peareHT! AN OTPUMaHHSA hapMaLeBTUYHO NPUNHAT-
HMX CONen LbOro BUHAxody € TMM, KOTpi yTBOPIOIOTb
HETOKCWYHI COri 3 KUCMOTHUMM Criorlykamu 3asiBrieHo-
ro BuHaxody. Taki HETOKCWYHi COni OXOMMoTb Ti
noxiaHi Big Takux papMakosoriyHo NPUAHATHUX KaTi-
OHiB, SIK HaTpil, Kanin kanbuin Ta marHin, Towo. Lli
corni MOXHa erko oTpumyBaTy 06pobKkoto BiANOBIAHOI
KMUCIOTHOI CMOMyKNW BOAHWUM PO34YMHOM, LUO MICTUTb
NOTPIOHI hapMakomnoriYyHO MPUAHATHI KaTioHW, a Toai
BMMNapOBaHHSAM YTBOPEHOro PO34MHY A0 CyXOro cTa-
Hy, NEepPeBaXHO Nig 3MeHLUeHUM TUCKOM. ArnbTepHa-
TUBHO, IX MOXHa TaKOX OTPUMyBaTW 3MilLlyBaHHAM
HDKYMX CMMPTOBMX PO3YMHIB KMUCIOTHMX CMOMyK Ta
NoTpiOHOro ankokcmay My>KHOro MeTany pasoMm, a ToAi
BMMNaploBaHHSAM YTBOPEHOTO PO34MHY [0 CyXOro ctaHy
TakUM YMHOM, K neped TuM. Y Byab-sKoMy Bunagky
CTeXiOMeTPUYHI KiNbKOCTi peareHTiB nepeBaXHO 3a-
CTOCOBYIOTb ANS rapaHTil 3aBeplUeHHs peakuii Ta
MaKkcumarbHOro B1xody NOTPiGHOro KiHLEeBOro npoay-
KTY.

AKTUBHICTb crionyk sk iHribitopis BIC moxHa Bu-
MiptoBaTh Oyab-skMM 3 npugaTHUX cnocobiB AocTyn-
HUX Y PiBHI TEXHIKM, OXONMIOYM aHanism in vivo Ta in
vitro. MNpuknagomMm npuaaTHOro aHanisy Ans BUMIpIB
aKTUBHOCTI € aHani3 pennikoHy BI'C, onucanuii TyT.

3acTocyBaHHA crnonyk Ta ix dapMaueBTUYHO
NPUIAHATHUX NPOMIKIB, CONen, akTMBHUX MeTaboniTiB
Ta conbBaTiB MOXHa NPOBOAMTM Oyab-AKMMW 3BUYaN-
HUMK cnocobamu, Bigomummn daxiBuam. [Npuknagm
npuaaTHMX cnocobiB 3acTOCyBaHHsi OXOMMIOKTL Me-
popanbHUiA, Has3anbHUA, NapeHTepansHUi, MicLeBUi,
TpaHcaepmarnbHUA Ta pekTanbHun. [lepopanbHi Ta
BHYTPILUHbOBEHHI YBEAEHHS € KpaLyMMm.

BIC-iHriGytoumin 3aci6 3asiBreHoro BuHaxogy Mo-
)KHa 3acTocoByBaTW K dpapMaLeBTUYHY KOMMO3WLio
y Oyab-skii npugaTtHin  dapmaueBTUYHIN  opMi.
MpuaatHi papmaueBTUYHI hopMK OXOMMKTL TBEP-
ni, HaniBTBepAi, piaki, abo niodinizoBaHi KOMNoO3uii,
SIK-TO TabneTkn, NOPOLLKK, Karncymnu, cynosuTopii, cy-
cneHsii, ninocomn, Ta aepo3oni. B [C-iHribyounii
3acib MoXXHa OTpMMyBaTW SIK PO34MH, 3aCTOCOBYHOYM
Oyop-aky 3 metogonorii.  Hanpuknag, BIC-
iHriGytounn 3acid Moxe OyTM PO3YMHEHUM Yy KUCIOTI
(Hanpuknag, 1M HCI) Tta posbaBneHum [ocTaTHIM
ob'emoM po3unHy 5% pgekctposu y Boai (O5B) ans
OTPUMaHHA MOTPIBHOI KiHLEBOi KoHueHTpauii BIC-
iHribytovoro 3acoby (Hanpuknag, npubnusHo 15mMM).
AnbTepHaTUBHO, po3ynH 5B, Lo mMicTUTe NpnbnusHo
15MM HCI moxHa 3acTocoByBaTW Ans OTPUMaHHS
po3uunHy BIC-iHribyto4oro 3acoby y NpUMHATHIN KOH-
ueHTpadii Kpim Toro, BIC-iHribytoumn 3aci6 moxHa
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OTpUMyBaTM $SIK CYCMeH3ilo, 3acCTOCOBYIOYM, Hampwu-
knag, 1% po3unH kapbokcumetunuentonosmn (KMLL).

MpuiAHATHI cnocobu oTpuMaHHs nNpuaaTHux da-
pMaLeBTUYHUX opM hapMaLeBTUYHMX KOMMO3ULn
BigoMmi abo X MOXHa nerko Bu3HadaTu chaxiBuaM.
Hanpuknag, capmaueBTUYHi npenapatm  MOXHa
OTpUMyBaTK 3BMYaHNMK cnocobammn hapmaLleBTMKM
3 TakMMKU eTanamu, ik 3MillyBaHHs, rpaHynsuis, Ta
npecyBaHHsi, KOnn HeobxigHo Ans dopMu TabneTok,
abo 3MilLyBaHHSI, 3aMOBHEHHS, Ta PO34YUHEHHS iHrpe-
OIEHTIB, SIK MPUMHATHO, ANS OTPUMAaHHSA MOTPIGHMX
npoaykis Ans nepoparbHOro, napeHTepansHoro, Mic-
LleBoro, iHTpaBariHaneHoOro, iHTpaHasanbHOro, iHTpa-
GpoHXianbHOro, iHTPaOKyNsAPHOro, iHTpaaypanbHOro
Ta/abo pekTanbHOro 3aCTOCyBaHHS.

dapmaLeBTUYH KOMNO3WLiT BUHaxoay MOXYTb Ta-
KOX OXonmnwBaTu NpuAaaTHi HanpBHIOBaYi, PO3pioXKy-
BaYi, 3B'A3yt0ui Ta HOCII, a TakoX iHLWi dhapmaLeBTny-
HO aKTMBHI 3acobu, 3anexHo Big4 NpU3HaYeHoro
3acTocyBaHHs. Teepai abo pigki dapmaueBTUYHO
NPUIHSATHI HOCIT, po3pigKyBadi, 3B'A3ytodi abo Hanps-
HIOBa4i MOXHa 3acTocoByBaTu Yy bapmaueBTUYHUX
KoMnosuuisax. Teepdi HOCIT OXONMNioTb Kpoxmarb,
nakTosy, KanbLin cynbdat gurigpar, KaoniH, caxapo-
3y, TamnbK, XenaTuH, NeKTWH, Kamedb akauil, MarHin
cTeapart, Ta cTeapuHoBy kucnoTy. Pigki Hocil oxon-
notoTb cupon, peanut oil, olive oil, 3aniHe po3unH, Ta
BoAd. The Hoci abo po3pigkyBay MOX OXOMmoBaTu
npuaatm martepian Ans NOJOBXEHOro BUBINbHEHHS,
AIK-TO rmiLepun MoHocTeapat abo rmiuepun gucrea-
paT, nooauHui abo 3 BockoM. Konu 3acTocoBaHO pifki
HOCIl, npenapaT mMoxe 6yTu y dopmi cupony, ernikcu-
py, eMynbCii, M'AKUX XXenaTUHOBUX Karcyn, CTepusb-
HUX PiaVMH Ansa iH'eKUin (Hanpuknag, po34duHy), abo
HEBOAHMX ab0 BOAHUX CYCMNEH3IN.

[o3a papmaueBTUYHOI KOMMNO3ULT MOXe MICTUTK
NpvHavMHi TepaneBTUYHO edIEKTUBHY KinbkicTb BIC-
iHribyto4yoro 3acoby Ta nepeBaXHO CKMagacTbCcs 3
ofHoi abo Ginblie hapmaleBTUYHUX OAMHULE A03Y-
BaHHA. BubpaHy go3y moxHa 3acTocoByBaTu 4O cca-
BUS, Hanpuknag, fioguHu, sika notpebye nikyBaHHA
onocepeakoBaHoi  iHribyBaHHam BI'C  akTuBHOCTI,
Oyab-sikMM BigoMum abo npuaaTHMUM cnocobom 3a-
CTOCYBaHHS 403, OXOMNJOIYUN MicLieBe, Hanpuknag, sk
Ma3b abo KpeM; nepoparbHo; pekTanbHe, Hanpvknag,
AK CYNno3uTOpIN; NapeHTepanbHe iH'eKuieto; BHYTPILL-
HbOBEHHE; abo MOCTIMHO iHTpaBariHanbHUM, iHTpaHa-
3anbHUM, HTpabpoHXianeHUM, iHTpaaypanbHuMm abo
iHTpaokynspHUM BrvBaHHAM. Konu komnosuuio 3a-
CTOCOBYIOTb pa3oM 3 LMTOTOKCUYHMMMW fliKaMu, KOM-
no3uLito MOXHa 3acToCoByBaTu nepeq, pa3om, Ta/abo
nicns yBedeHHs UMUTOTOKCUYHMX nikiB. OgHak, Konu
KOMMO3WLjl0 3aCTOCOBYIOTb pa3oMm 3 pagioTepanieto,
KOMMO3WLjt0 NepeBaXxHO YBOASATb Nepeq pagioTepani-
€l0.

Cnocobn oTpumaHHsa pi3HuX dapMaueBTUYHUX
KOMMO3ULiA 3 MEBHOK KiMNbKICTO aKTUBHOI CrOMyKn
Bigomi, abo 3po3ymini dpaxisuam. Hanpuknag, ameuce
Remington's  Pharmaceutical  Sciences, = Mack
Publishing Company, Easter, Pa., 15" Ed. (1975).

AcHo, wo posyBaHHs BIC- |Hr|6yroqoro 3aco0y,
3aCTOCOBAHOrO y (hapMaLeBTUYHMX  KOMMO3NLiSIX
uporo BMHaxody 6yae BubpaHo 3rigHO 3 BNacTuMBOC-
TAMU NEBHOrO 3acoby, KOHKPETHOI KOMMO3MULii, pexu-
My 3aCTOCYBaHHS Ta KOHKPETHOI AiNsHKW Ta xassiHa i
CTaHy, Wo nikytoTb. OnTuMarnbH A03yBaHHA Ans Aa-
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HUX CTaHiB MOXYTb 3'acyBaTu (axiBLi, 3aCTOCOBYOUN
3BMYaMHi TeCTU BU3HA4YeHHsA [o3yBaHHA. [na nepo-
panbHOro 3acToCyBaHHs, Hanpuknag, A4o3a, Wo MOoX-
Ha 3acTtocoByBaTtu € npnbnmaHo 0,001-1000mr/kr ma-
cu Tina, abo npmbnusHo 0,1-100mr/kr macu Tina, abo
npubnusHo 1-50mr/kr Mmacu Tina, abo npuénusHo 0,1-
1Mmr/kr Macm Tina, 3 Kypcamu fikyBaHHsl, NOBTOPIOBa-
HUMU NpU NPUAHATHUX iHTepBanax. [o3oBaHi dopmun
dapmaueBTUYHUX KOMMO3WLIR, OnMcaHux TyT, MO-
XYTb MICTUTW KiflbKOCTi CMOMYKM 3asiBNIEHOrO BMHaXo-
ay, abo conbBaty i hapMaueBTUYHO NPUAHSATHOI
coni, NpuHATI haxisueM. Hanpuknag, Taki 4o30BaHi
hopMK MOXYTb MiCTUTM NpmbnmaHo 1mr-1500mr cno-
NyKN 3asBMEHOr0 BMHaxody, abo MOXyTb MiCTUTK
npubnusHo 5mr-1500mr, abo npubnmaHo Smr-1250mr,
abo npubnusHo 10mMr-1250mr, abo nNpubnuaHo 25wmr-
1250wmr, abo npubnusHo 25mr-1000mr, abo npubnms-
HOo 50mr-1000mr, abo npubnusHo 50mr-750mr, abo
npubnmaHo 75mr-750mr, abo npubnmaHo 100mr-
750mr, abo npmbnusHo 125mr-750mr, abo npubnmnsHo
150Mr-750mr, a6o npubnusHo 150mr-500Mr crnonyku
3asBneHoOro BMHaxogy, abo ii dapmaueBTUYHO Mpu-
NHATHOI coni abo conbBarTy.

BuHaxig Takox oxonse MideHi i3oTonamu cro-
nyKW, KOTPI iAEHTUYHI cnomykam 3asiBfIeHOro BMHaxo-
ay, ane oguH abo Ginblie aTomiB 3aMiHEHI aTOMOM,
Lo Mae aToMHy Macy abo MacoBe YnCHOo BigMiHHI Big
aToOMHOI Macy abo MacoBOro yucna 3BMYanHO 3Hawt-
geHux y npuvpogi. lNMpuknagu i3oToniB, WO MOXHa
yBOAWTM y CMOMYKN BUHaxXo4y, OXOMMHKTb i30TOMM
rigporeHy, kapboHry, HITpOZFEHy, okeuren q%%)ccbog)y,
q; Opy Ta Xsopy, Kk-To “t H *H, °C, C N,

O, P P S F, Ta CI, BiAMNoBigHO. CI'IOJ'IyKI/I
3a8BMNeHoro BUHaxody, iX nponiku Ta dapmMmaueBTuy-
HO MPUNHATHI comi BKasaHWxX crnomnyk abo Bka3aHUX
nponikiB, KOTPi MICTSATb BuLie3ragaHi isotonu Tta/abo
iHWi i30TONW iHWMX aTOMiB, € Y paMKax LbOro BUHa-
xoay. Hesiki miyeHi izoTonamu Crnonyku 3asiBrneHoro
BMHaxody, Hanpuknag, y KOTpuxX YBOAATb pagioakTu-
BHi i30TOMK, 5iK-T0 “H Ta "C, € KOPUCHUMM Y aHanisax
po3nogineHHs nikis Ta/a6o cybcTpaTiB y TKaHWHax.
TpuTiitoBaHi, T06T0, °H, Ta kap6oH-14, To6TO, “C,
i30TOMM € 0COGNMBO KPALLMMW CTOCOBHO FErKOCTi iX
OTPUMaHHA Ta BuM3HayeHHs. Kpim TOro, 3aMILLl,eHHF|
BaXUNUMU i30TOMM, SIK-TO AEATEpIi, To6TO, °H, MOoXyTb
AaBaTu Jdeski TepaneBTW4YHI nepesarn Big OinbLuoi
meTabonivyHoi cTabinbHOCTI, Hanpuknag 36inbLeHoro
in vivo nepiogy HaniBBMBeOeHHS abo 3MEHLLEHOro
[03yBaHHs, i TOMy MOXYTb OyTW KpawymMmn y AesiKunx
BunNagkax. MiveHi i3oTonamu cnomnyku 3asiBneHoro
BMHaxody Ta iX MPOMiKu MOXHa 3aranom oTpuMyBaTu
cnocobamu, poskpuTUMK y cxemax Ta/abo y npukna-
Aax Ta OTPUMAaHHSAX HWXKYe, 3aMilleHHAM ferko Ao-
CTYMHUMM MiYEHVMM i30TOMaMu peareHTamu Hemide-
HUX i30TOMamMu peareHTiB.

Cnonyku 3asiBNeHOro BUHaxody € NOTYXXHUMM iH-
riitopamu Bipycy renatuty C, ocobnueo pennikauii
BIFC, a 0Oinbw ocobnueo, PHK-3anexHoi PHK-
nonimepasn BI'C. Cnonyku agantoBaHi OO Tepanes-
TUYHOrO 3acTocyBYyaHHsl Sk aHTU-BI'C 3acobu y ccas-
uiB, ocobnmeo y nogemn.

AKTVMBHY CMoOMyKy MOXHa 3acTOCOBYBAaTU MOOAM-
HUi abo pa3m 3 ogHoto abo GinbLue iHWKX aHTUBIpYyC-
HUX peYyoBWN, Hanpuknag, BUOpaHwx, Hanpuknag, 3
iHriGiTopis BI'C, sik-To iHTEpdhepoH anbdakoH-1, npu-
poaw iHTepdepoH, iHTepdepoH beTa-1a, iHTepdepoH
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omera, iHTepdepoH ramma-1b, iHTepnenkiH-10, BILN
2061 (cepuHoBa npoTteasa), amaHTaguH (Cumetpen),
TMMO3MH anbdga-1, Bipamigux; BIN iHriGiTopn, sk-To
HendiHaBip, AenasipyaviH, iHOUHaBIp, HeBipaniH, 3ak-
CUHaBip, Ta TeHodoBip. Takoro CyMiCHOro rikyBaHHs
MOXHa [OCAITM OJHOYacHMM, MOCMigoBHUM abo
OKPEMUM 3aCTOCYBaHHAM iHOMBIAYanbHUX KOMMOHEH-
TiB MiKyBaHHS.

3aranom, Cronyku 3asiBfieHOro BUHaxody MOXHa
oTpumyBaTh crnocobamu, ONMCaHUMKU TYT, a TaKoX
crnocobamu, Bigommummn chaxisusam. Cnocobu, onucai
TYT, He 0OMeXyTb pamoK BUHaxoay.

Cnonyku cbopmynu (4) MOxXHa OTpMMyBaTK peak-
uieto cnonyku copmynm (11), ge R' Ta R? BU3HaueHi
BULLE, 3i cnonykoto dopmynm (12), oe R® Bu3HaueHo
BULLE.

R3
0 0 o o
o * R>CHO — s
R TR R <R

(11} (12) 4)

Lli peakuii 3aranom npoBoasATb Y MNPUCYTHOCTI
BiAHOBHWKY, SIK-TO Jkepena 6opy abo BogHio y npu-
CyTHOCTI npuaaTtHoro katanisatopy. NpugatHi gke-
pena 6opy oxonnowTb, ane 6e3 obMexeHHsi, 6op-
TpUMeTUnamiHoBuMn KOMMIEKC, 6op-
AVMETUNamiHoOBUI KOMMMeKC, 6op-TperT-
6yTunamiHoBMIA KOMMNNeEKc, Ta 6op-NipUANHOBUIA KOM-
nnekc. MpugaTHi kaTanisaTopy ANs 3aCTOCYBaHHA Yy
NPUCYTHOCTi BIAHOBHUKY, SIK-TO BOAHIO, OXOMJIOKTb,
ane 6e3 oOMeXeHHs, Hikenb, Nanagin, poaiv Ta pyTe-
Hin. KpiMm Toro Taki peakuii npoBogsATb Y PO3YNHHUKY
abo cyMmilwi pO3YMHHKKIB, WO HE B3aEMOAiI0Tb 3 MNo-
TpibHOK XiMiyHOW peakuicto. KpiM TOro NPURHATHI
PO3YMHHMKN OXOMMIOKTh BiAOMI dhaxiBUsIM SK CYMIiCHi
3 yMOBaMM peakLin Ta OXONMoTb ankinosi ectepu
Ta apunoBi ecTepu, arkinosi, reTepoLmMKniyHi Ta apu-
noBi eTepu, BYrneBOAHi, ankinosi Ta apunosi cnupTy,
ankinosi Ta apunoBsi ranoreHoBaHi CMonyKu, arkinosi
Ta apuroBi HITpUnu, ankinoei Ta apunoBi KEeTOHU, Ta
anpoTOHHI reTepoumknivHi po3YMHHMKK. Hanpuknag,
npuaaTtHi po3uYMHHMKM OxonmiooTb, ane 6e3 obme-
XEHHs1, eTunauetaT, i3obyTunaueTar, isonponinaie-
TaT, H-OyTunauetar, MeTuUn-i30byTUN-KeToH, AMMETO-
KcieTaH, giizonponinosui eTep, xrnop6eH3on,
aumetundopmamia, gumetvnaueTamia, MpOonioHiT-
pun, OyTUPOHITPWUN, TpeT-aMinoBwWiA CNUPT, OLTOBa
KMCNoTa, AieTUNnoBwui etep, MeTun-TpeT-6yTnnosun
eTep, OudeHInoBun etep, MeTUNdEHINoBun etep,
TeTparigpodypaH, 2-metuntetparigpodypaH, 1,4-
AiokcaH, NMeHTaH, rekcaH, rentaH, MeTaHon, eTaHon,
1-nponaHon, 2-nponaxon, TpeT-6yTaHon, H-6yTaHon,
2-byTtaHon,  guxrnopmeTaH,  xrnopodopm, 1,2-
AVXIopeTaH, aueToHiTpun, 6eH3oHITpun, 6eHson,
Tonyon, aHizon, kcunonu, Ta nipugunH, abo Gyab-AKy
CyMill BuWLLEeHaBedeHX PO34YMHHUKIB. Ha popaTok,
MOXHa 3aCTOCOBYBATU K CMiBPO3YMHHUK BOAY, AKLLO
Le He BnnuBae Ha NoTpibHe nepeTBopeHHs. HapewwTi,
TaKi peakuil MOXHa MpoBOAUTM Mpu TemnepaTypi y
mMexax npubnusHo 0°C-75°C, nepeBaxHO y Mexax
npubnmaHo 0°C-32°C, HannepeBaHO MpWU KiMHAaTHIN
4Yn 30BHiLLHIN TemnepaTypi. Bubip neBHOro BigHOBHM-
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Ky, PO34MHHWMKY Ta TemnepaTypu 3anexatume Big
KinbKox chakTopiB, OXomnmnoyn, ane 6e3 obMexXeHHs,
npupogy NeBHOro peareHTy Ta pyHKLiOHaNbHWUX rpyn,
NPUCYTHIX y TakoMmy peareHTi Taki Bubopu Bigomi da-
XiBUSM Ta iX MOXHa pobuTtun 6e3 3aiBnx ekcnepumeH-
TiB.

AnbTepHaTuBHO, cronyku copmMynu (4) MOXHa
oTpUMyBaTU peakuieto cnonyku dopmynu (11) si cno-
nykoto chopmynu (24), ge X - npygaTHa BigLlennoBa-
Ha rpyna. lMpugaTHi BigLWennoBaHi rpynyM OXonrto-
10Tb, ane 6e3 obMexeHHs, ranoreHian (Sk-To xropva,
Opowmig Ta noava), Ta akTMBOBaHI ectepu (SIK-TO Me-
TaHCyNbOHATHI, TpuUdNyopMeTaHcynbdoHaTHI Ta
TO3UNOBI ecTepun). Taki peakuii MOXHa NPoOBOAUTU Y
NPUCYTHOCTI npuaaTtHoi ocHoBW. [lpuaaTHi OCHOBWM
OoXoMnnKTb, ane 6e3 obMexeHHsl, HaTpin kapboHar,
HaTpil rigpokapboHaT, kanin kapboHart, uesin kapbo-
HaT, HaTpin rigpokcua, Kanin rigpokcua, HaTpiv rig-
pwa, niTin rigpua, Kanivi rigpua Ta niTin giisonponina-
Mig. KpiMm TOro MNpuUrAHATHI PO3YMHHUKM OXOMMOKTh
BiOMi paxiBUAM SIK CyMiCHi 3 ymOBaMu peakuin Ta
OXONNIoKTb  arnkinoBi, reTepouUuKniyHi Ta apunosi
eTepu, BYIMeBOAHI, ankinosi Ta apunosi ranoreHoBaHi
CMOMyKK, ankinosi Ta apurnoBsi HITPUNK, Ta anPOTOHHI
reTepoumknivHi  po3unmHHUKW. Hanpuknag, npuaaTtHi
PO3YMHHUKM OXOMNIoTb, ane 6e3 obmexeHHs, Aume-
TOKcieTaH, pgjisonponinosuii etep, xnopbeHson, Au-
MeTundopmMmamig, aumeTtunaueramig, NponioHITpUN,
OyTUpoOHiTPWMN,  OieTunoBunA  eTep, MEeTWUN-TpeT-
OyTunoBun etep, ANGEHINOBUIA €TeP, METUIEEHINO-
BUM eTep, TeTparigpodypaH, 2-
MeTunTeTparigpodypaH, 1,4-giokcaH, nNeHTaH, rek-
CaH, renTaH, aueToHiTpun, OeH3oHiITpWUN, GeHson,
ToNnyon, aHi3on, kcunonu, Ta nipuguH, abo Gyab-AKy
CyMill BULLEHaBedeHUX pPO3YMHHUKIB. Ha popaTok,
MOXHa 3aCTOCOBYBATU SIK CMiBPO3YMHHUK BOAY, SKLLO
Le He BnnuBae Ha NoTpibHe nepeTBopeHHs. HapewwTi,
Taki peakuii MOXHa MNPOBOAUTM Mpu TemnepaTypi y
mexax npmbnusHo 0°C-150°C, nepeBaxHO y Mexax
npubnuaHo 0°C-32°C, HannepeBaxHO MpW KiMHATHIN
Yn 30BHILLHIN TemnepaTypi. Bubip neBHoro BigHOBHM-
Ky, PO3YMHHWKY Ta TemnepaTypu 3anexatume Big
KiNbKOX hakTopiB, OXOnmto4K, ane 6e3 obMexeHHs,
npupogy NeBHOro peareHTy Ta pyHKUiOHaNbHUX rpym,
NPUCYTHIX y TakoMmy peareHTi. Taki Bubopu Bigomi
daxiBusaM Ta ix MoxHa pobuTtu 6e3 3anBux excnepu-
MEHTIB.

R®
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Cnionykn coopmyrm (11), ge R' 1a R? BusHaueHi
BULLEe, MOXHa OTpUMyBaTK 3i cnonyku dopmynu (25),
peakui€eto 3 NpuaaTHO KMCNOTO abo OCHOBOIO.
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Ho, R'Q © acwd or base
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MpuaaTHi Ans 3acTocyBaHHA Y LIMX peakuisix oc-
HOBW OXONIIOIOTb HEeopraHiyHi OCHOBW Ta OpraHiyvHi
ocHoBW. [NpuaaTHi HeopraHiyHi OCHOBW OXONIOKOThb,
ane 6e3 06MeXeHHs1, HaTpin kapboHaT, HaTpi rigpo-
kapboHaT, kanin kapboHaT, kanii rigpokapOoHar,
HaTpin rigpokcua, HaTpin rigpua, kaniv rigpug Ta ue-
3in kapboHart. NepeBaxHO, OCHOBOI € Kanii kap6o-
HaT. [puaaTHi opraHivyHi OCHOBM OXOMMIOKTL, ane 6e3
0OMEXEHHs1, MipUAWH, TpueTunamiH, TpubyTunamiH,
TpuetaHonamiH, N-metunmopdoniH, N-etun-N,N-
Jiisonponinamix, DBU Ta 4-N,N-
aumeTtunamiHonipmaunH. Lli peakuii MoXHa Takox npo-
BOAUTM Y MPUCYTHOCTI KaTaniTUYHOI KinbKocTi npuaa-
THOT Kncnotu. MNpuaaTHi KUCNOTU OXONIOITL KACMOTU
BpeHcTena-Iloypi Ta Jlioica. Kpim Toro ui peakuii 3a-
ranom npoBoOAsiTb Y PO3YMHHUKY abo CyMmill pO34uMH-
HUKIB, LIO He B3aEMOAilTb 3 MOTPIOHOK XiMiYHOI
peakuieto. KpiM TOro NPUAHATHI PO3YUHHMKM OXONII0-
10Tb BiAOMi paxiBUsM SIK CYMICHI 3 yMOBaMu peakLiin
Ta OXOMMIKTb arnkifnosi ecTepu Ta apurnosi ecTepu,
arnkinosi, reTepoUMKmiYHi Ta apunosi eTepu, BYrneBo-
[Hi, ankinosi Ta apunosi cnMpTK, ankinosi Ta apunosi
ranoreHoBaHi Cronyku, ankinosi Ta apunoBsi HITpUnu,
arnkinosi Ta apunoBi KETOHW Ta anpOTOHHI reTepoLnK-
NiYHi POo34nHHUKK. Hanpuknag, npugaTHi pO3YMHHUKK
oxonntotoTb, ane 6e3 obmexeHHsl, eTunauerar, i3o-
6yTunauerart, idonponinauertaTt, H-OyTunaueraT, me-
TUN-i300yTUN-KETOH, AMMETOKCIETaH, Aii3onponinosui
etep, xnopbeHson, gumetundopmamig, gumeTuna-
uetamig,  nponioHiTpun,  GyTUpOHITpUnN,  TpeT-
aminosun cnupT, OLTOBY KUCMNOTY, OieTUNOBUI eTep,
MEeTUn-TpeT-0yTMnoBun etTep, AudeHinoBun eTep,
MeTundeHinosun  etep, TeTparigpodypaH,  2-
MeTunteTparigpodypaH, 1,4-giokcaH, NeHTaH, rek-
CaH, rentaH, MeTaHon, eTaHon, 1-mponaHon, 2-
nponaHon, TpeT-OyTaHon, H-OyTaHon, 2-OyTaHon,
anxnopmetaH, xnopodopm, 1,2-guxnopeTtaH, aueTo-
HiTPWUN, GEH30HITPUN, aueToH, 2-6yTaHoH, OeHson,
TONyor, aHi3on, Kcunomnu Ta nipuguH, abo Oyab-AKy
CyMill BULLEeHaBedeHUX PO34YMHHUKIB. Ha popaTok,
MOXHa 3aCTOCOBYBAaTU K CMiBPO3YMHHUK BOAY, AKLLO
Le He BnnvBae Ha NoTpibHe nepeTBopeHHs. HapewwTi,
TakKi peakuil MOXHa MpoBOAUTM Mpu TemnepaTypi y
mexax npubnusHo 0°C-100°C, abo y mexax npubnu-
3Ho 25°C-100°C, abo y mexax npubnusHo 35°C-
75°C, abo y mexax npubnusHo 45°C-55°C, abo npwu-
6nm3Ho npu 50°C. Bubip neBHOro BiQHOBHMWKY, pO3-
UYMHHWKY Ta TemnepaTtypu 3anexaTume Bif KiflbKoX
hakTopiB, oxonmnwo4m, ane 6e3 obmexeHHs1, npupo-
Ay NEBHOro peareHTy Ta (yHKUiOHamNbHWX rpyn, npu-
CYTHIX y TakoMy peareHTi. Taki BM6opu BigoMi chaxis-
LAM Ta iX MOXHa pobuTn 6e3 3anBUX EKCNEPUMEHTIB.

AnbTepHaTuBHO, cnonyku copmynu (11), ge R
Ta R? BU3HaueHi BULLE, MOXHA OTpUMyBaTH 3i COMyK
dopmynu (25), ge R™ - rigporeH, peakuieto 3 npuaa-
THUM peareHToM abo kombiHauielo NpuaaTHUX peare-
HTIB ANS 34iNCHeHHA uumknisauii. Taki peakuil MoxHa
NPOBOAWTU Y NPUCYTHOCTI peareHTy abo KomOiHauiji
peareHTiB, LWO NEepeTBOPIOTL KapbokcurbHy -OH-
rpyny y npugaTtHy BiglennoBaHy rpyny, sK-TO Xrop
abo imigason. TepmiH "npuaaTtHa BigLwennoBaHa rpy-
na" o3Havae xiMiyHy rpyny, Lo 3gaTHa A0 3amilleH-
HS, KONy npuaaTHa HykneodineHa rpyna, sk-To rigpo-
Kcun, pearye 3 kapboHinbHMM kapboHOM y kapGokcuni
y cnonykax dopmynu (25). Taki npugaTHi BigLienmno-
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BaHi rPynM MOXHa YBOAUTM Yy cnonyku copmynm (25),
pe R™- rigporeH, peakuieto cnonyku dopmynm (25) 3
npugaTHUM peareHToM abo kombiHauielo peareHTiB.
Hanpwvknag, cnonyka cpopmynu (25), ge R™ - rigpo-
reH, moxe pearyesatn 3 cdocreHom (CIC(O)CI) abo
TpudocreHom ((Cl)3C(O)C(Cl)3) ana oTpuMaHHsa Tak
3BaHOro XJlopaHrigpuay, ne KapOOoKCWUMbHUIA rigpo-
Kcun 3amiHeHo atoMoM xnopy. Kpim Toro cnonyku
dopmynu (25) MoXHa MepeTBOpPUTU Yy CMONykw, Ae
KapOOKCUINBHUIA TiOPOKCUI 3aMiHEHO LUE OOHUM Tu-
nom npuaaTHOI BigwennioBaHol rpynu, sIK-To iMmiga-
3on. Tak cnonykn MoXxHa oTpUMyBaTH, 3aCTOCOBYHOYM
npuoatm peareHT abo kombGiHaui peareHTiB, SK-TO
kapboHin giimigazon. Lli Tvnn peakuin moxHa npoBo-
OUTN Yy NPUCYTHOCTI MpuaaTHOI OCHOBW, SIK-TO TpuW-
€TUnamiHy, B anpoTOHHOMY PO3YMHHUKY, LLO He B3a-
emogie 3 NoTpPibHOI XiMIYHOK peakuieto, Hanpuknaga,
xnopocopmi abo anxnopmetaHi. Kpim Toro Taki peak-
Uii MoXHa npoBOAMTU MNpWU TemnepaTtypi y Mexax
npubnumaHo -78°C-75°C, abo y mexax npubnmsHo
0°C-50°C, abo npubnusHo 0°C-25°C. Bubip npugat-
HOro peareHTy [Ans nepeTBOpPeHHs Kapbokcuny vy
XropaHrigpua, Hanpuknag, npuaaTHoro PO3YUMHHUKY
Ta npuaaTtHoi TemnepaTypu € Yy pamkax BiJoOMOro
daxiBuaM Ta ue MoxHa pobutn 6e3 3amMBuX ekcne-
PUMEHTIB.

Cnonyku chopmynu (25), ge kapGoKCUnbHUA Tia-
pOKCWA crid NepeTBOPUTM Y NPUNHATHY BigLlennoBa-
Hy rpyny, XropaHrigpug, Hanpuvknag, MOXHa Tofi
neperBoputn y cnonyku dopmynu (11) peakuieto y
NPUCYTHOCTI npuaaTtHOi ocHoBW. [MpuaaTHi OCHOBWU
OXONnolThb, ane 6e3 obmexeHHs1, HeopraHiyHi OCHo-
BW Ta opraHiyHi ocHoBW. NpuaaTtHi HeopraHivHi OCHO-
BM OXOMMIOIOTb, ane 6e3 oOMexXeHHs, HaTpin kapbo-
HaT, HaTpii rigpokapboHaT, kanin kapboHaT, kanin
rigpokapOoHaT Ta uesii kapooHaT. MpuaaTtHi opraHiy-
Hi OCHOBM OXONMIOOTh, ane 6e3 obmexeHHs, NipuanH
Ta 4-N,N-gumeTtnnamiHonipngnH. Kpim Toro npunHAT-
Hi PO3YMHHUKWN OXOMNNIOKTL BiAOMI haxiBUAM AK CyMi-
CHi 3 yMOBaMu peakLi Ta OXONnioTb ankinosi ecTe-
pu Ta apunoBi ecTepu, arnkifnosi, reTepoumnknivHi Ta
apunoBsi eTepu, BYIMeBOAHI, ankinosi Ta apurosi
CMVPTK, arnkinosi Ta apwunoBi ranoreHoBaHi Crnonyku,
arnkinosi Ta apwunoBsi HITPUNW, ankinosi Ta apuriosi
KETOHM Ta anpoTOHHI reTepouUMKiYHI  PO3YUHHUKMN.
Hanpuknag, npuaaTHi PO3YMHHWKM OXOMNMoThb, ane
6e3 oOMexXeHHsi, eTunaueTar, i3obyTunauerar, i3o-
nponinauerat, H-OyTunauerar, MeTuN-izobyTUM-
KeTOH, OUMeTOKcieTaH, Aii3onponinosun etep, xmnop-
G6eH3on, gumeTtundopmamia, AMMeTMnaveTamig,
nponioHiTpun, OyTUPOHITPUN, TPEeT-aMinoBui CnupT,
OUTOBY KUCMOTY, QLI€TUNOBUA eTep, MeTUN-TpeT-
OyTunoBui etep, AMdEHINOBUI eTep, MeTUNEHINo-
BUM eTep, TeTparigpodypaH, 2-
mMeTunTeTparigpodypaH, 1,4-giokcaH, nNeHTaH, rek-
caH, rentaH, MeTaHon, ervaHon, 1-nponaHon, 2-
nponaHon, TpeT-OyTaHon, H-O6yTaHon, 2-6yTaHon,
auxnopmetaH, xropodopM, 1,2-aMxnopeTtaH, aueTo-
HiTPWUN, OGEH3O0HITPWN, aueToH, 2-6yTaHoH, OeHson,
TOrMyon, aHi3on, kcunonu Ta nipuauH, abo 6yab-aky
CyMill BULLleHaBedeHUX PO3YMHHUKIB. KOHKpEeTH BU-
6opu aKkTMBaTOpy, PO3YMHHKKY, OCHOBM Ta Temnepa-
TYpW Ans 34iINCHEHHS NOTPIOHOrO MpPeeTBOPeHHS € Y
pamkax Bigomoro chaxiBLsM Ta Lie MOXHa pobuTtn 6e3
3aNBUX eKCNePUMEHTIB.
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CI'IOJ'IyKVI copmynu (25), e R' Ta R? BusHaueHi
BVILIJ,e P' - rinporeH aGo npuaaTHa 3axucHa rpyna, a

- C4-Cs ankin, -Si(C+-Cs ankin)s, abo -CHz(Cs-C1o
apvm), ae BkasaHunm Ce-Cqo apun, siK BapiaHT, 3ami-
LLeHO MNpVHa¥MHI OJHUM 3aMiCHWKOM, BWOpaHuUM 3
rpynu: ranoreH, C1-Cg ankin, -OH, -OCH3 Ta -N(C+-Csg
aJ'IKIJ'I?z, MOXHa OTpMMyBaTh 3i cnonyk chopmynu (9),
ne R Ta R? BmsHaqul Buwe, R'“ - rigporeH a6o -
C(O)R™ Ta R™ - rigporeH, Ci-Cs ankin, -Si(Ci-Cs
arnkin)s, abo -CHy(Ce-C1o apun), oe BkasaHumn Ce-Cqo
apun, siK BapiaHT, 3aMilleHO NpUHaMHi OAHUM 3aMi-
CHUKOM, BMOpaHum 3 rpynu ramnoreH, C4-Cg ankin, -
OH, -OCHs; T1a N(C1 Ce aJ'IKIJ'I)z, abo 3i cnonykoto
copmynu (9a), ae R', R? Ta R'? BusHaueHi Bue, a L
- NpyAaTHa BigWwensnoBaHa rpyna, ik NokasaHo HWX-
ye.

rR%0 R'O O

R2g9. R'V R? OR™
Rr? oR? (25)
9 \
R0 R'D
R? L
{9a)

Cnonyka copmynm (9), ae R® - rigporeH, moxe
pearyBatu 3 peareHToMm abo kombiHauielo peareHTiB,
L0 MepeTBOPOI0Tb KapbOKCUMBbHWIA TiQPOKCUN Y Npu-
natHy BigwennoBaHy rpyny -OA. Taki rpynu oxon-
NIOKTb  aKTUBOBaHi ecTepu, SK-TO pi3Hi  GeH3oin-
ectepu, SK-To 2,6-auHiTpobeH3oin-ectep abo nepd-
nyop0beH3oin-ectep, 3MmiwaHi adrigpugn, abo Hanie-
NpoayKTM peakuii kapbokcurpynu 3 kapbogiimigom,
AK-TO gieTunkap6ogiiminom abo aiizonponinkapbogii-
Migom. Lli HaniBNpoaykTn MOXHa OTPUMYBaTK peakLi-
€0 KapOoKcurpynu 3 MpuaaTHUM peareHToM, SK-TO
kapbopaiimia, y po34MHHKKY, O He B3aemogie 3 noTpi-
GHOI XiMiYHOIO peakuieto, SK-TO XnopodopM, AMXI0-
pmeTaH, abo TeTparigpodpypaH, npu Temnepatypi
npubnmaHo -78°C-100°C, abo y mexax npubnusHo
0°C-75°C, abo y mexax npubnusHo 0°C-50°C. Cno-
nyky cdopmynu (9), Wo MICTUTb NpuaaTHy BiALienmno-
BaHy rpyny -OA, MoxHa BMAINaTM abo BOHa MoOXxe
pearyBaTtu Ha HacTyrnHoMmy eTani 6e3 Gygb-akoi noga-
NbLwoi o4ncTkM. Cnonyku, Wo MicTATb NpuaaTtHy Big-
wenmosaHy rpyny -OA, MOXyTb Todi pearyBatu 3
peareHTOM abo KombiHauielo peareHTiB Ans oTpw-
MaHHsi cnonyk dopmynu (25). Tak npuaatn peareHTH
OXOnntoloTb, ane 6e3 obMexXeHHss ManoHaTHI aHioHM,
noxiaHi Big4 A4enpOTOHYBaHHS MaroHaTHOro MOXiAHOro
nNpuAaTHOI OCHOBOK Ta MarHin-manoHaTHi ecTepw,
AK-TO METUMMArHin ManoHar Ta eTUnMarHin manoHar.
Kpim TOro NpUMHATHI PO3YMHHMKU OXOMIMIOKTL BigOMi
haxiBUAM K CyMiCHi 3 yMOBaMU peakLiin Ta OXonrto-
I0Tb ankinoBi ecTepu Ta apwrosi ecTepu, ankinosi,
reTepouunknivyHi Ta apunosi eTepu, BYrnMeBOAHI, anki-
NoBi Ta apunoBi CNUPTK, ankinosi Ta apunosi ranore-
HOBaHi Crosyku, ankinosi Ta apwroBsi HITPUNK, anki-
NOBi Ta apuroBi KETOHU Ta anPOTOHHI reTepOLMKITIYHI
PO3YMHHMKW. Hanpuknag, npuaaTtHi PO3YMHHMKM OXO-
nnoTb, ane 6e3 o6MexXeHHs, eTunauerar, i306yTu-
nauetart, isonponinauerat, H-OyTunauerat, MeTun-
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i300yTUM-KETOH, OMMETOKCiETaH,  Aiisonponinosun
etep, xnopbeHson, gumetundopmamig, gumeTuna-
LeTamig, NponoHITPWN, BYTUPOHITPUN, TPET-aMiNnoBuin
CNUPT, OUTOBY KWCIOTY, AieTUNoBUWA eTep, MeTWM-
TpeT-6yTunoBun etep, ANGEHINOBUIA €Tep, MeTUI-
eHinosumn eTep, TeTparigpodypaH, 2-
MeTunteTparigpodypaH, 1,4-giokcaH, nNeHTaH, rek-
CaH, rentaH, MeTaHon, eTaHon, 1-mponaHon, 2-
nponaHon, TpeT-OyTaHon, H-OyTaHon, 2-OyTaHon,
anxnopmeTaH, xnopodopm, 1,2-auxnopeTtaH, aueTo-
HiTPWUN, GEH30HITPUN, aueToH, 2-6yTaHoH, GeHson,
TONyor, aHi3on, Kcunomnu Ta nipuguH, abo Oyab-AKy
CyMilW BULLEeHaBedeHUX po3vMHHUKIB. Kpim Toro ue
npoBoAsTb NpW TemnepaTypi y Mexax npubnusHo
0°C-150°C, abo y mexax npubnuaHo 0°C-75°C, abo y
mexax npubnusHo 20°C-75°C, abo y mexax npubnu-
3HO 25°C-50°C, abo npubnusHo npu 40°C. KoHkpeT-
HWUA BUGIp peareHTy abo kombiHauii abo peareHTiB,
PO34YMHHUKY ab0 PO3YMHHMKIB Ta TeMMNepaTypu Bigomi
axiBLuaAM Ta ue MoxHa pobutn 6e3 3arMBMX ekcrne-
PUMEHTIB.

AnbTepHaTUBHO, CNOMNykn copmynu (25) MOXHa
oTpumyBaTh 3i cronyk dopmynu (9), ae R® - C4-Cs
ankin, -Si(C4-Cs ankin)s, abo -CHx(Cs-C1o apun), ae
BkazaHun Ce-Cqo apun, sik BapiaHT, 3aMilleHo npu-
HaliMHi OIHUM 3aMiCHUKOM, BUOpaHMM 3 rpynu: rano-
reH, C4-Cs ankin, -OH, -OCH3; 1a -N(C+-Cg arnkin)y,
peakuieto 3 peareHTOM abo kombGiHauielo peareHTiB
ansa otpumanHs cnonyk cpopmynum (Ill). Taki npuaatHi
peareHT! OXONnnlTb, ane 6e3 oOMexeHHs MarHiv-
ManoHaTHi ecTepu, SIK-TO MeTurMarHii manoHart Ta
eTunmarHin manoHat. Taki npuaaTHi peareHTU oxon-
niooTb, ane 6e3 obMeXeHHsi, ManoHaTHi aHioHu, no-
XigHi Bi4 AEenpoTOHYBaHHS MaroHaTHOro MoXigHoOro
npuaaTHOK OCHOBOKO Ta MarHiMHManoHaTHi ecTepw,
SAK-TO METUMNMarHin ManoHaTt Ta eTunvarHin manoHar.
Kpim TOro NpUMHATHI PO34YMHHMKU OXOMIIOKTL BigOMi
daxiBusgM sIK CyMiCHi 3 yMOBaMU peakuin Ta OXOnsio-
I0Tb ankinoBi ecTepu Ta apwnosi ecTepu, ankinosi,
reTepouUmKnivHi Ta apunoBi eTepu, BYrneBOAHi, arnki-
NnoBi Ta apuroBsi CAVMPTW, ankinosi Ta apunosi ranore-
HOBaHi Cnonyku, ankinosi Ta apunoBsi HITpPWUNW, arnki-
NoBi Ta apunoBi KETOHU Ta anPOTOHHI FETePOLMKITIYHI
PO3YMHHMKW. Hanpuknag, npugaTHi PO3YMHHMKM OXO-
nnolTb, ane 6e3 oOMexXeHHs1, eTunauyerar, i300yTu-
naueTaT, i3onponinaueraTt, H-6yTunauertat, MeTwusl-
i300yTUN-KETOH,  OUMETOKCiETaH,  Aiisonponinosun
eTep, xnopbeHson, gumetundopmamig, AvmeTuna-
uetamig,  nponioHiTpun,  OyTWpoOHiTpUN,  TpeT-
aMinoBun CNupT, OLTOBY KUCMOTY, AieTUNOBUIA eTep,
METUN-TPET-OyTUNoOBUA eTep, AudeHinoesui erep,
MeTundeHinosun  etep, TeTparigpodypaH, 2-
mMeTunTeTparigpodypaH, 1,4-giokcaH, nNeHTaH, rek-
caH, rentaH, MeTaHon, ervaHon, 1-nponaHon, 2-
nponaHon, TpeT-OyTaHon, H-O6yTaHon, 2-6yTaHon,
auxnopmetaH, xrnopodopm, 1,2-guxropeTtaH, aueTo-
HiTpWN, OGEeH30HITpUN, aueToH, 2-6yTaHoH, OeHson,
TOrMyor, aHi3on, kcunonu Ta nipuavH, abo 6yab-aky
CyMill BuLLeHaBedeHUX po3dnHHUKIB. Kpim Toro ue
npoBOAATb MpU TemnepaTtypi y Mexax npubnnsHo
0°C-150°C, abo y mexax npubnumaHo 0°C-75°C, abo y
mexax npubnusto 20°C-75°C, abo y mexax npmbnu-
3HO 25°C-50°C, abo npubnusHo npu 40°C. KoHkpeT-
HU BUGIp peareHTy abo koMOGiHaLii peareHTiB, po3-
YMHHUKY ab0 PO3YMHHMKIB Ta TemnepaTtypu BigOMi
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daxiBuaAM Ta Le MOxHa pobutn 6e3 3arBux ekcre-
PUMEHTIB.

Ha popatok, crnonyku dopmynu (25) MoxHa
mgmmysam 3i cnonyk cdopmynu (9a), oe R', R?1a
R'2 BuaHauei BuLLe, a L - npuaaTHa BiglwennoBaHa
rpyna, peakuieto 3 peareHTom abo kombiHaLjeto pea-
rEeHTIB ANsl OTpPMMaHHA crionyk dopmynm (25). Mpu-
OaTHi BigLlenmnoBaHi rpynu oxonnowTe, ane 6e3 ob-
MEeXeHHsi, xropua, Opowmig, noaup Ta imigason.
Cnonykv 3 npugaTHUMKU BigWENoBaHUMKU rpynamu
MOXHa oTpumMmyBaTK 3i cnonyk copmynu (9), ae R®- -
OH peakujeto 3 aktTuBatopom abo kombiHaujeo akTu-
BaToOpiB 34aTHMX [0 3aMiHM KapOOKCUMBLHOro rigpo-
kcuny Ha L. Taki aktmBaTopu oxonntowTe, ane 6e3
obmexeHHs, ToHinxnopug (SOCI»), docreH, Tpudoc-
reH Ta kapboHringiimigason. Lli peakuii 3BnyaiiHo npo-
BOAATb Y MPUCYTHOCTI OCHOB, LLO He B3aEMOLiI0Tb 3
noTpibHOK XiMIYHOIO peakuieto, AK-TO TPUETUNaMIH,
eTungiisonponinamix, nipuaunH, abo 4-N,N,-
anmeTtunamiHonipuamH. KpiMm Toro peakuii npoBoasite
B anpoOTOHHOMY PO34MHHWUKY, LLO He B3aemogie 3 no-
TPiBGHOK XiMIYHOIO peakujeto, AK-TO TeTparigpodypaH,
MeTUnbyTUnoBui etep, Aii3onNponinosui etep, AieTu-
1IoBWI eTep, TOMyon, XnopodopMm, AuxXopmeTaH, abo
1,2-guxnopetaH. KpiMm TOro Taki peakuii npoBoasTb
npu Temnepatypi y mexax npubnusHo -78°C-100°C,
abo y mexax npubnusHo -50°C-100°C, abo y mexax
npubnuaHo 0°C-75°C, abo y mexax npubnmaHo 0°C-
50°C, abo y mexax npubnusHo 0°C-25°C. MMicns ne-
peTBOpEHHsT crnonykn dopmynum (9) y crnonyky cop-
Mynu (9a), cnonyka cdopmynu (9a) Moxe pearysatu 3
peareHToM abo KoMOiHaLiel peareHTiB, 34aTHUX OO
nepeTBopeHHs cnonyku dopmynu (9a) y cnomnyky
dopmynu (25). Taki npuaaTtHi peareHTU OXONIOKTh,
ane 6e3 oOMeXeHHs MarHin-ManoHaTHi ectepu, sK-TO
MeTUNMarHin mManoHaTt Ta eTunmarHiin manoHat. Lli
peakLii NpoBOAATbL Y PO34YMHHUKY abo CyMill pO34mMH-
HUKIB, WO He B3aEMOAiTb 3 MOTPIOHOK XiMiYHOH
peakuieto, SK-TO [ieTUNOBUN eTep, MEeTUn-TpeT-
OyTunoBun etep Ta TeTparigpodypaH, abo ix cymiLui.
Kpim Toro Le npoBoAasiTe Npu Temnepatypi y Mexax
npubnumaHo 0°C-100°C, abo y mexax npubnmaHo 0°C-
75°C, abo y mexax npubnuaHo 20°C-75°C, abo y
mMexax npubnusHo 25°C-50°C, abo npubnusHo npu
40°C. KoHkpeTHui Bubip peareHTy abo KomGiHawii
peareHTiB, PO34MHHMKY abo pPO34YMHHUKIB Ta Temnepa-
Typu Bigomi chaxiBuaM Ta Le MoXxHa pobutn 6e3 3ai-
BMX €KCMEPUMEHTIB.

Peakuis cnonyk cdopmynu (9), (9a), abo Bignosi-
AHO aKTMBOBAHMX iX NOXiQHUX, 3 peareHToM abo KoM-
GiHauieto peareHTiB AN OTPMMaHHS Conyk opmynm
(25) moxe noTpebyBaTn yBedeHHsI NpuaaTHOI 3axuc-
HOI rpynyu Ans TPETMHHOTO rigpOKCUNYy Yy cronykax
dopmynu (9). Taki 3axmcHi rpynu NoBUHHI ByTK 3aaT-
HVYMU 00 yBedeHHs y cnonyky dopmynu (9) B ymoBax,
LLO CEeNEeKTUBHO 3ax1LLaTUMYTb Takui rigpokcun. Taki
peareHTM Ta ymoBM [obpe Bigomi daxiBuam Ta ix
MOXHa 3HanTW, Hanpwvknag, y T. Greene Ta P. Wuts,
Protective Groups in Organic Synthesis (3" ed), John
Wiley & Sons, NY (1999). Hanpwknag, cuninosy 3a-
XWCHY rpyny, iIK-TO TPMI30ONPOMIfNCKNiN, MOXHa yBOAM-
M y cnonyky dopmynu (9) Ana cenekTMBHOIO 3axuc-
Ty TPETMHHOro rigpokcuny. Taky rpyny MOXHa
yBOAMTW, 3aCTOCOBYIOUM aKTMBOBaHWM CUNAHOBUMA
peareHT, SK-TO Tpwuisonponincuninxnopua, Hanpu-
Knag, Yy MPUCYTHOCTI OCHOBMW, SIK-TO TpueTWnamiH, B
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anpoTOHHOMY PO3YMHHUKY, Hanpuknag, Xnopodopmi.
BaxuweHa cnonyk copmynm (9) moxe ToAi pearyBatu
SIK ONMCaHO BuWLLE ANs OTPUMAHHS Cronyk dopmymnm
(25) y szaxvweHii dopmi. 3axuweHy cnonyky (25)
MOXHa Todi no3baBnsATM 3axuCTy, 3acTOCOBYHOUM
yMoBW, Bigomi caxisuam. Hanpuknag, SKwo TpeTuH-
HWI rigpokcun y cnonyui dopmynu (25) 3axvLleHo sk
cuninoBui eTep, Hanpuknag, noro MoxHa nosbaens-
TW 3axXUCTy, 3aCTOCOBYKOUM Axepeno dnyopuay, Ha-
npvknag, TeTpabytunamoHin donyopua, y po3YnMHHU-
Ky, fk-To TI® Ta npu Temnepatypi y Mexax
npubnmaHo 0°C-100°C, abo y mexax npnbnmsHo 0°C-
25°C. Yn noTpebye 3axucty TPETUHHWUIA TiApOKCUN y
cnonyui dopmynu (9) neped NepeTBOPEHHSIM Y Cro-
nyky dopmynu (25) € y pamkax Bigomoro chaxiBusm i
Takui BUBIp MoxxHa pobuTtn 6e3 3anMBMX eKCneprMeH-
TiB.

PeareHTn, sIK-TO MarHi-manoHaTHi ectepu, Me-
TUNmarHin manoHat abo eTunmarHii manoHaT, Ha-
npuknag, KoMepuiiHo JOCTynHi abo iXx MoXHa oTpu-
MyBaTu, 3aCTOCOBYKYM crnocobu, Bigomi chaxiBusm.
Hanpuknag, eTunmarHii ManoHaT MoOXHa OoTpuMyBa-
TN peakuieto MarHin eTokcuay 3 eTUrManoHOBOK Ku-
COTOI0, K MOKa3aHO HUXYe.

o o
0 0 Mg(OEY),

U0 NP L SRV DY N

Cnonyku cbogmynm (9), ae R", R? Ta R"?, Bu3Ha-
YeHi BuwWwe, a R” - rigporeH, MoXxHa oTpumyBaTu 3i
crnonyk gpopmynu (9),

2z

rR20 R! Q
R? OR®
)]

ne R® - Ci-Cg ankin, -Si(C4-Cs ankin)s;, abo -
CHa(Cs-C1o apwun), ge BkasaHun Cg-Cqo apun, siK Ba-
piaHT, 3aMilleHO NpUHaMHi OOHUM 3aMiCHUKOM, BUO-
paHum 3 rpynu: ranoreH, Cq1-Cg ankin, -OH, -OCH3 Ta
-N(C+-Cs ankin)z, rigponizom 3 npugaTHOIO KUCMOTO
abo OCHOBOIO Y BOOHOMY pO34MHHUMKY. [NpuaaTHi oc-
HOBW OXOMMIOKTb, ane 6e3 obmexeHHs, NiTin rigpo-
Kcua, HaTpiv rigpokcua, kanin rigpokcua, HaTpin Kap-
OoHaT Ta Kanih kapboHaT. [pugaTtHi KMcnoTW
OXONNtoloTb, ane 6e3 obMexXeHHs, XIMopuaHy Kucno-
Ty, OpOMigHY KUCNOTY, NOAVMAHY KUCIOTY Ta cynbda-
THY kucrnoTy. Lli peakuii MoxxHa NpoBOAUTU Y PO3YMH-
HUKYy abo CyMilli PO34YMHHUKIB, LLIO HE B3aEMOAII0Tb 3
noTpibHO XiMiYHOK peakuieto oxonntooun, ane 6es
oOMexeHHs,,  dieTunoBui  eTep,  MeTun-Tper-
OyTunoBun etep, TeTparigpodypaH, METUOBUIA
CAUPT, €TUNOBMK CNUPT, i30-NPOMINOBMI CAUPT, H-
nponinoBun cnupT Ta TpeT-OyTunosuii cnvpt. Bopg
MOXXHa NEePEBaXXHO 3aCTOCOBYBATU SIK CMiBPO3YMHHMK
y umx peakuisx. Kpim Toro ui peakuii 3BMyaiHo npo-
BOOATb NPV TemnepaTypi y Mexax npmbnusHo -78°C-
50°C, abo y mexax npubnusHo -35°C-50°C, abo y
Mexax npnbnusHo -35°C-25°C.

Cnonyku cbo;mynm (9), e R', R? Ta R" BuaHa-
yeHi Buwle, a R” - rigporeH, C4-Cs ankin, -Si(C+-Cs
arnkin)s, abo -CHy(Ce-C1o apun), oe BkasaHum Ce-Cqo
apun, siK BapiaHT, 3aMilWeHO NpUHaMHI OAHUM 3aMi-
CHUKOM, BubBpaHum 3 rpynu: ranoreH, C4-Cg ankin, -
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OH, -OCHs 1a -N(C+-Cs ankin)z, MOXHa OTpUMyBaTH
peakuieto cnonyku dopmynu (26), ge R'1a R BU3Ha-
YyeHi BuLle, 3i cnonykoto chopmyrv (14), oe R® - rigpo-
reH, C4-Cs ankin, -Si(Cq-Ces ankin)s, abo -CHy(Ce-Ci1o
apun), oe BkasaHun Cg-Cqo apun, siK BapiaHT, 3ami-
LLleHO MpVHaVMHI OJHUM 3aMiCHWKOM, BWOpaHuUM 3
rpynu: ranoreH, C1-Cg ankin, -OH, -OCH3 ta -N(C+-Csg
ankin)z, SK NoKasaHo HWKYe.

o]
)l\ /lk rRZ0 R 0
R R! * H S OR® R? OR®
(26) (14) (9

Lli peakuii MoxHa nNpoBOAUTU Y MPUCYTHOCTI CU-
NbHOI OCHOBM CTOCOBHO MepLUOi pearytyol Cronyku
dopmynu (14) ona oTpumaHHsi aHioHy. NpuaaTHi cu-
NbHi OCHOBW ANS TakuX peakuii OXOMmoTb NiTin
rekcametun gucuninasug (LIHMDS), HaTpin rekcame-
TN gucunasui, Kanii rekcameTun gucunaswug, niTin
giisonponin amig Ta marHii giisonponinamig. Kpim
TOro Taki peakuii MOXHa NPOBOAUTWU Y MNPUCYTHOCTI
PO3YMHHUKY, LLO HE B3aeMogi€ 3 NOTPIOHOK XiMiYHO
peakuieto. lMpuaaTtHi PO3UYUHHUKM OXOMMIOITL, ane
6e3 oOOMexeHHsi, Hepo30aBneHi PO3YMHWU CMONYKM
dopmynu  (14), gpieTunoBuii  eTep, METUN-TPET-
O6yTunoBui etep Ta TeTparigpodypaH. Ha gopatok,
Taki peakuii MOXHa NPOBOAWTU Mpu TemnepaTypi y
mexax npubnusHo -78°C-25°C, abo y mexax npu-
6nu3Ho -50°C-25°C, abo npubnuaHo -35°C-25°C, abo
y Mexax npunbnusHo -35°C-0°C.

AnbTepHaTuBHO, cronyku copmynu (9) MOXHa
OTpUMyBaTK peakuieto cronyku dpopmynu (26) 3 cuni-
nkeTeHaLeTanem sk rokasao Hinkde, Ae R, Hanpu-
knag, Ci-Ce ankin, a R® BusHaueHo Buwe. Lii peakuii
MOXHa MPOBOAMTM Y NPUCYTHOCTI KaTaniTuyHoi abo
CTexXioMeTPUYHOI KiNbKOCTI npuaaTHOI knucnotu Joica,
o oxonnte, ane 6e3 obmexeHHs, amomiHin (lIl)
xnopug, TutaH (ll) xnopua, tutan (IV) xnopug, cra-
Hym (II) xmopma Ta cranym (IV) xnopug. Kpim Toro
TaKi peakuil MOXHa MpoBOAUTU Yy MPUCYTHOCTI PO3-
UY/MHHWKY, LIO He B3aeMOAie 3 MOTPIOHOW XiMiYHOW
peakuieto. lMpuaaTtHi PO3UYMHHMKM OXOMIIOTL, ane
6e3 O0OMexeHHsi, [OieTunoBuMn eTep, MeTun-Tpet-
OyTunoBun etep Ta TeTparigpodypaH. Ha gopatok,
TaKi peakuil MOXHa MpoBOAUTM Mpu TemnepaTypi y
mMexax npubnusHo -78°C-25°C, abo y mexax npw-
6nusHo -50°C-25°C, abo npubnumaHo -35°C-25°C, abo
y Mexax npubnusHo -35°C-0°C.

OSiR)s

R?0. r'Q
Rz)J\pv * HoT orRE T

Rr? oR?
(26) {9)

Cnonyku ¢o PMyIM (9), me R', R? ta R" BusHa-
YyeHi Buwe, a R” - rigporeH, MoxHa po3ginatu abo
cTepeoisoMmepuyHo 3b6aravyBaTti. Taki CNOMykM MOX
OyTn cTepeoi3oMepuyHO 36aradyeHnMm X peakujeto 3
XipanbHOI0 HepaueMi4HOI OCHOBOIO Aflsi YTBOPEHHS
CyMiLLi giacTepeomepHuUX conen. Taki giactepeoMepH
coni MOXHa ToAi po3ainsATh, 3aCTOCOBYHOYM Criocobw,
nobpe Bigomi daxiBuaM, SK-TO dhpakuiiHa kpuctarni-
3auis. Hanpuknag, cymiw AiactepeomepHuUx cornewn
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MOXHa PO3YMHATU Yy NPUAATHOMY PO3YMHHWKY Ta Of-
Ha diacTepeoMepHa Cifnb MOXe ToAi KpucTtanisyBaTu-
Csl 3 PO34MHY, Micrs Yoro ii MoXHa 36upaTu, NpoMu-
BaTM Ta cywuTtu. lpuaatHi XipanbHi, HepaueMmidHi
OCHOBM OXOMIOITb amiHHi OCHOBM, AK-TO, arne 6e3
OOMEXEHHsl, OaMH  eHaHTiomep  uuc-1-amiHo-2-
iHOaHony,  UWHXOHIAWHY,  1-amiHOiHOaHy, TpeT-
nenumHony, 2-amiHo-1,2-gudeHinetaHony Ta ansga-
MeTI/IJ'I6eH3VIJ'IaMIHy Hanpwvknag, cnonyka copmynu
(9), ne R', R? Ta R'? BusHaueHi Buwle, a R® - rigporeH,
Moxe pearyath 3  (1R,2S)-(+)-unc-1-amiHo-2-
iHOAHOMOM Yy NPMAATHOMY PO3YMHHUKY, SK-TO TeTpari-
apodbypaH, Anst OTPMMaHHS CyMilli AiacTepeoMepHNX
conen. Po34yuH, WO MiCTUTb CyMiLll AiacTepeoMepHUX
cornew MoXHa Tofj NOBINbHO OXOSIOMKYBaTU TakK, W00
TiNbKM ofHa 3 giactepeoMepHux coner 6yna nomiTHoO
PO34YMHHOIO B OXONOMHKEHOMY PO3YMHHMKY. 3aruLuKo-
BY JiacTepeoMepHy Ciflb MOXHa ToAi ocaauTu 3 pos-
YMHY Yy opMi KpucTamniyHoro TBepAaoro maTtepiany,
O Mae OfHYy AiaCcTepeoMepHy Cifb Yy NoO CyTi YMCTIN
dopwmi. MoTpibHy cTepeoizomepnyHo 36arayeHy cro-
nyky dopmynu (9) MoxHa Toai OoTpumyBaTh 3 Oca-
DKeHoi giactepeomepHoi coni abo 3 giactepeomep-
HOI coni, LWo 3anmuvmac;| y po3uuH. Cnonyky
dopmynu (9), ge R® - rifApOreH, MoXHa Tofi OTpUMy-
BaTW 3 NO CyTi YUCTOI AiacTepeoMepHOi Coni peakujieto
3 NPUAATHOIO KMCIOTOIO, AK-TO SIMMOHHOKO KUCTIOTOHO.

Cnonykn dopmynn (14), ae R® - rinporeH, Ci-Co
ankin, -Si(C1-Cs ankin)s, abo -CHz(Cs-C1o apun), ge
BkazaHun Ce-Cqo apun, sk BapiaHT, 3amilleHo npwu-
HaliMHi OOAHMM 3aMiCHUKOM, BUOpPaHUM 3 rpynu: rano-
reH, C4-Cs ankin, -OH, -OCH3 ta -N(C+-Cs ankin)y,
KOMEPLUiNHO AOCTYMHI abo iX MOXHa OTpUMyBaTK Crno-
cobamu, BigomMrmMu chaxisusim.

Cnonyku chopmynu (26) MoxxHa oTpuMyBaTW Tak
3BaHolo peaKu,lero Xek-Tuny. HaanlKna crnonyk ¢o-
pmynu (26), ae R' Bu3HaueHo Bue, a R - -(CH,),Ph,
MOXHa OTpMMYBaTW 3 peakui cnonyk dopmynu (27)
cnonykoto copmynm (28), ge X - rpyn npyugatvi ans
3acTocyBaHHsi Yy KaTani3oBaHin nanagiem (Pd-
KaTanizoBaH) peakLii crnony4eHHs Xek-Tuny. Peakuito
cnonyyeHHs Xek-Tunyi MOXHa NpoBOAWTW, 3aCTOCO-
BYIOUM KaTamnizaTtop Ha oOcHoBi nanagito. [NpuaaTtHi
KaTanisaTopu OXommniwTb, ane 6e3 obmexeHHs,
Pd(OAc),, PdCl, ta Pd(PPhs)s. Kpim Toro Taki peaxuii
MOXXHa NPOBOAWTU Y MPUCYTHOCTI OCHOBW, SIK-TO TpW-
eTunamiH, HaTpin aueTaT, niTin aueTaT, Kanin auetart,
HaTpi kapboHaT, Kkanii kapboHaT, abo uesin kapbo-
HaT. L|i peakuil MoxHa NpoBOAUTM Y PO3UMHHUKY, LLO
He B3aemogie 3 NoTpibHO XxiMiyHOK peakuieto. Kpim
TOro MPUNHATHI PO3YNMHHUKM OXOMMOIOTL BigoMi chaxi-
BLSIM SIK CYMICHi 3 YMOBaMM peakuiin Ta OXOMMTb
arnkinosi ecTepu Ta apunoBi ecTepu, arnkinosi, rete-
pounKnivHi Ta apunosi eTepu, BYrNeBOAHI, ankino.i
Ta apunoBi CNUPTK, ankinosi Ta apunoBi ranoreHoBaHi
CMOMyKW, arnkinosi Ta apwunosi HITPUNW, ankinosi Ta
apunoBi KETOHW, aMian Ta anpPOTOHHI reTepoLUKNiYHI
PO3YMHHMKW. Hanpuknag, npuaaTHi PO3YMHHMKM OXO-
nnoTb, ane 6e3 oOMexXeHHs1, eTunauerar, i300yTu-
naueTar, isonponinaueraTt, H-OyTunauertat, MeTwusl-
i300yTUN-KETOH,  OMMETOKCieTaH,  Aiisonponinosun
etep, xnopbeHson, gumetundopmamig, AvmeTuna-
uetamig,  nNponioHiTpun,  OyTWpOHITpUN,  TpeT-
aMinoBun CNMpT, OLTOBY KUCMOTY, AieTUNOBUIA eTep,
MEeTUN-TPEeT-0yTunoBui etep, audeHinosu etep, N-
MeTUNNiponiaAMHOH, MeTundeHinoBun etep, TeTpari-
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apodypaH, 2-meTtunteTparigpodypaH, 1,4-giokcaH,
neHTaH, rekcaH, renTaH, MeTaHon, eTaHon, 1-
nponaxHon, 2-nponaHon, TpeT-bytaHon, H-6yTaHon, 2-
6yTaHon, OunxnopmeTaH, XropogopmM, 1,2-
OVNXNOpPETaH, aueToHITpur, GEH30HITpUN, aueToH, 2-
6yTaHoH, 6eH3on, Tomnyon, aHi3on, Kcunonu Ta nipu-
OVH, abo 6yap-aKy CyMill BULLeHaBedeHNX PO34YNHHU-
kiB. [ani, ui peakuii MoXxHa NpoBOAMUTU NpU Temnepa-
Typi y Mexax npubnusHo 0°C-150°C, abo y mexax
npubnmaHo 25°C-150°C, abo y mexax npubrnvsHo
25°C-100°C, abo y mexax npubnusHo 45°C-100°C,
abo y mexax npubnusHo 45°C-75°C. HaocTaHHe, y
crnonykax cpopmynu (28), X - rpyna, wWo npuaartHa
Ons 3acTocyBaHHA Y peakuii Xek-tuny. MNpugaTtHi rpy-
Ny OXonmnoTb Xropua, 6pomia, nogmna Ta Tpudnar (-
OSO,CF3).

o
S Y - .
Rt

27) (28) (28)

Cnonykn dopmynu (28) KOMepUiHO [JOCTYMHi
abo ix MoxHa oTpumyBaTtu crnocobamu, BiZOMUMUK
daxiBuam. Hanpuknag, 2-(4-6pom-2-cryopdeHin)-2-
METUNNPONaHHITPUN, crnonyky (28a) MoxHa oTpuMy-
BaTu 3 (4-6pom-2-doryopdpeHin)aueToHiTpuny, cnony-
kv (28b), peakuieto 3 ankinyeanbHWM 3acobom, me-
TUATO3UNATOM, Hanpvknag, Yy MNPUCYTHOCTI OCHOBMW,
HaTpin TpeT-OyToKCMAY, Hanpuknag, $K mnokasaHo
HIDKYe.

B meoTs Br
NC - NC
NaOt-Bu
F HiC GHy F

(288} (28A)

Kpim Toro (4-6pom-2-cbrnyopdpeHin)aueToHiTpun
MOXHa oTpumyBatM 3 4-6pom-1-(6pommeTun)-2-
dnyopbeHsony peakuieto 3 UiaHigOM, HaTpi LiaHi-
AOM, HanpwvKnag, siKk moKa3aHo Huxkye.

Br
Br NaCN
_——
Br NC

L F

Crionykn cpopmynm (27), ae R' BusHaueHo BuLe,
MOXHa OTpMMyBaTH peakujieto  cromnyku opmynum
(29), ne R' BM3Ha4eHO BMLLE, Ta CMonyku opmMynum
(30),

0 OH
M+ H/U\ Rl —— & \)\R'
(30) (29) {27)

ae M - npygaTHUin meTan, sik nokasaHo. Y cnony-
kax dpopmynu (30), M BubpaHo 3 npuagatHoro metany,
SIK-TO NOXigHe MarHito, siK-To MarHin 6pomia, abo niTin.
Lli peakuii MOxxHa nNpoBOAUTU B anpOTOHHOMY pO3-
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YMHHWKY, SIK-TO [ieTUNIoBMN  eTep, MeTun-Tpert-
6yTunosui etep, abo TetparigpodypaH. Ha goaarok,
Ui peakuii MOXHa NPOBOAMTU MpU TemnepaTtypi y Me-
ax npubnusHo -78°C-50°C, abo y mexax npnbnunsHo
-78°C-25°C, abo y mexxax npmbnmaHo -78°C-0°C.

Cnonyku cdopmynu (30), ge M - npugatHun me-
Tan, KOMepUinHO JOCTYMHI abo iX MOXHa oTpuMyBaTh
crnocobamu, BigoMumn daxiBusMm. Hanpwuknag, cro-
nyky cdopmynu (30), e M - -MgBr moxHa oTpumyBa-
TW 3 BiHINOpoMiQy Ta MpugaTHOro MarHieBoro none-
pegoHuKy,  SK-TO  MeTaneBoro  marHito  abo
aKTMBOBaHOro MarHito Pika. Lli peakuil MoxHa npoBo-
OWUTW B anpoOTOHHOMY PO3YUHHUKY, SK-TO AieTUNoBUA
eTtep, MeTUN-TpeT-OyTunoBui etep, abo Tetparigpo-
dypaH, Npu Temnepatypi y mexax npubnmsvo 0°C-
25°C. Cnonykn copmynm (30), ge M - Li moxHa
OTpMMyBaTM 3 BiHINranoreHifgiB, Sk-To BiHINOpoOMIA
abo nogua Ta NpuaaTHOrO ankinmiTiEBOro peareHTy,
AK-TO OyTnNniTin abo TpeT-6yTunnitin. Lli peakuii mo-
KHa NPOBOAMTM B anpOTOHHOMY PO34YMHHMKY, SIK-TO
JieTunoBun etep, MeTUn-TpeT-6yTunosuii etep, abo
TeTparigpodypaH, npu TemnepaTypi y Mexax npu-
6nusHo 0°C-25°C.

Crionykn cpopmynu (29), ae R' BusHaueHo BuLe,
KOMEPLUiNHO AOCTYMHi abo iX MoXHa oTpumyBaTu pea-
Kuieto cnonyku dopmynu (31), ge L - npugaTHa Big-
LennoBaHa rpyna, 3i crnonykoto dopmynm (32), R
BU3Ha4yeHo Bulle, a M - npuaaTHuin metan. Y cnony-
kax dopmynu (31), L - npugaTHa BigwennioBaHa rpy-
na, ak-1o -N(CHa).. ¥ cnonykax copmynu (32), M -
npygaTHMn meTan, sk-to -MgBr abo Li. Lli peakuii
MOXXHa NPOBOAUTN B aNPOTOHHOMY PO3YMHHMKY, SK-TO
OieTunoBun etep, MeTUn-TpeT-6yTunosui etep, abo
TeTparigpodpypaH, npu TemnepaTypi y Mexax npu-
6nusHo 0°C-25°C.

0 (0]
H)k Lt R'—M HJ\ R!
(31 (32) (29)

Cnonykun dopmynu (31) KOMepUiiHO [JOCTYMHi
abo ix MoxHa oTpumyBaTu crnocobamu, BiZOMUMMK
haxiBLAM.

Cnonyku cdopmynu (32), ge M - npugatHun me-
Tan komepuiiHo JOCTynHi abo ix MoXHa oTpumyBaTu
crnocobamu, Bigomummn daxisuam. Hanpwvknag, cro-
nyky cdopmynu (32), ge M - -MgBr moxHa oTpumyBa-
TW 3 BiHINOpomigy Ta MpugaTHOro MarHieBoro none-
pegoHVKy,  SK-TO  MeTaneBoro  MarHilo  abo
aKTMBOBaAHOro MarHito Pika. Lli peakuil MoxHa npoBo-
OWTU B anpoOTOHHOMY PO3YMHHUKY, SK-TO AieTUrOBUA
erep, MeTUN-TpeT-0yTUnoBui etep, abo Tetparigpo-
dypaH, Npu Temnepatypi y mexax npubnusHo 0°C-
25°C. Cnonykn cdopmynm (32), ge M - Li moxHa
OTpUMyBaTK 3 MPUAATHUM ranoreHigoMm, sik-To 6pomig
abo noava Ta NpuaaTtHUM ankinniTieBUM peareHToM,
AK-TO OyTMNniTin abo Tpet-6yTunnitin. Lli peakuii mo-
KHa NpPOBOAMTM B aNpPOTOHHOMY PO34YMHHWKY, SIK-TO
JieTunoBun etep, MeTUn-TpeT-6yTunosuii etep, abo
TeTparigpodypaH, npu TemnepaTypi y Mmexax npu-
6nusHo 0°C-25°C.

Cnonyku chopmynu (24), ak-To (24a) HuxKYe, Ko-
MepLiiHO AoCTynHi abo iXx MoXHa OTpuMyBaTu, 3a-
CTOCOBYIOUM criocobu, Bigomi gaxiBusam. Hanpuknag,
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crnonyky copmynu (24a) oTpuMmyBanu peakuiero rni-
KOMEBOI KMCNOTU 3 aMiHoryaHiguH rigpokapboHaTom
ans OTPUMaHHS (5-amiHo-1H-1,2,4-Tpnazon-3-
in)metaHony. MNpoaykT pearyBaB 3 2,4-NeHTaH4iOHOM
ansa  oTtpumanHsa  (5,7-gumetun[1,2,4]tpnasono[1,5-
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oI oH
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A

HoN™NH
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anipyMigunH-2-in)MeTaHony, KOTPUA TOAi OKWCHIOBa-
n, 3aCTOCOoBYHO4U 2,2,6,6-TeTpametun-1-
ninepuavHinokcyn Ta noabeHson diauerart anst oTpu-
MaHHsa 5,7-gumeTtunn[1,2,4]tpnasono[1,5-a]nipumigmH-
2-kapbanbgerigy.
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Crionykn cpopmynm (11), ae R' BusHaueHo BuLLe, 0. 0. CHa o. 0. CH
a R2, SIK BapiaHT, - 3amiweHun Cg-C1o apunom abo, sik \FCH:; %CH;,
BapiaHT, 3amiweHnn 4-10-4neHHUn reTepoLmkn, Mo- S e
XXHa oTpumyBaTu 3i cnonyku cdoopmynu (17) peakuieto
3 MPUAATHOIO OCHOBOIO Y NPMAATHOMY PO3YMHHUKY. i OH
# R R? R'

CH;3
© O‘f-CHa 0 o
0 KzCO3
MeDOH O
OH RZ R1
R? r!

7N {11}

Taki peakuii MOXHa NpPOBOAUTU, 3aCTOCOBYHOUU
npuaaTHy OCHOBY Y NPUAATHOMY PO34MHHMKY. [Npuaa-
THi OCHOBM OXOMIIOIOTb, arne 6e3 obMeXeHHs, Kanin
kapboHaT, HaTpin kapboHaT, Kani rigpokapboHar,
HaTpi rigpokapboHaT, Kanii rigpokcua Ta HaTpin
rigpokcua. PO3YMHHMKK, WO MOXHa 3acTOCOBYBaTW,
OXONItoKoTb, ane 6e3 0bMeXeHHs, METUIIOBUI CIWPT,
€TUNoBMM  CNUpT,  i30-NPONINOBUA  CMUPT,  H-
nponinoBun cnupT, aueToHiTpun Ta AM®, abo ix cy-
Miw. Ha gogaTok, BoA4 MOXHa 3acTOCOBYBaTM SIK CO-
PO34YMHHUK, SKLLIO HeobxigHo. Lli peakuii moxHa npo-
BOOUTM npu TemnepaTypi npubnusHo 0°C-150°C.
KoHkpeTHuiA BUGIp ocHoBM abo kombGiHaLii OCHOB,
PO34MHHUKY abo koMBiHaLLi pO34YMHHUKIB Ta Temnepa-
TYpy peakuil 3anexatume Bif KOHKPETHOro 3acToco-
BaHOro BUXIiOHOrO MaTepiany, Taki BMOOpM BigoMi
axiBUAM Ta iX MOXHa pobutn 6e3 3amBux ekcnepu-
MEHTIB.

Crionyku cpopmynm (17), ae R' BusHaueHo BuLe,
a RZ, SK BapiaHT, - 3amiweHnin Cg-Cqo apun abo, sk
BapiaHT, 3amiweHnn 4-10-YneHHUn reTepoLmkn, Mo-
XXHa oTpumyBaTK 3i cnonyk hopmynu (18) peakuieto 3
BiZLHOBHMKOM Yy MPUCYTHOCTI KaTanisaTopy.

(18) (17)

Lli peakuii 3BuyanHO npoBOAATb Y MNPUCYTHOCTI
MeTaneBoro KaranisaTopy, Sk-To nanagieBuin katari-
3aTop, BiIAHOBHUKY, SIK-TO BOAEHb, Ta Y PO3YMHHUKY.
Kpim Toro uj peakuii MOXXHa NnpoBoauTY Npu Temnepa-
Typi npnbnusHo 25°C-150°C, 3anexHo Big cybeTparty,
KaTanisaTtopy, BiQHOBHWKY Ta po3dynHHUKY. KaTanisa-
TOpW, KOPUCHI Yy Takii peakLlii oxonnwTb, ane 6e3
obmexeHHsi, Pd Ha Byrinni (5mac% T1a 10mac%, Ha-
npuknag), Pt Ha Byrinni (5mMac% Ta 10mac%, Hanpu-
Knag), nanagiv rigpokcua Ta Hikenb Peni. MpuaatHi
BiJHOBHMKM, LIO MOXHa 3acCTOCOBYBAaTW, OXOMOKOTb,
ane 6e3 oOMeXeHHsl, BOOEHb Ta aMoHili dhopmiar.
Konu BoaeHb 3acTocoBaHO 5K BiHOBHWK, BiH € nepe-
BaXXHO Y peakuirHii NocyauHi Nig TMCKOM NPUHAAMHI
ogHa atMmocdepa. PO34YMHHMKKM, WO MOXHa 3acToCOo-
BYBaTW, OXOMMIOKTb, ane 6e3 oOMeXeHHsl, MPOTOHHI
PO3YUHHUKW, SIK-TO METUMOBUIA Ta ETUMOBUIA CIMPT Ta
anpoTOHHI PO3YMHHUKW, AK-TO aueToHiTpun, OM®,
eTunauerar, aueToH, XrnopodopMm Ta AMXIIOpMETaH.
KoHkpeTHWIA BWOip KaTanizaTopy, BiAHOBHUKY, pO3-
UYMHHWKY Ta TemnepaTypu 3anexatume Bif KOHKpeT-
HOro 3acTocoBaHOro cybcrtparty, i Taki Bubopwu Bigomi
paxiBLAM Ta iX MOXHa pobutn 6e3 3anBux ekcnepu-
MEHTIB.

Crionykn cpopmynu (18), ae R' BusHaueHo BuLLe,
a RZ, AK BapiaHT, - 3amiweHui Ce-Cqo apun abo, sk
BapiaHT, 3amiwleHnin 4-10-4YneHHUn reTepoLmkn, Mo-
KHa oTpumMyBaTK 3i cnonyk copmynm (19) peakuieto 3i
cronykoto copmynu (20), ge R?, sik BapiaHT, - 3aMi-
weHnn Ce-C1o apun abo, gk BapiaHT, 3aMmilleHuin 4-
10-uneHHuU retepoumkn, a X - ranoreH (sk-to 6pom
abo nop) abo OSO,CF3, y npucyTHOCTI NpuaaTHOro
KaTanisatopy.



85
CH CH
[a) O 3 '3
~f-cHs N o\ﬁcl-l3
0 0
oH ¥ RE-X ——— OH
== TR o 1
= R
H R? ~
(19) 2m (18)
Lli peakuii MOxHa npoBOAMTU, 3aCTOCOBYHOUU

cnonyky dopmymm (19), cnonyky cdpopmynu (20), npu-
AaTHWUIM kaTanizaTop Ta NpugaTHY Chomyky Kynpymy
(six-To kynpym (1) nogna. Lli peakuii Takox npoBoasiTe
Yy NPUCYTHOCTI OCHOBMU, SIK-TO AiisonponinamiH, y pos-
YUHHUKY, SK-TO aumetundopmamig (OAM®). Lli peakuii
MOXHa npoBOAMTM Npu TemnepaTypi Big 25°C go
150°C, 3anexHo Big KOHKpeTHUx cybcTparis, katani-
3aTopy Ta po3dMHHUKIB. [puaaTtHi kaTanisatopu oxo-
nnotTb, ane 6e3 obmexeHHs, PAClx(PPhs),, PdCl;
Ta Pd(PPhs)s. MNpyaaTHi ocHOBM oxonniooTb, ane 6e3
0OMeXeHHs1, TpueTunamiH, gietmnamidH Ta gietuniso-
nponinamiH. PO34MHHUKK, LLO MOXHA 3acTOCOBYBaTW,
oXonnttoTb, ane 6e3 obmMexeHHs, aueToHiTpun, au-
MeTundopmMmamia (OMo), eTunauerar, 1,2-
anxnopeTtaH Ta xrnopodgopM. KoHkpeTHun Bubip na-
napjiesor kaTtanisaTtopy, OCHOBW, PO3YMHHWKY Ta TeM-
nepaTypu 3anexatume Bif KOHKPETHUX 3aCTOCOBaHMX
cybcTpartis, i Taki BUGopKM BigoMi daxiBugm Ta ix Mo-
XHa pobutn 6e3 3aMBMX EKCNEPUMEHTIB.

Crionykn dopmynm (20), ae R?, sik BapiaHT, - 3a-
MiweHun Cg-Cqo apun abo, sk BapiaHT, 3aMileHunin 4-
10-uneHHU retepoumkn, a X - ranoreH (sk-to 6pom
abo 1oa) abo -OSO,CF3, komepLinHO JOCTYynHi abo ix
MOXHa OTpPUMYBaTW, 3acTOCOBYHOUM criocobu, Bigomi
axiBLAM.

Cnonykn cpopmynu (19), ae R' BusHaueHo BuLe,
MOXHa oTpumyBaTu 3i cnonyk copmynu (21), oe R
BM3HAYeHO BuLUe, 3 NpuaaTHUM peareHToM abo KoM-
OiHaujeto peareHTiB, IO BigWennioBaTuMyTb CUMiN y
crnonyui (21).
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MpupatHi peareHTn abo kombiHaLji peareHTiB,
Wo BigwennoBaTUMYTb cunin y cnonyui cgopmynu
(21) oxonntotoTb, ane 6e3 0OMEXEHHS, CUMbHI OCHO-
BW, SAK-TO HaTpin rigpokcua Ta Kanin rigpokeng Ta
dnyopug ioH (F). MpuaatHi mxepena dnyopuay Oxo-
NnoTb, ane 6e3 0OMeXeHHsl, aMoHI dnyopua, sik-
To TeTpabytunamoHin cnyopua. Lli peakuii moxHa
NPOBOAWNTU Y PO3YMHHMKY abo CyMilli pO3YMHHUKIB,
LLIO He B3aeMOZj0Tb 3 NOTPIOHOI XiMIYHOK peakuieto.
MpuagaTHi PO3YMHHMKM OXxonMtoTe, ane 6e3 obme-
XEHHs1, eTunauetaT, i3obyTunaueTar, isonponinaie-
TaT, H-OyTunauetar, MeTun-i306yTUN-KeToH, AMMETO-
KcieTaH, giizonponinosui eTep, xnop6eH3on,
aumetundopmamia, gumetunaueTamia, MpOnioHiT-
pun, OyTUPOHITPUN, TPEeT-amifoBUA CMMPT, OLTOBY
KMCNOTY, LIieTUIoBUIA eTep, MeTUn-TpeT-6yTnnosun
eTep, OudeHInoBun etep, MeTUNQEHINoBun etep,
TeTparigpodypaH, 2-metunterparigpodypaH, 1,4-
AioKcaH, NMeHTaH, rekcaH, rentaH, MeTaHon, eTaHon,
1-nponaHon, 2-nponaxon, TpeT-6yTaHon, H-6yTaHon,
2-6yTtaHon,  guxrnopmeTaH,  xrnopodopm, 1,2-
ONXNOpPETaH, aueToHITpun, GEeH30HITpUn, aueToH, 2-
6yTaHoH, GeH3on, Tomyon, aHi3on, Kcunonu Ta nipu-
AVH, abo 6yap-gKy CyMiLl BuLLEHaBedeHNX PO34YUHHU-
KiB. Ha gopgaTtok, MOXHa 3acToCOBYBaTU 5K CMiBPO3-
UYMHHWK BOZdY, SKWO Le He BNAMBae Ha noTtpibHe
nepeTBoOpeHHsi. HapewuTi, Taki peakuii MoxHa npoBo-
AWTW Npu Temnepatypi y Mexax npubnusHo 0°C-
100°C, abo y mexax npubnusHo 0°C-75°C, abo y
mexax npubnusHo 0°C-50°C, abo y mexax Big 25°C-
50°C. KoHkpeTHUii BUOIp peareHTy Ans 3HATTS 3axXuc-
Ty abo kombGiHaLUii peareHTiB, PO34YMHHUKY Ta Temre-
patypu Bigomi haxiBusam Ta LUe MOXHa pobuTn Oe3
3aMBUX eKCrepUMEHTIB.

Cnonyku coopmynm (21), ae R' BusHaueHo e,
MOXHa oTpumyBaTu 3i cnonyk cdopmynu (22), oe R’
BU3HAYeHO BULLe, peakuielo 3 2,2,6-Tpumetun-[1,3]-
DiOKCUH-4-0HOM.
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Lli peakuii MOXHa NpoBOAUTW Y MPUCYTHOCTI OC-
HOBW, WO JenpoToHysatume 2,2,6-tpumetnn-[1,3]-
DioKCWH-4-0H. MpuaaTtHi OCHOBM OXOMMKKTL, ane 6e3
obMexeHHs,, NiTin giizonponinamig, TpeT-OyTUNNITINA
Ta H-6yTunniTii. OcHOBW, SK-TO MiTiK Ajisonponinamig
MOXHa CTBOPIOBaTW Ha Miculi peakuieto 3 giisonponi-
namiHOM Ta ankinnitiem, sik-To TPeT-0yTunniTin abo H-
OyTuUnniTin, Ta MOXHa 3acTocoByBaTy 6e3 BUAINEHHS

abo HacTtynHoi ouncTku. Lli peakuii MoxHa Takox
NPOBOAUNTU Y PO3YMHHUKY, LLIO HE B3aEMOAI€E 3 NOoTpib-
HOI XiMiYHOIO peakuieto. MpuaaTHi PO3YMHHUKN OXO-
nniooTh, ane 6e3 obMexeHHs!, anpoOTOHHI PO3YUHHU-
KW, SIK-TO LIETUNOBUI €Tep, MEeTUn-TpeT-0yTnnosui
eTep Ta TeTparigpodypaH. HaocTaHHe, Ui peakuii
MOXHa MpPOBOAMTM NpW TemnepaTtypi y Mexax npu-
6nm3Ho -78°C - KiMHaTHa YM 30BHILLHA TemnepaTypa,
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abo y mexax npubnusHo -78°C-0°C, abo y mexax
npnbnmaHo -78°C - -30°C. Bnbip neBHOI OCHOBMK, pO3-
YMHHMKY Ta TemnepaTypu Bigomi axiBugam Ta Tak
BNOOPY MOXXHa pobutn 6e3 3aMBMX EKCNEPUMEHTIB.

Cnionykn cpopmynm (22), ae R' BusHaueHo BuLLe,
KOMEPLINHO AOCTyrnHi abo iX MOXHa OTpumyBaTy,
3acTocoByl4M crnocobu, BigoMi  daxiBUaM, SK-TO
3HavigeHi y Journal of Organic Chemistry, 1984,
4786-4800.

Cnonykn copmynu (4) MoXHa oOTpuMyBaTU Yy
cTepeoi3oMepuyHo 36arayeHin dopmi peakuieto cno-
nykn dopmynu (11), koTpa € cTepeoizomepuyHo 36a-
rayeHoto crnornykoro dopmynu (12).

R3
0 O o 0
o *t R —CHO
R ™R 0
R2 R1

an (12) @

Lli peakuii 3aranom npoBoasATb Y MNPUCYTHOCTI
BiAHOBHWKY, SIK-TO Jxepena 6opy abo BogHo y npu-
CyTHOCTI npuaaTtHoro katanisatopy. [NpugatHi gke-
pena 6opy oxonnowTb, ane 6e3 obMexeHHsi, 6op-
TpUMeTUnamiHoBuMn KOMMIEKC, 6op-
AVMEeTUNamiHoBUI KOMMMeKC, 6op-TperT-
6yTunamiHoBMIA koMNnekc Ta Gop-nipuanHOBUIA KOM-
nnekc. MpuaaTHi kaTanisaTopy ANs 3aCTOCYBaHHA Yy
NPUCYTHOCTi BIHOBHUKY, SK-TO BOAHIO, OXOMJOKTb,
ane 6e3 obmexXeHHs1, Hikenb PeHi, nanagin, poaiv Ta
pyTeHin. Kpim Toro Taki peakuii NpoBOAATb Y PO34MH-
HUKYy abo CyMilli PO3UYMHHUKIB, LLIO HE B3aEMOAII0Tb 3
noTpibHoo xiMiyHOW peakuieto. KpiM TOro NpuiHATHI
PO3YMHHUKN OXONMOKTL BiAOMI dhaxiBLUsIM SK CYMIiCHi
3 yMOBaMM peakLin Ta OXONMoTb ankinosi ectepu
Ta apunoBi ecTepu, arkinosi, reTepoLMKniyHi Ta apu-
noBi eTepu, BYrneBOAHi, ankinosi Ta apunosi cnupTy,
ankinosi Ta apunoBi ranoreHoBaHi CMomnyKu, arkinosi
Ta apwrosi HITPUNW, ankinosi Ta apunosi KETOHW Ta
anpoTOHHI reTepoumknivHi po3YMHHUKK. Hanpuknag,
npuaaTtHi po3uYMHHMKM OoxonmioloTb, ane 6e3 obme-
XEHHs1, eTunauetarT, i3obyTunaueTar, isonponinaie-
TaT, H-OyTunauetar, MeTun-i30byTUN-KeTOH, AMMETO-
KcieTaH, giizonponinosui eTep, xrnop6eH3on,
aumetundopmamia, AuMMeTunaueTamig, nNPOMHOHIT-
pun, OyTUPOHITPUN, TPET-amifoBUA CMMPT, OLTOBY
KUCNOTY, LIieTUNoBUIA eTep, MeTun-TpeT-6yTnnosun
eTep, OudeHInoBun etep, MeTUNdEHINoBun etep,
TeTparigpodpypaH, 2-metunteTparigpodypaH, 1,4-
AiokcaH, NMeHTaH, rekcaH, rentaH, MeTaHon, eTaHon,
1-nponaHon, 2-nponaHon, TpeT-6yTaHon, H-6yTaHon,
2-byTtaHon,  guxrnopmeTaH,  xrnopodopm, 1,2-
AVXIopeTaH, aueToHiTpun, 6eH3oHITpun, 6eH3on,
TONyor, aHi3on, Kcunomnu Ta nipuguH, abo Gyab-AKy
CyMill BuULLEeHaBedeHUX PO3YMHHUKIB. Ha popaTok,
MOXXHa 3aCTOCOBYBAaTU K CMiBPO3YMHHUK BOAY, AKLLO
Le He BNNMBae Ha noTpibHe nepeTBopeHHs HapeLwTi,
TaKi peakuil MOXHa MpoBOAUTM MpU TemnepaTypi y
mMexax npubnusHo 0°C-75°C, nepeBaxHO y Mexax
npubnmaHo 0°C-32°C, HannepeBaHO MpWU KiMHATHIN
4Yn 30BHiLLHIN TemnepaTypi. Bubip neBHOro BigHOBHM-
Ky, PO34MHHWMKY Ta TemnepaTypu 3anexatume Big
KinbKox hakTopiB, OXOMmoyK, ane 6e3 obMexXeHHs,
npupogy NeBHOro peareHTy Ta pyHKLioOHaNbHWUX rpyn,
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NPUCYTHIX Yy TakoMmy peareHTi. Taki BuGOpu Bigomi
paxiBLAM Ta iX MOXHa pobutu 6e3 3anBux ekcnepu-
MEHTIB

Cnonyku coopmyru (9), ae R', R? ta R? BusHave-
Hi BUMLLE, MOXHa OTpUMyBaTK 3i cnonyk dopmynu (8),
ne R1, R? 1a R® BusHaueni BULLE, BIJHOBHMKOM Yy Npwu-
CYTHOCTI kaTanisaTopy.

0. OR® o, OR®
reducing agent
P'o EMiadail p'o
R "R catalyst R? R'

® ©)

MpuaaTHi BIAHOBHWMKW ANS Uiel peakuii € Tumu,
Lo 34aTHi nepeHocuTy BogdeHb (Hz) Ao ankeHy ans
OTpMMaHHsa NoTPiGH ankaHy, crnonyku (9). MNpuaaTtHi
BiJHOBHVKM OXOMMIOOTb, ane 6e3 obmexeHHs Bo-
OeHb, MypaLLuHy KMCNoTy Ta hopmiaTn, AK-TO aMOHIn
¢opmiat. Konn BoAeHb 3acTOCOBaHO SK BiAHOBHWK,
peakuinHa nocyauHa 3BUMYaMHO MICTUTbL BOAEHb N
TuckoM. [puaaTHi kaTanisaTopu Ans Uiel peakuii oxo-
NnoTb 34aTHUA A0 BiAHOBIEHHS arnkeH y cnonyui
(8) anst oTpumaHHsa ankaHy (9) y npucyTHOCTI npuaa-
THUX BIQHOBHUKIB, onncaHunx suwle. MNpuaatHi katani-
3aTopu oxonnttTh, ane 6e3 obmexeHHs, Pd (0), Pt
(0) Ta Ni (0). Ui kaTanizaTopn MOXHa OTpUMyBaTh Ha
Micli 3 npuaaTHUX npekaTanisaTopis, WO MOXYTb
6yTn GinbLw ctabinbHumu. MpuaaTtHi NpekaTanizaTopu
OXONMKTb, ane 6e3 obMexeHHs, nanagin Ha Byrinmi
(5mMac% Ta 10mac%, Hanpuknag), PdCly, Pd(OH),,
PdC|2(PPh3)2, Pd(PPh3)4, PtC|2, Pt(OH)z Ta Hikenb
PeHi. Kpim Toro ui peakuii MOXHa nNpoBoauTh y pos-
YMHHWKY abo CyMilli PO3YMHHWKIB, LLO HE B3aEMOA-
10Tb 3 NOTPiOHOIO XiMiYHOW peakuieto. MNpuaaTtHi pos-
YMHHWKN OXONMIOI0Tb, ane 6e3 0bMeXeHHs!, ankinosi
ecTepun Ta apurnoBi ecTepu, ankinosi, reTepoLMKiYHi
Ta apurnoBi eTepu, BYrnMeBOAHI, ankinosi Ta apunosi
CANPTK, arnkinosi Ta apunoBi ranoreHoBaHi Cronyku,
ankinosi Ta apunosi HITPUNW, ankinosi Ta apwumnosi
KETOHW Ta anpoTOHHI reTepouUMKMiYHI  PO3YNUHHUKN.
Hanpwvknag, npugaTHi pO34YMHHWKA OXONIIoKTb, ane
0e3 obMexeHHs, eTunaueTar, i3obyTunauerar, i3o-
nponinauerat, H-OyTunauetat, MeTun-izobyTun-
KEeTOH, OUMETOKCieTaH, Aii3onponinoBun etep, Xrop-
OeHzon, Agumetundopmamia, AguMeTUnaueTamif,
NponioHiTpun, OyTUPOHITPUN, TpPEeT-aMifioBuUiA CNUpT,
OUTOBY KWUCMOTy, QOi€TUMNOBUIA eTep, MeTuUn-Tper-
OyTunoBun etep, AUGEHINOBUIA €Tep, METUIAEHINO-
BUI eTep, TeTparigpodypaH, 2-
MeTunTeTparigpodypaH, 1,4-giokcaH, NeHTaH, rek-
CaH, rentaH, MeTaHon, eTaHon, 1-mponaHon, 2-
nponaHon, TpeT-OyTaHon, H-OyTaHon, 2-OyTaHon,
anxnopmeTaH, xnopodopm, 1,2-auxnopeTtaH, aueTo-
HiTPWUN, GEH30HITPUN, aueToH, 2-6yTaHoH, OeHson,
TONyorn, aHi3on, Kcunomnu Ta nipuguH, abo Gyab-AKy
CyMill BULLEHaBedeHUX pPO3YMHHWMKIB. Ha popaTok,
MOXXHa 3aCTOCOBYBAaTU 5K CMiBPO3YMHHUK BOAY, AKLLO
Le He BNnvBae Ha NoTpibHe nepeTBopeHHs. HapewwTi,
Taki peakuii MOXHa MpoBOAUTM Mpu TemnepaTypi y
mexax npubnusHo 0°C-100°C, abo y mexax npubnu-
3Ho 0°C-75°C, abo y mexax npubnusHo 0°C-50°C,
abo y mexax Big 25°C-50°C. Bubip neBHoro BigHOB-
HWKy, KaTamizaTopy, PO34YMHHWKY Ta TemnepaTypu
3anexaTtnme Big psagy dakTopiB oxonntoouu, ane 6e3
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0OMeXeHHs, Mpupody peareHTiB Ta NMpUCYTHICTb abo
BiJCYTHICTb iHLIMX (OYHKLiOHanbHMX rpyn. Taki BnGo-
pu Bigomi chaxiBLAM Ta iX MOXHa pobuTn 6e3 3anBux
eKCnepuMeHTiB.

Cnonyku coopmyru (8), ae R', R? Ta R® Busnaue-
Hi BULLE, MOXHa OTpUMyBaTH 3i cnonyk dopmynu (7),
pe R' ta R® BusHaueHi BuLe, peakuieio 3i cronykorg
copmynu (6), Ae X - ranoreH abo -OSO.CF3, a R?
BM3HaYeHO BULLE, Y NPUCYTHOCTI NpMAaTHOro Katani-
3artopy.

0._.OR®
R—X —— HO
HZC T R1 R2 o R1
(7 {6) ¢]

Lli peakuii MOXHa NPOBOAMTU Yy MPUCYTHOCTI Ka-
TanisaTtopy, WO € XiMiYHO Ta KaTaniTM4HO NigXOXUM
Ons npoBedeHHs Tak 3BaHOoi peakuii Xek-tuny. lMpu-
AaTHi kaTanizatopu oxonnowTb pisHoBuan Pd(O),
3B'si3aHi ab0 He3B'A3aHi 3 MPUAHATHUM YMCNOM firaH-
Jis. Tak kaTanizaTopn MOXXHa CTBOptOBaTU Ha Micli 3
npuaaTHOro npekaranizaTopy y NpUCYyTHOCTI NMPUAHS-
THoro niraHay. lNpuaaTtHi nNpekaTanizaTopy OXOnmto-
10Tb, ane 6e3 obmexeHHsi, PdCl;, PdCIy(PPhs), Ta
Pd(PPhs)s. KinbkicTb kaTanisatopy abo npekatanisa-
TOpY, 3aCTOCOBaHOIO Y LMX peakuisix 3anexatume Big
KOHKPETHMX cybcTpaTiB peakuji, Temnepartyp, npu
KOTpPIN peakuilo NpoBoAsATb, Ta PO3YMHHUKY, Y KOTPO-
My peakLuilo NPOoBOASATb. 3aBaHTaXeHHs kaTanizaTopy
Moxe ByTn y mexax npmbnunsHo 0,01mon% (Ha oCHOBI
KinbkocTi cnonyku (7) abo (6)) - 99mon%, abo y me-
xax npubnunsHo 0,01mon%-50mMon%, abo y mexax
npnbnmaHo 0,01mon%-25mon%, abo y mexax npu-
6nu3Ho 0,01mMon%-10mon%, abo y mexax npnbnmaHo
0,01mMon%-5mon%. Lli peakuii MoxHa Takox MpoBo-
OUTU Yy NPUCYTHOCTI ocHoBW. NMpuaaTHi OCHOBM OXOn-
nooTb, ane 6e3 obMexeHHs, opraHiyHi OCHOBM, SIK-TO
TpueTunamiH Ta HaTpin aueTaT, Ta HeopraHiyHi OCHo-
BW, SIK-TO HaTpin kapboHaT, HaTpi rigpokapboHar,
Kaniy kapboHaT, kanin rigpokapboHaT Ta Uesin kap-
6oHart. Lli peakuii MoxxHa NpoBOOANTU Yy PO3YUHHUKY,
O He B3aemopfie 3 MOTPiOHOK XiMIYHOW peakuieto.
MpuaaTHi PO3YMHHMKM OXxonMioTeb, ane 6e3 obme-
XEHHs1, eTunauetaT, i3obyTunaueTar, isonponinaie-
TaT, H-OyTunaueTtart, MeTun-i3obyTUN-KeToH, AMMETO-
KcieTaH, giisonponinosui eTep, xnop6eH3on,
aumetundopmamia, gumetvnaueTamia, MpOonioHiT-
pun, OGyTUPOHITPUN, TPEeT-aminoBU CMMPT, OLTOBY
KUCNOTY, LIieTUINoBUIA eTep, MeTun-TpeT-b6yTnnosun
eTep, OudeHInoBun etep, MeTUNGEHINoOBUN eTep,
TeTparigpodpypaH, 2-metunteTparigpodypaH, 1,4-
AioKcaH, NeHTaH, rekcaH, renTaH, MeTaHon, eTaHon,
1-nponaHon, 2-nponaHon, TpeT-byTaHon, H-6yTaHon,
2-6yTaHon,  guxrnopmeTaH,  xropodopm, 1,2-
OVNXIOpEeTaH, aueToHITpun, GEeH30HITpun, aueToH, 2-
6yTaHoH, 6eH3on, Tonyon, aHi3on, kcurnonu, 1-meTun-
2-niponiguMHoH Ta nipuauH, abo Oyab-sKy cymill Bu-
LLleHaBedeHX PO34MHHUKIB. Ha gogaTok, MoxHa 3a-
CTOCOBYBaTU K CMiBPO3YMHHWK BOAY, SKWO Le He
BNNMBae Ha noTtpibHe nepeTBOpeHHsi. HapewrTi, Ui
peakuii MOXXHa NPOBOAUTU NpU TemnepaTypi y Mexax
npubnuaHo 0°C-150°C, abo y mexax npubrnmaHo
25°C-150°C, abo y mexax npubnusHo 25°C-100°C.
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KoHkpeTHMIn BUOIp KaTanisaatopy, OCHOB, PO34YMHHUK
Ta TemnepaTyp € y paMmkax BijoMoro ¢paxisuam Ta ue
MOXHa pobuTn 6e3 3aMBMX EKCNEPUMEHTIB.

Crnonyku g)opmynvl (6), e X - ranoreH abo -
0OS0,CF3, a R® BU3Ha4YeHO BMLLE, KOMEPLINHO AOCTY-
nHi abo ix MoXHa OTpuMyBaTK cnocobamu, BiJOMUMM
daxisuaMm.

Cronyku cbopmynn (7), ae R' 1a R® BusHaueni
BVIIJJ,e MOXHa oTpumyBaTu 3i cnonyk dopmynm (13),
pe R BU3HAYEHO BULLE, peakujeto 3i crnonykoto dop-
My (14), ge R® - C4-Cg ankin.

o 0. _OR?
HO
+ HC OR H,Co

Hzc\)L

{13 (14)

R
M

Lli peakuil MmoxHa NpoBOAUTU Y MPUCYTHOCTI Bid-
NoBiAHOI OCHOBHOI CMOMyKMW, WO 34aTtHa Ao AenpoTo-
HyBaHHs1 crionyku copmynu (14). MNpuaatHi ocHoBM
OXOMNMITb, arne 6e3 oOMeXeHHs, NiTin rekcameTun-
avcunasung (LIHMDS) ta nitiv giisonponinamig (LDA).
Kpim Toro ui peakuii MOXxHa NpoBOoaUTA Y NPUCYTHOCTI
PO3YMHHUKY, LLO HE B3aeMogi€ 3 NOTPIOHOK XiMiYHO
peakuieto. lMpuaatHi PO3UYUHHUKM OXOMMIOITL, ane
6e3 0OMeXeHHsi, OUMETOKCieTaH, niisonponinosun
erep, xnopbeHson, AieTWNoBui eTep, MeTUn-Tper-
O6yTunoBui etep, AMdEHINoOBUI eTep, MeTundeHino-
BUIA eTep, TeTparigpodypaH, 2-
MeTunteTparigpodypaH, 1,4-giokcaH, nNeHTaH, rek-
caH, rentaH, 6eHson, Tomyon, aHi3on, Kcunonu Ta
nipyauvH, abo GyAb-gKy CyMmill BULLEHABEOEHUX PO3-
UYMHHKKIB. HaocTaHHeE, Ui peakuii MOXHa MpoBOAUTU
npu Temnepatypi y Mexax npubnusHo -78°C-25°C,
abo y mexax npubnusHo -78°C-0°C. KoHKpeTHWI
BUOIp OCHOBW, PO34YMHHMKY Ta TeMnepaTtypy BigoMuWN
axiBUaAM Ta Le MOxHa pobutn 6e3 3arBuX ekcrne-
PUMEHTIB.

Cnonyku coopmynn (7), ae R’ Bu3HaueHo BuLe, a
R® - rigporeH, MoXHa OTPUMYBaTH y CTepeoizoMepuy-
HO 36arayeHin copmi 3 paueM|qH0| abo CKaJ'IeMILIHOI
cnonyku oopmynu (7), oe R' BusHaueHo BuLe, a R® -
rigporeH: a) peakuicto 3 XiparnbHOK HepaueMiuyHO
OCHOBOIK AN OTPUMaHHS CyMilli AiacTepeoMepHUX
conew; b) BigaineHHam giactepeoMepHUX conen ogHa
Bi, OAHOI; Ta 3) NepeTBOPEHHAM Y cnomnyky dopmynu
(7) peakuieto 3 npugaTHoto kucnoTot. MNpuaaTtHi xipa-
NbHi, HepaueMiyHi OCHOBW OXOMMIOKTb XiparnbHi He-
pauemiyHi amiHW. KopucHi xipanbHi HepaueMidHi ami-
HU OXONnmnkTb, ane 6e3 obmexeHHs, (S)-1,2,3,4-
TeTparigpo-1-Hacdptnnamiv, (R)-1,2,3,4-TeTparigpo-1-
HadTunamiH, (S)-(-)-1-(2-vadTun)etunami, (R)-(-)-1-
(2-HadTMN)eTMnamix, (1R,2S)-(-)-HopedeapwH,
(1S,2R)-(-)-HopedegpuH. Lli peakuii moxxHa npoBoau-
TW Y PO34YMHHUKY, LLIO HE B3aEMOZIE 3 NOTPIOGHO XiMi-
YHOl peakuieto. MpuaaTHi PO3YNMHHMKM OXONNIOKTh,
ane 6e3 obmexeHHs, eTunauetart, i3obyTunauertar,
isonponinauerar, H-OyTunauetat, MeTUn-i3obyTun-
KEeTOH, OUMEeTOKCieTaH, Aii3onponinoBun etep, Xmnop-
OeHson, gumetundopmamia, AguMeTunaueTamig,
NponioHiTpun, OyTUPOHITPUN, TPET-aMifioBUA CNUpT,
OLUTOBY KWUCMOTy, QOi€TUMNOBWIA eTep, MeTun-Tper-
OyTunoBun etep, ANGEHINOBUIA €Tep, METUIAEHINO-
BUI eTep, TeTparigpodypaH, 2-



91

mMeTunTeTparigpodypaH, 1,4-giokcaH, nNeHTaH, rek-
CaH, renTaH, MeTaHon, eTaHon, 1-mponaHon, 2-
nponaHon, TpeT-OyTaHon, H-OyTaHon, 2-6yTaHon,
auxnopmetaH, xnopodopm, 1,2-auxnopeTtaH, aueTo-
HiTPWUN, OGEH30HITPUN, aueToH, 2-6yTaHoH, OeHson,
TOMyon, aHi3on, kcunonu Ta nipuauH, abo byab-aky
CyMill BuWLLEeHaBedeHMX PO34YMHHUKIB. Ha popaTok,
MOXXHa 3aCTOCOBYBAaTU 5K CMiBPO3YMHHUK BOAY, SKLLO
Le He BnnMBae Ha NoTpibHe nepeTBopeHHs. HapewwTi,
Ui peakuii MOXHa NPoOBOAMTU NMpU TemnepaTtypi y Me-
Xax npmbnusHo 0°C-150°C, abo y mexax npmbnunsHo
25°C-150°C, abo y mexax npubnusHo 25°C-100°C,
abo npu 30BHIiWHIA TemMnepaTypi. PO34nMHHUK MOXe
6yt BUOpaHMM Tak, Wo6 ogHa 3 AiacTepeoMepHUxX
conen Gyna NOMITHO PO3YMHHOK Y PO3YMHHUMKY, a
iHWa pgiactepeomepHa cinb He Oyna NoOMITHO pPO34MH-
HOIO Y PO3YMHHUKY. Taky BiAMIHHICTb Y PO3YMHHOCTAX
MOXHa 3aCTOCOBYBAaTW AN 34INCHEHHSA PO3gineHHs
JiacTepeoMepHUX conen ofgHa Big OOHOI OCaKeH-
HSIM OAHOI 3 AiacTepeoMepHUX Conen y crepeoisome-
pu4yHO 36araveHii dpopmi. Micna ocagkKeHHst Mo CyTi
OHOI AiacTepeoMepHOI Corli, CTepeni30OMepHY YMCTO-
Ty comni MoxHa Aani 30inblyBaTy MOBTOPHBAHOK
nepekpucTanisauieto 3 NPUAHATHONO PO3YMHHUKY abo
CyMiLLl PO34YMHHUKIB. [lepeTBOpeHHs1 cTepeoizoMmepuy-
HO 3b6arayeHoi giacTepeoMepHOi Comni MOXHa NpOBO-
OnTn peakuieto coni 3 npugaTHoto kucnotot. MNMpuaa-
THi KMCNOTW OXONnoKTb, arne 6e3 obMexeHHs
HEeopraHiyHi KUCnoTu (sIK-To XxropuaHa, OpomigHa,
noamnaHa, cynbcaTHa, HiTpaTtHa Ta docdatHa) Ta
OpraHiyHi KMCnoTu (AK-TO ouToBa, MypaluuHa Ta nu-
MOHHa).

AnbTepHaTUBHO, cnonyky dopmynu 7, ae R' Bu-
3HaueHo BuLLe, a R? - rigporeH, MoxHa oTpUMyBaTH Y
cTepeoi3oMmepuyHo 36aradeHin copmi peakuiclo 3
xipanbHMM, HepaLeMiYHUM ClMPTOM, ONsi OTPUMaHHS
cyMiwi ajiactepeomepHux ectepiB. [iactepeomepH
ecTepy MOXHa OTpMMyBaTWU peakuieto cronyku dop-
Mynu (7) 3 NOTPiOHUM CNMPTOM y NMPUCYTHOCTI Npuaa-
THOrO akTMBaTopy abo cymiwi aktueatopiB. MpuaaTHi
aKTMBaTopu OXOMMITb, ane 6e3 obMexeHHs, kap-
Oopjimign (sk-To pietunkapbogiimig), gietungiasoaw-
kapbokcunar, TioHinxnopua, ¢ocreH Ta TpudocreH.
Peakuito noTpibHOro xipanbHOro HepaueMi4yHOro
CNUPTY 3 aKTMBOBAHOKO CnonyKo dopmynu (7) Mox-
Ha npoBOAUTM Y MPUCYTHOCTI MpUAATHOI OCHOBW.
MpuaaTHi OCcHOBM OXONMIOOTh, ane 6e3 oOMeXeHHs,
OopraHi4Hi OCHOBM, SK-TO TpUETWUMaMiH, AieTunionpo-
ninamiH, nipuavH Ta 4,4-N,N-gumetvnamiHonipuauvH.
Micna oTpumaHHA OiacTepeoMepHUin ecTtep Cronyku
dopmynu (7) MOXHa BigOiNATM ogHa Big OAHOI, 3a-
CTOCOBYHOUM crocobu, Bigomi dhaxiBLAM, OXOMNIOYN,
ane 6e3 obMexeHHsl, xpomaTorpacito Ta pakuiiHy
KpucTaniszauito. Bubip npugatHoro xipanbHoro Hepa-
LeMi4yHoro cnupTy Ta YyMOB Afs1 PO3AiNeHHsT CyMiLli
JiacTepeoMepHuNX ecTepiB Bigomi axiBusM Ta uUe
MOXXHa pobuTn 6e3 3aBMX EKCNEPUMEHTIB.

Cnonyku dopmynun (14) KomepuiiHO AOCTYMHI
abo ix MOXHa OTpMMyBaTW, 3aCTOCOBYKO4M criocobu,
BiZOMi haxiBLAM.

Cnonykn cpopmynu (13), ae R' BusHaueHo BuLe,
MOXHa oTpumyBaTu 3i cnonyk dopmynu (15), ge R
BM3HayeHo Buwe, a R - npugaTtHa BiglennioBaHa
rpyna, 3i cnonykoto doopmynu (16), ae M - rpyna, 3ga-
THa NepeHoCUTH BiHINoBI cnonyku (16) y cnonyky do-
pmynm (15).
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Lli peakuii moxHa npoBoAnUTK 3i CNoONyKow ¢op-
mynu (16), e M - noxigHe MarHito, SIK-TO MarHin xno-
pua abo marHin 6pomig, 3i cnonykoo cdopmynu (15),
ae R' - rpyna -N(OCH3)CHs. Lli peakuiii MoxHa npo-
BOAMUTN B anpOTOHHOMY PO34YMHHWKY, LLO He B3aeMo-
gie 3 noTpibHolo XxiMiuHOW peakuieto. MNpugaTHi pos-
YMHHWMKM  OXOoMmoTb, ane 6e3  obmexeHHs,
JieTunoBun etep, TPeT-OyTUN-MeTUNoBUA eTep, Aii-
3onponinosun etep Ta TeTparigpodypaH. Kpim Ttoro
Taki peakuii MOXHa NPOBOAWTU Mpu TemnepaTtypi y
mMexax npubnusHo -78°C-25°C, abo y mexax npw-
6nm3Ho -78°C-0°C. Bubip neBHOro po3unMHHUK Ta Te-
MnepaTyp Bigomi haxiBusm Ta Le MoxHa pobuTn 6e3
3aMBUX eKCNePUMEHTIB.

AnbTepHaTuBHO, cnonyku dopmynmn (13) moxHa
oTpuMyBaTK peakuieto cnonyk cdpopmynu (15), ge R’
BM3HaueHo Buwe, a R' - npupatha BigwennioBaHa
rpyna, sik-To xnopupa, peakuieto 3i cnonykoo opmy-
nu (16), ae M - npugatu rpyn, sxk-To -Si(CHs)s. Cno-
nyk dopmynu (15), ge R'- npuaaTHa BigwenniosaHa
rpyna, sik-To Xfiop, MOXHa OTpUMyBaTH 3i cnonyk ¢o-
pmyrm (15), ae R'® - -OH peakujicto 3 aKTMBATOPOM.
MpuaaTtHi akTBaTOpM OXOMNioOTb, ane 6e3 obme-
XEeHHs1, okcaninxnopua, TioHinxnopua, docreH Ta
TpudocreH. Lli peakuii MoxxHa NpoBOANUTU Y PO3YMH-
HUKY, WO He B3aemogdie 3 NOTPIBHO XiMiYHOK peak-
uieto. lMpuaaTHi PO3YMHHMKM OXoMnoTb, ane 6e3s
OOMEXEHHSs1, anpoTOHHI PO3YMHHUKW, SK-TO OWUXIIOp-
MeTaH, Xxnopodopm, 1,2-guxnopetaH  Ta N,N-
anmetnndopmamig (OM®). Peakuito cnonykun dop-
mynu (15), oe R' - npuaatHa BigwlennioBaHa rpyna,
AK-TO xriop, crnonykot cdopmynu (16), ae M - npugart-
Ha rpyna, sk-To -Si(CH3)s3, MOXHa NpoBoAMTM y poO3-
UYMHHWKY, LU0 He B3aeMOAIE€ 3 MOTPIOHOW XiMiYHOW
peakuieto. lNpuaaTtHi PO3YUHHMKM OXOMIIOTL, ane
6e3 0OMeXeHHsl, anpOTOHHI PO3YUHHUKW, AK-TO OWX-
nopmetaH, xnopodopm, 1,2-amxnopetaH Ta N,N-
anvetundgopmamia (OM®). Kpim Toro Taki peakuii
MO>XHa NPOBOAUTW Y NPUCYTHOCTI KncnoTu flioica ans
AOMoOMOrn y 3aMillleHHi BigLlennoBaHo! rpynnu BiHi-
nom. MpuaaTHi kucnotu Joica oxonntooTb, ane 6e3
obMeXeHHs1, antomiHin xnopua, ctaHym (IV) xnopug,
ctaHywm (ll) xnopug Ta TuTaH Tetpaxnopug. Kinbkicte
neBHoi noTpibHoi kucnoTu Jloica MOX BapitoBaTu
npubnmaHo 1mMon%-125mon% (Ha OCHOBI Ha peakuiii-
HOro napTHepa BiHINcMNaHy) Ta 3anexartume Big npu-
poau 3acTtocoBaHoi kucroTu Jloica, npupoan peak-
UiMHWX napTHepiB, 3aCTOCOBAHOIO PO3YMHHUKY Ta
TemnepaTtypu, nNpu KOTpiN NpoBOAATb peakuio. Ha-
peLuTi, Ui peakLii MOXXHa NPOBOAMTW NpU Temnepatypi
y mexax npubnumaHo -78°C-100°C, abo y mexax npu-
6nunsHo -78°C-25°C, abo nepeBaxHO Yy Mmexax npu-
6nunsHo -78°C-0°C.

Cronykn copmynu  (15), ae R - rpyna -
N(OCHs3)CH3, moxHa oTpuMyBaTh 3i cnonyk dopmy-
nm (15), pe R' - npuaaTtHa BigwwennioBaHa rpyna, sik-
T0 -Cl, peakuieto N,O-gumetunrigpokcunaminy. Lli
peakuii NpoBoAATb ¥ NPUCYTHOCTI NPUAATHOI OCHOBW.
MpuaaTHi OCHOBM OXONntolThb, ane 6e3 obMexeHHs,



93

OpraHiyHi OCHOBU (SIK-TO TpUETWNaMiH, MipuauH Ta
N,N-4-gumeTtunamiHonipuanH) Ta HeopraHiyHi OCHOBU
(six-To HaTpin kapboHaT, HaTpin rigpokapboHaT, Kanin
kapboHaT, Kaniv rigpokapboHaT Ta Lesin kapboHaT).
Kpim Toro ui peakuii MOXXHa NpoBOAUTU Y PO3UUHHUKY,
WO He B3aeMopfie 3 MOTPIbHOW XiMIYHOW peakuieto.
MpuagaTHi PO3YMHHMKM OxonMtoTe, ane 6e3 obme-
XEHHs1, eTunauetaT, i3obyTunauerTar, isonponinaie-
TaT, H-OyTunauetar, MeTuUn-i306yTUN-KeTOH, AMMETO-
KcieTaH, Jiizonponinosui eTep, xrnop6eH3orn,
aumetundopmamia, gumetunaueTamia, MpPOnioHIT-
pun, OYTUPOHITPUN, OUTOBY KWUCMOTY, AieTUMNOBUA
eTep, MEeTUN-TpPeT-OyTunoBuin etep, AndeEHINoBU
eTep, MeTundeHinosun etep, TeTparigpodypaH, 2-
MeTunteTparigpodypaH, 1,4-giokcaH, nNeHTaH, rek-
caH, renTaH, JguxnopmeTtaH, xmnopodopMm, 1,2-
ONXNOpPETaH, aueToHITpur, GEH30HITpUN, aueToH, 2-
OyTaHoH, 6eH3on, Tonyon, aHi3on, Kcunonu Ta nipu-
AViH, abo B6yap-gKy CyMill BuLLeHaBedeHNX PO34YNHHU-
KiB. Ha gogaTtok, MOXHa 3acTOCOBYBaTU 5K CMiBPO3-
UYMHHWK BOgdy, SKWO Le He BNAMBae Ha notpibHe
nepeTBOPEHHS.

Cnonykn dopmynm (15), ae R' - -OH komepuiji-
HO [OCTYMHi abo iX MOXHa OTpuMyBaTu criocobamu,
BiZOMVMM haxiBLSM.

Cnonyku dopmynu (16), ae M - noxigHe marHito,
aKk-To -MgBr abo -MgCl, komepuinHo goctynHi abo ix
MOXHa OTpuMyBaTu 3i cnonyk copmynu (16), ae M -
ranoreH, nepesaxHo 6pom abo 1od, peakuieto 3 nNpu-
AaTHUM MarHieBuMm peareHToMm. [lpupatHi MarHiesi
peareHT! OXOMMioTb, ane 6e3 obMexeHHs, MarHin
(0) Ta marHin Pika. Lli peareHT 3BM4aiHO yTBOPIOKOTb
Ha Micui y peakuiiHii cymiwi Ta 3acTocoByloTb 0e3
BUAINEHHs1 200 HACTYMHOT OYNCTKN.

Cnonyku cdopmynu (16), ae M - -Si(CHz)3 komep-
LiiHO AocTynHi abo iX MOXXHa OTpMMYBaTU 3i CMOJYKU
dopmynu (16), 3 noxigHuMn marHito, sk-to -MgBr abo
-MgCl peakuieto 3 XSi(CHs)s, ae X - xnop, 6pom, abo
nog. Lli cnonyku 3BMYaWHO YTBOPIOKOTb Ha Micui y
peakLUiiHi cymilli Ta 3aCTOCOBYOTb 6e3 04MCTKM abo
BUAINEHHS.

HacTynHi npuknagu inoCTpyloTb KOHKPETHI BTi-
NeHHs 3asiBMEHOr0 BMHAXoAy i He OOMeXyloTb WOoro
paMOokx.

Akwo He BkasaHe iHLWe, YCi yncna, Wo BUpaxa-
I0Tb KifbKOCTI iHrpefieHTiB, BNacTUBOCTI, AK-TO More-
KynsipHa mMaca, yMOBW peakuii ToLlo, 3aCTOCOBaHi B
onuci Ta dopmyni BUHaxody 3po3yMini K NpuOn3Hi.
BignosigHo, SKLWO He BKasaHe iHLe, YNCIOoBi napamMe-
Tpu B onuci Ta opMyri BUHAXOAy € afeKkBaTHUMM i
MOXYTb BapitoBaTW 3amnexHo Big NOTPiOHMX BRacTu-
BOCTEMN.

Mpuknagu

PisHn BuxigHi maTtepianu Ta iHW peareHTU oTpu-
MyBanu Bi KOMEpLUiMHUX nocTayarnbHUKIB, S$K-TO
Aldrich Chemical Company un Lancaster Synthesis
Ltd., Ta, 3actocoByBanm 6e3 O4MCTKW, SKLIO He BKa-
3aHe iHLWe.

Peakuii nposogunu nig no3uTUBHUM TUCKOM a30-
Ty, aproHy abo 3 ocyLlyBarbH1UM NaTPOHOM, NP 30B-
HiLLHIA TemnepaTypi (SKWO He BKasaHe iHwe), y 6e3-
BOOHMX PO3YMHHMKAX. AHaNTU4HY TOHKO-LUapOBY

88909 94

Xpomarorpadito NpoBOAUNM Ha curnikarerni Ha CKns-
HUX nnaHwetax 60°F 254 (Analtech (0,25mm)) Ta
enBanu npu MpUAHATHUX OB'EMHMX CMiBBIOHOLLEH-
HAX PO3YMHHUKIB. PeakuinHi cymiwi aHanisyBanu Bu-
CoKnedekTUBHO pianHHOK Xpomatorpadieto
(BEPX) abo ToHko-LiapoBoto xpomaTorpadieto (TLLX)
ANA  BM3HAYEHHs BUTpPaTU BUXIQHOTO MaTepiany.
TLWX-nnaHweTtn Bidyanisysanu Y®, npoTpaBreHHsM
doccomonibaaTHoto kucrnoTow abo hogoMm.

1H-FlMP-cneKTpm peecTpyBanu Ha CnekTpoMeTpi
Bruker npu 300MMy abo 400Mru, a '*C-AMP-
cnektpu peectpyBanu npu 75MIy  AMP-cnektpu
OTpUMYylOTb Yy po3ynHax JMCO-ds abo CDCl3z (y MnH
1), 3aCTOCOBYHOUN XNOPOGOPM SIK BHYTPILLUHIA CTaH-
papt (7,25MnH" Tta 77,00MnH") abo [MCO-ds
(2,50mnH" Ta 39,52MnH’). IHWi AMP-pO3UMHHMKM
3acTocoByBanu 3a notpedot. MynbTUNNETHICTb NikiB
npeacTaBrneHo Tak: s=cuHrnet, d=gybner, t=Tpunner,
m=mynbTynneT, br=wwnpokuin, dd=gybner aybnerTis,
dt=ny6net TpunnetiB. KoHCTaHTK cnony4yeHHs npea-
cTaBneHo y lepuax.

IH(ppauepBOHi cnekTpyn peecTpyBanu Ha ChekT-
pomeTpi Perkin-Elmer FT-IR sk Hepo3baBneHi macna,
sk Tabnetkn KBr, abo gk posumHn y CDCls, ix npeg-
CTaBMEHO Yy XBUMbOBMX Yncnaax (cM™'). Mac-crekTpu
oTpumyBsanu, 3actocoBytoun PX/MC abo XIAT. Yci
TOYKM MMaBMEHHS HECKOPEKTOBaHI.

Yci KiHUeB NpoayKTn manu GinbLue, Hix 95% uunc-
ToTn (BEPX npu goexuHax xBunb 220HM Ta 254HM).

Y HacTynHux npuknagax ta oTpumaHHsax, "Et"
o3Ha4vae etun, "Ac" o3Hayae auetun, "Me" o3Hauvae
metun, "Ph" o3Havae ceHin, "(PhO),POCI" o3Hauyae
xnopaudeHindgocdar, "HCI" o3Havae xnopuaHy Kuc-
noty, "EtOAC" o3Havyae etunauertart, "Na,CO3" o3Ha-
Yyae HaTtpin kapboHat, "NaOH" o3Havae HaTpil rigpo-
keug, "NaCl" osHavae HaTpin xnopug, "NEts" o3Havae
Tpuetunamin, "TI®" oszHavae TeTparigpodypaH, "OIK"
o3Hadvae pgiisonponinkapbogiivia, "HOBt" o3Havae
rigpokcmbeHsoTpmason, "H)O" o3Havae  Bopgy,
"NaHCO3" o3Hauvae HaTpin rigpokapboHat, "K,COs3"
o3Havae kanin kapboHaT, "MeOH" o3Ha4ae meTaHon,
"i-PrOAc" osHadvae i3onponinauertar, "MgSQO4" o3Ha-
Yyae marHin cynbdgart, "OMCQO" o3Havae gUMETUIICY-
nbcpokena, "AcCl" o3Havae auetunxnopug, "CHCly"
o3Havae MetuneHxnopua, "MTBE" o3Havae meTtun-
TpeT-OyTunosun etep, "AM®" o3Havae avmeTundo-
pmamig, "SOCI" o3Hadae TioHinxnopug, "HiPO4"
o3Hayae ocdatHy kucroty, "CH3SOsH" o3Hauvae
MeTaHcynbgoHoBY kucnoty, "Ac,O" o3Havae ouTo-
Bun aHrigpug, "CH3CN" o3Havae aueTtoHriTpun, "KOH"
03Havae kanin rigpokcua, "CDI" o3Hayae kapboHingj-
imigason, "DABCO" o03Ha4vae 1,4-
hia3abiuunkno[2,2,2]okTtaH, "INE" o3Hayae i3onponino-
Bun etep, "MTBE" o3Hauae MeTun-tpeT-OyTunosun
etep, "Et;0" os3Havae pietnnosun etep, "NaSO.",
0O3Hayae Hatpin cynbdar, "NBS" o3Havae N-
6pomcykuuHimig, "TEA" o3Havae Tpuetunamin, "OXM"
03Havae guxnopmetaH, "TBAB" o3Havae TeTpabyTu-
namoHin 6pomig, "HMPA" o3Hadvae rekcametundoc-
¢opamig, "NMP" osHauyae 1-meTun-2-niponiguHoH,
"DMAC" o3Havae N,N-anmetunavetamia,.
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Mpuknag A(1): 6-LmknoneHtnn-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(5-etnn-4-rigpokcu-2-
nponokcuderin)etun]-4-rigpokcn-5,6-aurigpo-2H-
nipaH-2-oH
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5,7-OnmeTtun-[1,2,4]tpuasono[1,5-alnipumignH-2-
kapbanbgeria (0,24r, 1,4mMmon, 3 etany 8 Hwuxk4e)
JojaBanu OO0 pO34MHy 6-UmknoneHTun-6-[2-(5-etun-
4-rigpokcu-2-nponokcu-geHin)-etun]-gurigpo-nipax-
2,4-niony (0,45r, 1,2mmon, 3 eTany 5 Hwkye) y MeOH
(15mn). PeakuiiHy cymilwl nepemillyBani nNpoTArom
15 XBUNWH Ta Toai 0bpobnanm 6op-
anMeTnnamiHoBuM komnnekcom (100mr, 1,7mmon).
Uepes 15 roanH peakuinHy cymiwl ginbTpyBanu 4e-
pe3 crneyeHe ckno, npomwuBatoun MeOH. ®inbTpat
KOHLEHTpyBanu Ao XoBToro macna. OyncTtka npena-
patuBHolo BEPX pgana npopykt sk 6inui nopoLuok
(230Mr, 36%). "H AMP (400Mr 1, AMCO-ds): & 0,84 (t,
J=7,3l'y, 3H), 0,92 (t, J=7,6l"y, 3H), 1,32-1,69 (m,
10H), 1,82 (m, 1H), 1,96 (m, 1H), 2,28-2,47 (m, 11H),
2,49 (d, J=17,5I'y, 1H), 2,67(d, J=17,5I'y, 1H), 3,61-
3,73 (m, 4H), 6,26 (s, 1H), 6,63 (s, 1H), 6,95 (s, 1H),
8,87 (s, 1H), 10,72 (s, 1H). AHanis: po3paxoBaHo Ansi
C31H40N4Os: C, 67,86;H, 7,25; N, 10,21. 3HangeHo.
C, 67,69;H, 7,40; N, 10,04.

Etan 1: 2-ETun-5-nponokcu-geHon
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Kani kapbonat (54r, 0,39momn) a notim 1-
nognponaH (11,5mn, 0,12mon) gogaeanu 40 PO3UMHY
2'4'-purigpokciaueTtodeHoHy (20r, 0,13mon) y AM®
(150mm). Cymiw nepemilyBanu NpoTarom 5 roguH Ta
Togi posnoginanu mik HO Ta EtOAc. OpraHivyHui
wap npomuBanu HacuyeHnm NaHCOs, poscornom,
cywmnn NaSOs Ta KOHUEHTpyBanuM A0 MpOo30poro
macna (21,1r, 91%).

Macno posunHsinu y MeOH (100mr1), o6pobnsinu
10mac.% Pd/C (6r, Tun Degussa) Ta nepemiwysanu
nia BogHeMm npoTaroMm 24 roauH. PeakuiiHy cymiw
inbTpyBanu 4vepes wap OpoyHMiNepuTy, NnpoMuBa-
toun EtOAc. ®inbTpaT KOHUEHTpyBanu Ta ouuLianu
dneLu-konoHkoBoo xpomatorpadieto (0% go 20%
EtOAcC y rekcaHax), OTPMMYylOUYM OpaHXeBOro macra
(151, 93%). 'H AMP (400Mrlu, CDCls): & 1,01 (t,
J=7,3l'y, 3H), 1,20 (t, J=7,6l'y, 3H), 1,78 (m, 2H),
2,56 (q, J=7,6I"y, 2H), 3,86 (t, J=6,8I'u, 2H), 4,90 (s,
1H), 6,37 (d, J=2,5I'y, 1H), 6,44 (dd, J=8,1, 2,5y,
1H), 7,01 (d, J=8,3I'y, 1H).

Etan 2 2-BeHannokcu-1-eTnn-4-nponokcu-
6eH3on
H@,C,‘_,,—"a..

Kanin kap6onar (17,8r, 0,13mon) a notim 6eH3u-
n6pomia (5,12mn, 42,9vmon) fogaeany 40 PO34YUHY
2-etun-5-nponokcu-gpeHony  (7,74r, 42,9mmon) vy
OM® (60mn). Cymiw nepemiwysanu npu 45°C npoTts-
rom 15 rognH Ta Toai posnoginanu Mmix HO Ta
EtOAc. OpraHiyHun wap npomuanu 1H HCI, posco-
nom, cywmnm NaxSO4 Ta KOHUEHTpyBanu OO0 Kopwud-
HeBoro macna. OuucTka neL-KonoHKOBOK Xpoma-
Torpadiieto (0% po 20% EtOAc y rekcaHnax) gana
npoaykT sk npo3ope Macrio (6,1r, 55%). 'H AMP
(400Mrly, CDCls): 6 1,02 (t, J=7,6I'u, 3H), 1,19 (4,
J=7,6l'y, 3H), 1,78 (q, J=7,6l'y, 2H), 2,63 (q, J=7,6Iy,
2H), 3,88 (t, J=6,6I'y, 2H), 5,05 (s, 2H), 6,44 (dd,
J=8,1, 2,3y, 1H), 6,51 (dd, J=2,3uy, 1H), 7,05 (d,
J=8,3l'uy, 1H), 7,31 (m, 1H), 7,38 (m, 2H), 7,44 (m,
2H).
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Etan 3: 1-beHaunokcun-2-eTun-4-noa-5-nponokcu-
6eH3on

ch . /"‘\0

PosuuH noay (2,82r, 11,1mmon) y CHCIz (80mn)
Jofasanu Kpannsmu npy nepemillyBaHHi OO CyMiLli
2-6eH3nnokcun-1-etun-4-nponokcu-6eHsony 3r,
11,1mMmon), apreHtym Tpudnyopauetaty (2,45r,
11,17mmon) y CHCI3 (20mn). MNMicna 3aBepLueHHsA [o-
JaBaHHS peakuiHy CyMill nepemillyBanu npoTaromM
1 roguH. Cymiw ginbTpyBanu Yepes wap 6poyHmine-
puty, npomusaioun CHoCl,. ®inbTpaT npomwusanu
HacudeHum NaxS»03, posconom, cywmnmm Nap;SO4 Ta
KOHLeHTpyBanu o 6nigo-oBToro TBepAoro NpoAayk-
Ty (4,041, 92%). "H AMP (400MIy, CDCl3): & 1,07 (t,
J=7,3l'y, 3H), 1,17 (t, J=7,6l'y, 3H), 1,81 (m, 2H),
2,59 (q, J=7,6I"y, 2H), 3,90 (t, J=6,3Iu, 2H), 5,05 (s,
2H), 6,43 (s, 1H), 7,31-7,45 (m, 5H), 7,49 (s, 1H).

Etan 4: 6-[2-LunknoneHTtun-4-(5-etun-4-rigpokcu-
2-nponokcu-eHin)-2-rigpokcn-oytun]-2,2-ouMeTnn-
[1,3]aiokcnH-4-0H
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Cymiw  1-6eH3nnokcu-2-eTun-4-noa-5-nponokcu-
6eHsony (4,0r, 10,1mmon), 6-(2-umknoneHTUn-2-
rigpoKcundyT-3-uHin)-2,2-gumetnn-4H-1,3-giokcnH-4-
OHy (2,42r, 19,2mmon, 3 etany 11 Hwk4e),
PdCl2(PPhs)2 (0,26r, 4mon%) ta Cul (53mr, 3mon%) y
giizonponinamidi (12mn) Ta OM® (12mn) rpinu npu
90°C npotsarom 90 xBunuH. PeakuiiHy cymiw oxono-
OKyBanu 0o KiMHaTHOT TeMnepaTtypu Ta po3noainsanv
Mk 1H HCI ta EtOAc. OpraHiyHui wap npomuBanu
posconomM, cywunu NaSOs Ta KOoHUeHTpyBanu Ao
YyopHoro Macna. ®dnew-konoHkoBa XxpomMatorpadis
(0% po 40% EtOAc y rekcaHax) gana KopudHeBse
macro.

Macno posunHsinu y EtOH (30mn) Ta ob6pobnsinu
Pd(OH). (1r, 20mac.%, tun Degussa). Cymiw nepe-
MillyBanu nig BogHeM NpoTarom 4 roauH. Peakuinny
cymiw pinbTpyBanuM 4epe3 wap OpoyHMineputy,
npomumBatoun EtOAc. ®inbTpaT KOHUEHTpyBanu [0
OpPaHXeBOro mMacra Ta ouvuvwany neL-KofIoHKOBOK
XpomaTtorpadieto, OTPUMYIOYM NPOAYKT SK XOBTUN
TBepauii mMaTepian (0,83r, 18%). 'H AMP (400Mru,
CDCls): 6 1,03 (t, J=7,3I'y, 3H), 1,20 (t, J=7,6l'u, 3H),
1,38-1,86 (br m, 19H), 2,10 (m, 1H), 2,44-2,65 (m,
6H), 3,87 (t, J=6,6I"u, 2H), 4,60 (s, 1H), 5,36 (s, 1H),
6,35 (s, 1H), 6,83 (s, 1H).

Etan 5: 6-LUvknoneHtun-6-[2-(5-etun-4-rigpokcu-
2-nponokcu-ceHin)-eTun]-gurigpo-nipaH-2,4-0ioH
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6-[2-LUnknoneHtnn-4-(5-etnn-4-rigpokcu-2-
NPOMNOKCU-GOEHIN)-2-TiApokeu-oyTnn]-2,2-gumeTun-
[1,3]aiokcmH-4-oH (0,8r, 1,8MMOM) pO3unHANM y MeTa-
Homi (15mn), obpobnsanu kanii kapboHaTtom (0,74r,
5,4mmon) Ta rpinu npu 45°C nig azotom npotsrom 90
XBUMNWH. PeakuivHy cymiw posnoginanu mik HxO Ta
INE. BogHun wap nigkmcmosanu 1H HCI Ta ekctpa-
rysanu EtOAc. OpraHiyHi Wwapu npomuBanun po3co-
nom, cywmnu NaxSO4 Ta KOHLEHTpyBanu, oTpumyoum
NPOAYKT 5K 0BTy TiHy (0,51, 72% Buxogy). 'H AMP
(400Mrl'y, CDCls): 6 1,02 (t, J=7,3u, 3H), 1,19 (4,
J=7,6ly, 3H), 1,41-1,87 (br m, 11H), 1,95 (m, 1H),
2,32 (m, 1H), 2,49-2,80 (m, 6H), 3,41 (m, 2H), 3,85
(m, 2H), 4,62 (s, 1H), 6,33 (s, 1H), 6,80 (s, 1H).

Etan 6: (5-AmiHO-1H-[1,2,4]Tpnason-3-in)-
MeTaHon

N-NH
HO\’,/”\. N/)“ NH2

Po3unH rnikonesoi kucnotn (70% y Bogi, 70mn,
805mmon) obepexHo gopaeBanu A0 amiHOryaHiauH
rigpokapboHaty (55,12r, 405mmon). Micna npunu-
HEeHHS1 CniHeHH [oAaBanu KOHLEHTPOBaHy HiTpaTHy
kmucnoTy (0,5mn) Ta peakuinHy CyMmiLl rpinuv Npy KnniH-
Hi Ni 3BOPOTHUM XONoAurbHWKOM npotarom 40 ro-
OVH. PeakuinHy cymiw oxonomgxkysanu go 5°C npots-
rom 30 xBMNMH Ta TBepAi MPOAYKTU inNbTpyBanu.
Teepai npoaykTu Togi po3tupanu 3 EtOH npotarom 1
roguHu. MpoaykT Todi dinbTpyBanu Ta Cywunu nig
asoTom (40,36r, 52% Buxogy). MC (IPE): 115 (M+H).

Etan 7: (5,7-Onmetnn-[1,2,4]Tpnasono[1,5-
anipyMignH-2-in)-meTaHon

H;C
—
NN CHs

HO._ 4.y

Oo kawkn  (5-amiHo-1H-[1,2,4]Tpnaszon-3-in)-
meTaHony (9,5r, 50mmon) 3 etany 6 Bulie y ouUTOB
kncnot (200mn) gopasanu 2,4-neHTtaHfioH (5,13mnm,
50mmon). Cymiw rpinM A0 KUMiHHA Mig 3BOPOTHUM
XONOAUNBbHMKOM NpOTAroM 4 rogvH Ta TOAI OXOrno-
OKyBanu 00 KiMHaTHOI Temnepatypu. [NpoaykT Buai-
NSNU BUAANEHHAM PO34MHHUKY POTOPHMM BUMapto-
BaHHAM (8,5r, 95% Buxogy). MC (IPE): 179 (M+H).

ETan 8: 5,7-OnmeTtun-[1,2,4]Tpnasono[1,5-
a]nipumignH-2-kapbanbaerig,
HiC
NN —CH;
H A, TR
N
Q
KaLuky 5,7-pumetnn-[1,2,4]tpnasono[1,5-

a]nipumigun-2-in)-metadony (0,3r, 1,7mmon) 3 eTtany
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7 Buwe Ta IBX (1,4r, 5,0mmon) y 1,2-auxnopetaH
(22mn) nepemiwysanu npu 80°C npoTtsrom 18 roguH.
PeakuinHy cymill oxonompkyBanu OO KiMHaTHOI TeMm-
nepatypu Ta posbasnanu 100mn CHyCl,. Micna Bu-
JaneHHs1 TBepauX MNPOAYKTIB inbTpyBaHHAM poO3-
YAHHWMK ~ BUZAnsnu  POTOPHMM  BUMAPOBaHHSIM,
OTPUMYIOYUM XXOBTUI TBEPAU NpoayKT. TBepaui npo-
OYKT ounwanu drewl-xpomartorpadieto, oTpuMyoun
NOTPIGHNI NpoAyKT (229wmr, 77% Buxoay). 'H SMP
(CDCl3) & 2,72 (s, 3H), 2,86 (s, 3H), 6,96 (s, 1H),
10,24 (s, 1H).

Etan 9: 1-UuknoneHtun-3-(Tpumetuncunin)npon-
2-iH-1-0H

0

i

HC_ 2 T >

Si —
H:C cH,

3aronoBHy CMonyky OTpMMyBanu SIK ONUCaHO Yy
HacTynHoMy nocunanHi: Journal of Organic Chemistry
1984, 106, 4786-4800. 'H SAMP (CDCls) &: 0,24 (s,
9H), 1,63 (m, 4H), 1,90 (m, 4H), 2,92 (neHteT, 1H,
J=7,6l'u).

Etan 10: 6-[2-UuknoneHTun-2-rigpokcu-4-
(Tpymetuncunin)ByT-3-uH-1-in]-2,2-gumetnn-4H-1,3-
[iOKCUH-4-0H

HC_ 7 1
sC,~ .
HC  CH,

PosuuH giisonponinaminy (3,85mn, 27,5mMmon) y
Tr® (100mn) oxonomkyeanu go -78°C i gopaBanu
kpannsmu BuLi (11mn, 27,5mmon, 2,5M y rekcaHax)
npotarom 10 xBunuH. icna nepemilyBaHHs Npu Uin
Temrepatypi NPoTAroM 5 XBUMWUH CyMill Harpisanun oo
KiMHaTHOI TemnepaTtypu MpoOTAroM 5 XBWUMWH, ToOgj
oxonogysanu 3HoB go -78°C, ge gogasanw kpar-
namu  npotarom 5  xBUNMH  2,2,6-TpuMeTUn-
[1,3]giokcunH-4-oH (3,6mn, 27,5Mmon), ToAi Nepemiluy-
Banu we 30 xsunuH npu -78°C. o ubOro po3umHy
popasanu 1-umknoneHTun-3-(TpumeTuncunin)npon-2-
iH-1-0oH (4,85r, 25mmon, 3 eTany 9) NpoTArom 5 xsu-
NVH. YTBOpeHyY Cymill nepemiwysanu npu -78°C npo-
TAroMm 1 roguHu, Togi noBinbHo Harpisanu go -30°C Ta
racunn 0,5H nmMmoHHolo kucnoToto. Cymiw po3bas-
nsanu etepom, npomuBanu 1H NaHCOs, poscornom,
cywmnn MgSOs Ta KOHUEHTpyBanu, OTpMMyouM Cu-
pu npopykt (9,4r), 3abpyaHeHWIA HenpopearyBas-
wum  2,2,6-tpumeTtun-[1,3]aiokcun-4-oHom. |IEP-MC
(M+Na"): 359,1.

Etan 11: 6-(2-LUmknoneHTun-2-rigpokcmbyT-3-
WHin)-2,2-gumetun-4H-1,3-giokcuH-4-oH

0
S

| o
- OJY\'_ CHa
}{0 CHg

’./
& )
s
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Po3uuH cuporo 6-[2-umknoneHTun-2-rigpokcu-4-
(Tpymetuncunin)byT-3-mH-1-in]-2,2-gumetnn-4H-1,3-
DioKkcuH-4-0Hy  (25mmon), uesii  dnyopug (7,6r,
50mmon) y MeOH (75mn) nepemiwyBanu npoTsrom
Houi. PO34MHHMK Bragananu Ta 3anuwiok po3basnsanm
EtOAc, npomwuBanm 0,5H numoHHoi kucnotu, 1H
NaHCO3, posconom, cywmnnu MgSOs Ta KOHLEHTPY-
Banu. Ouuctka hneLl-KoNoHKOBOK XpomaTtorpadieto
(20% po 30% EtOAc y rekcaHax) gana npoaykT (3,6r,
54%). 'H AMP (300Mru, CDCl3) &: 1,45-1,80 (m, 8H),
1,72 (s, 3H), 1,74 (s, 3H), 2,13-2,18 (m, 1H), 2,49 (s,
1H), 2,56 (s, 1H), 2,58 (s, 2H), 5,43 (s, 1H).

Mpuknag A(2): 6-UnknoneHtun-6-[2-(2-etnn-5-
MeToKcuNipuamH-4-in)etun}aurigpo-2H-nipan-2,4(3H)-
AioH

“CH,

6-[2-LinknoneHtnn-4-(2-etnn-5-meToKCu-nNipuamH-
4-in)-2-rigpokeun-6yT-3-uHin]-2,2-gumeTnn-
[1,3]@iokcnH-4-0H (1,6r, 4mMmon, 3 etany 6 Hux4e)
po3unHsanm y EtOH (15mn) Tta obpobnsanu Pd(OH),
(0,5r, 20mac.% Tun Degussa). Cymiw nepemiluysanm
nia BooHEM MpoTHAroM 2 roguH. PeakuinHy cymiw oi-
NbTpyBanu 4yepes wap OpoyHMineputy, npomvsaoym
EtOAc. ®inbTpaT KOHLEHTpyBanu o 6nigo-KoBToro
TBEPAOro NpoaykKTy.

TBepavn NpoayKT po34nHANM y metaHoni (10mn),
obpobnsnu kanin kapboHatom (1,28r, 9,3mmon) Ta
rpinu npu 45°C nig asotom npotarom 60 XBUNWH.
PeakuinHy cymiw posnoginanu mix H>O Ta IMNE. Bog-
HUKA wap Hentpanidysanu 1H HCI Ta ekcTparyBanu
EtOAc. OpraHivHi Wwapy npomuBany po3corioM, cy-
wunu NaxSO4 Ta KOHUEHTpyBanu, OTPUMYHOYM MpPO-
BYKT K )XoBTUW TBepaun matepian (0,71r, 51% Buxo-
ay). 'H AMP (400Mru, CDCis): & 1,26 (t, J=7,6I'y,
3H), 1,41-1,95 (brm, 8H), 2,34 (m, 1H), 2,63-2,76 (m,
6H), 3,43 (m, 2H), 3,88 (m, 5H), 6,90 (s, 1H), 8,09 (s,
1H). Amnanis: pospaxoBaHo Aana CyoH27NO4: C,
69,54;H, 7,88; N, 4,05. 3HangeHo: C, 69,33;H, 7,88;
N, 3,99.

Etan 1: 5-MeTtokcun-2-meTnn-nipnanH

OCH;
ﬁ-’ s

'
CH,

5-Tigpokcu-2-metunnipugud (15r, 0,14mon) po-
AaBanu npu nepemiwyBaHHi Ao cycnensii KOH (31r,
0,55mon) y AMCO (150mn). Cymiw nepemilysanm
npotsarom 1 roguHu Ta Todi obpobnanu meTunoau-
aom (9,8mn, 0,15mon). Yepes 20 xBUnUH peakuinHy
cymiw Bunueanu y H,O Ta ekctparyBanu etepom.
ETepHi ekctpaktu cywmunu MgSO. Ta kKoHUEeHTpyBanm
[0 4YepBoHoro macna. Ounctka dhreL-KonoHKOBOO
xpomaTtorpadieto (0% go 50% EtOAc y rekcaHax)
[ana npoaykT sk mposope macrio (10,1r, 59%). 'H
AMP (400MTl'u, CDCIs). 6 2,49 (s, 3H), 3,83 (s, 3H),
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7,06 (d, J=8,6l'y, 1H), 7,12 (d, J=8,3I'y, 1H), 8,19 (d,
J=2,8Iu, 1H).

Etan 2: 2-ETun-5-meTtokeu-nipnamnH

CHa
A
P
N. .~

1

HCH:;

5-Metokcun-2-meTun-nipyauvH (9,5r, 77mmon) go-
hasanu [o oxonomkeHoro Ao -78°C posuuHy LDA,
oTpumaHoro 3 H-BuLi (37mn, 93mmon, 2,5M y rekca-
Hax) Ta pgiizonponinamiHy (13mn, 93mmon) y Tro
(100mn). IHTEHCUBHO YEpBOHY peakuilHy Cymil ne-
pemiwyBanu npotarom 30 XxBUnKH Ta Todi 06pobnsanu
Metunnogngom (5,4mn, 85mmon). Yepes 2 roavHu
cymiw racunm koHu. NH4sOH (15mn). Cymiw BunuBsa-
'y HO Ta ekctparyBanu EtOAc. OpraHivHi ekctpa-
KT npommBanu poscosnom, cywmnu NaSOs Ta KoH-
LeHTpyBanu Ao 4epBoHoro macna. OuucTka cnewwu-
KoroHKoBot xpomaTtorpadieto (0% go 40% EtOAc y
rekcaHax) gana MpoaykT sik mposope macno (2,5r,
24%) Ta HenpopearyBaBLUW/A BUXIQHWIA MaTepian
(3,8r, 40%) 'H AMP (400Mrlu, CDCls): & 1,28 (t,
J=7,3l'y, 3H), 2,76 (q, J=7,3I'y, 2H), 3,84 (s, 3H),
7,08 (d, J=8,3'uy, 1H), 7,14 (d, J=8,3I'y, 1H), 8,23 (s,
1H).

Etan 3: 2-ETun-5-meTokcu-nipuavH 1-okeug,

3-XnopnepokcnbeH3oHy KMCnoTy (5,66r,
32,8mmon) gogasanu nNpu nepemillyBaHHi 40 po3yu-
Hy 2-eTun-5-meTtokeu-nipuamnHy (3r, 22mmon) y CHCIs
(100mn). PeakuiiHy cymilwl nepeMillysanuy npu KiMHa-
THI TemnepaTypi NpoTAroM 3 roauH Ta ToAi racunu
HacuyeHum NapSOs. PeakuiliHy cymiw posnoginanu
mix H2O Tta CH,Cl, OpraHiyHui wap npommBanu 1H
NaOH, cywunn Na>SO4 Ta KOHLEHTpYBanu 4o Macna
(3,3r, 99%) 'H AMP (400Mru, CDCls): & 1,29 (t,
J=7,5T'y, 3H), 2,89 (q, J=7,5I"y, 2H), 3,82 (s, 3H),
6,86 (d, J=8,4I'u, 1H), 7,11 (d, J=8,3Iu, 1H), 8,04 (s,
1H).

Etan 4: 2-Bpom-6-eTun-3-meTtokcu-nipuamH 1-
okeug (A) Ta 4-bBpom-2-eTun-5-meTokcu-nipugnH 1-
okeung (B)

OCH, OCHs
Br .t L -
T [
_ O+N_\ s . JN i
L 1
A CHy B CHg

HitpaTHy kucnoty (6mn) nosinbHO Aogasanu Ao
oxonogxeHoro go 0°C posunHy 2-eTun-5-meTokcu-
nipnauH 1-okeungy (3,4r, 22,2mmon) y cynbdatHin
kucnoTi (8mn). Cymiw rpinu go 90°C npotdarom 5 ro-
AvH. Cymiw Bunmueanu Ha nig, nignyxysamn 15%
NaOH Ta ekctparyBanu EtOAc. OpraHidHi ekcTpakTu
npomusanu posconom, cywmnu NaxSO4 Ta KOHUEHT-
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pyBanu o xoBToro wmacna. Owuuctka cneww-
KoroHkoBoto xpomaTtorpadieto (0%-50% fana cymiw
HiTpoi3oMepiB SIK XOBTWUI TBepamn matepian (1,58r,
36%)

TBepoun NpoayKT PO3YMHANN B OLTOBIN KUCHOTI
(30mn) Ta 0bpobnsanu auetunbpomigom (18mn). Cy-
Miw rpinv go 80°C npotdarom 5 roguH. Cymiw Bunu-
Banu Ha nig, nignyxysanu rpaHynamm NaOH T1a ekc-
TparyBanu EtOAc. OpraHiuHi wapu cywmnu NaxSO4
Ta KOHLUEHTpyBanu [0 >KOBTOMO TBEPAOro MpOAyKTY.
drnew-konoHkoBa xpomaTtorpadis (0% pgo 80%
EtOAc y rekcaHax) gana 2-6pom-6-eTnn-3-mMeToKcH-
nipnanH 1-okemg (0,32r, 18%). Kpim Toro entoBaHHS
5% MeOH y CHCl; gana 4-6pom-2-eTun-5-meTokcu-
nipuavH 1-okeua (1,311, 74%). A: 'H AMP (400Mry,
CDClIs): 8 1,30 (t, J=7,3I'y, 3H), 2,95 (q, J=7,3I'y, 2H),
3,94 (s, 3H), 6,79 (d, J=8,8I'u, 1H), 7,11 (d, J=8,8Iy,
1H). B: "H AMP (400Mry, CDCls): & 1,29 (t, J=7,3Iw,
3H), 2,86 (q, J=7,3I'y, 2H), 3,90 (s, 3H), 7,36 (s, 1H),
7,98 (s, 1H)

Etan 5: 4-bpom-2-eTun-5-meToken-nipuanH

OCH;
A, B
[/
N

y

-

CHz

Poccop Tpubpomia (5,5vn) gogaBanm OO po3-
YMHY 4-Opom-2-eTnn-5-meTokeu-nipuanH  1-okcmnay
(1,25r, 5,4mmon) y CHxCly (40mn). PeakuiriHy cymi
rpinn go 50°C npotsrom 1 rogmHu. [Micna oxono-
[PKEeHHs1 0 KiIMHaTHOT TemnepaTypu Cymill BUnvMBanu
Ha nig Ta nignyxysanu 15% NaOH Ta ekcTparyBanu
CH2Cl,. OpraHiuHi exkctpaktn cywmnn NaxSOs Ta
KOHUeHTpyBanu o nposoporo macna (1,13r, 97%).
'H AMP (400Mru, CDCla): & 1,28 (t, J=7,6M, 3H),
2,75 (q, J=7,6I'y, 2H), 3,97 (s, 3H), 7,37 (s, 1H), 8,13
(s, 1H)

Etan 6: 6-[2-LUvnknoneHTnn-4-(2-etnn-5-metokcu-
nipuanH-4-in)-2-rigpokcn-6yT-3-nHinl-2,2-gumetun-
[1,3]aiokcunH-4-0H

0
Ag
K Ton,
(o CHy
OCH; _-<OH
ﬁ’J“\\'\' "";’ \CJ‘;
N
L
CH;

Cymiw 4-6pom-2-eTun-5-meTtokeu-nipugmny (1,1r,
5,1mMmon),  6-(2-uUMKnoneHTWn-2-rigpoKcndyT-3-MHin)-
2,2-gumeTtun-4H-1,3-giokcuH-4-oHy (1,22r, 4,6mmorn),
PdCl2(PPhs)2 (0,13r, 4mon%) ta Cul (27mr, 3mon%) y
giisonponinamiHi (6mn) Ta AM® (6mn) rpinv npu 90°C
npotsarom 30 xBunuH. PeakuinHy cyMmill OXonomKyBsa-
N1 0o KiMHaTHOI TemnepaTypy Ta po3nodinanu Mix
HacuyeHum NaHCOsz Tta EtOAc. OpraHiyHui wap
npomusanu HO, posconom, cywmnm NaSO4 Ta KoH-
LeHTpyBanu [0 KopudHeBoro Macna. Pneww-
konoHkoBa xpomaTtorpadis (0% po 60% EtOAc vy
rekcaHax) fJana npoaykT sk »oBTte Macno (1,62,
89%). '"H AMP (400Mru, CDCls): 6 1,26 (t, J=7,6IL,
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3H), 1,60-1,84 (br m, 14H), 2,26 (m, 1H), 2,71 (m,
5H), 3,91 (s, 3H), 5,54 (s, 1H), 7,05 (s, 1H), 8,19 (s,
1H).

Mpuknag A(3): 6-LmknoneHtnn-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(2-etnn-5-meTokeunipnanH-4-in)eTun)-
4-rigpoken-5,6-auriapo-2H-nipaH-2-oH

HiC
P
HO ‘J-\ .0
OCH; | |
o P
[| J i
e (.

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npuyomy 6-umknoneHTUn-6-[2-(2-
eTnn-5-metokeunipuanH-4-in)etun]aurigpo-2H-nipanx-
2,4(3H)-pioH (npuknag A(2)) 3acTocoBaHO 3aMicTb 6-
LMKnoneHTun-6-[2-(5-etun-4-rigpokcu-2-nponokcu-
deHin)-eTnn]-gurigpo-nipaH-2,4-aioHy. 'H  amP
(400Mly, OMCO-ds): 8 0,94 (t, J=7,58Iy, 3H), 1,19-
1,53 (m, 8H), 1,83 (m, 1H), 1,91 (m, 1H), 2,20 (m, 4
H), 2,29-2,37 (m, 6H), 2,43 (q, J=7,58I"u, 2H), 2,59 (d,
J=17,2l"y, 1H), 3,50 (d, J=16,2I'y, 1H), 3,56 (s, 3H),
3,61 (d, J=16,2I'y, 1H), 6,83 (s, 1H), 6,85 (s, 1H),
7,88 (s, 1H), 10,82 (s, 1H). AHani3: po3paxoBaHo Ans
C2sH3sN504:0,5AcOH: C, 65,03; H, 6,96; N, 13,08.
3HanpgeHo: C, 65,15, H, 7,05; N, 12,79.

Mpuknag A(4): 6-UnknoneHtun-6-[2-(2-etnn-5-
MeTOKCUMipuanH-4-in)etun]-4-rigpokcu-3-[(6-
metun[1,2,4]Tpuasono[1,5-alnipumigun-2-in)metnn]-
5,6-gurigpo-2H-nipaH-2-oH

6-Metun-[1,2,4]tpnasono[1,5-a]nipumianH-2-

kapbanbgerig (0,13r, 0,82mMon, 3 eTany 2 Hwxkye)
gopasanu OO PO34uHY B-UMKoneHTwun-6-[2-(2-etun-
5-meTokcunipuamnH-4-in)etun]aurigpo-2H-nipaH-

2,4(3H)-pioHy (0,23r, 0,68mmon, npuknag A(2)) y
MeOH (7mn). PeakuiiiHy cymiw nepemiwlysanu npo-
Tarom 10 xBunuH Ta Tomdi 0Opobnsnu  Gop-
avuMeTnnamiHoBMM komnnekcom (60mr, 0,68mmon).
Yepes 15 roguH peakuiiHy cymiw dinbTpyBanu Ye-
pe3 crneyeHe ckno, npomwuBatoy MeOH. ®inbTpat
KOHLIEHTpyBanu Ao XoBToro macna. OyncTtka npena-
patuBHolo BEPX pgana npopykt sik 6inui nopoluok
(58mr, 17%). 'H AMP (400Mru, AMCO-de): & 1,22 (t,
J=7,6l'y, 3H), 1,42-1,75 (m, 8H), 2,11 (m, 2H), 2,41
(s, 3H), 2,46-2,65 (m, 4H), 2,70 (q, J=7,6l"y, 2H), 2,83
(d, J=17,7T"u, 1H), 3,85 (m, 5H), 7,13 (s, 1H), 8,16(s,
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1H), 8,74 (s, 1H), 8,93 (s, 1H), 11,04 (s, 1H). MC
(IPE): 492,10 (M+H)".

Etan 1: (6-Metnn[1,2,4]Tpmasono[1,5-
anipyMigunH-2-in)MeTaHon

CH;

~
NN

HOE_/'L N,"_ N

e

Oo kawkn  (5-amiHo-1H-[1,2,4]Tpnaszon-3-in)-
meTaHony (16,6r, 87,6mmon) 3 eTtany 6 npuknagy
A(1) B oLTOoBIN KUCNoTI nopasanu 3-
eTokcmmeTakponei (10r, 87,6mmon). Cymiw rpinu go
80°C npotsrom 4 roguH. [Npn OxonomKeHHi peakuii-
HOI CyMiLli MPOAYKT KpucTanidyBaBcsi 3 po3uymHy. 3i-
6paHo Ginuii TRepaui npoaykT (14r, 92%). 'H AMP
(300Ml'y, AMCO-de): 6 2,38 (s, 3H), 4,63 (s, 2H),
5,52 (s, 1H), 8,75 (s, 1H), 9,21 (s, 1H).

Etan 2: 6-Metun([1,2,4]tpnasono[1,5-
a]nipumignH-2-kapbanbaerig,
CH3
=
N

e
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Kawky (6-metun[1,2,4]tpmazono[1,5-a]nipumignH-
2-in)meTtaHony (15,7r, 95,6mMmon) 3 etany 1 Bulle,
TEMPO (112wmr, 7,2mmon), wopbeHson pgiauetar
(33,9r, 105,2mmon) y CH2Cl, (100mn) nepemiliysanm
npu KiMHaTHIN TemnepaTypi npoTarom 2 roguH. lMicna
3aBEpLUEHHST peakuii MeTun-TpeT-OyTunoBuin etep
(50Mn) popgaBanuy NOBINBHO ANS OCaKEHHS1 NPOaYyK-
Ty. KOHUEHTpOoBaHW MaTKOBWUA PO3YUH YyBOOAUNU Y
cunikareneBy KOMOHKy Ta emoBanm 2% Me-
OH/CHCl2, oTpumytoun JogaTkoBy KifbKiCTb anbge-
rifly sk Ginuii TBepamii npoaykT (12r, 80%). 'H SMP
(CDCl3) 8. 2,54 (s, 3H), 8,73 (s, 1H), 8,85 (s, 1H),
10,23 (s, 1H).

Mpuknag A(5): 6-UnknoneHtun-6-[2-(6-etnn-3-
MeTOKCUMipuamH-2-in)etun}aurigpo-2H-nipan-2,4(3H)-
AioH

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(2), npnyomy 2-6pom-6-eTun-3-mMeToKCH-
nipuauH 3 etany 1 HWX4Ye 3acCTOCOBaHO 3aMiCTb 4-
6pom-2-eTun-5-meTokcK-nipuanHy 3 etany 6 LbOro
npuknagy 'H AMP (400Mru, CDCls): & 1,24 (t,
J=7,6l"uy, 3H), 1,41-1,84 (br m, 8H), 2,12 (m, 2H), 2,37
(m, 1H), 2,72 (m, 4H), 2,89 (m, 2H), 3,42 (m, 2H),
3,79 (s, 3H), 6,96 (d, J=8,3I'u, 1H), 7,03 (d, J=8,3I'y,
1H). MC (IPE). 346,10 (M+H)".

Etan 1: 2-bpoM-6-eTun-3-meTokcu-nipuamnH
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“CHg

Poccop Tpubpomig (1,3mn) gogaBanm OO po3-
YMHY 2-Opom-6-eTnn-3-meToKeu-nipuanH  1-okcuay
(0,3r, 1,3mmon, 3 etany 4 npuknagy A(2)) y CHxCl,
(10mn). PeakuiviHy cymiw rpinu go 50°C npotsarom 1
roguHu. Tlicna oxonompkeHHA 00 KiMHaTHOI Temnepa-
Typy Cymil BMNmMBanu Ha nig Ta nignyxysanm 15%
NaOH Ta ekctparysanu CHCl,. OpraHiuHi ekcTpaktu
cywmnn NaSOs Ta KOHUeHTpyBanuM A0 MpOo30poro
macna (0,28r, 99%). 'H AMP (400Mry, CDCls): &
1,27 (t, J=7,6'u, 3H), 2,76 (d, J=7,6I"u, 2H), 3,89 (s,
3H), 7,06 (d, J=8,1"u, 1H), 7,09 (d, J=8,1I"u, 1H).

Mpukng A(6): 6-LnknoneHtun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumiganH-2-
in)metun]-6-[2-(6-eTnn-3-meToKCUNipUANH-2-in)eTnn)-
4-rigpoken-5,6-guriapo-2H-nipaH-2-oH
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npuyomy 6-umknoneHTun-6-[2-(6-
eTun-3-MmeToKkcunipuanH-2-in)etun]aurigpo-2H-nipaH-
2,4(3H)-gioH (npuknag A(5)) 3acTtocoBaHo 3amicTb 6-
LMKNONeHTUN-6-[2-(5-eTun-4-riapokcu-2-nponokcu-
deHin)-eTnn]-gurigpo-nipaH-2,4-aioHy. 'H  amP
(400Mly, OMCO-ds): 8 1,15 (t, J=7,58Iy, 3H), 1,42-
1,75 (m, 8H), 2,11 (s, 1H), 2,22 (s, 1H), 2,34-2,65 (m,
11H), 2,74 (m, 2H), 3,71 (s, 3H), 3,73 (d, J=16,4I"y,
1H), 3,79 (d, J=16,4"u, 1H), 7,02 (s, 1H), 7,04 (d,
J=8,6l'u, 1H), 8,59 (d, J=8,6I"y, 1H), 10,91 (s, 1H).
MC (IPE): 506,10 (M+H)".

Mpuknag A(7): 6-LUunknoneHtnn-6-[2-(5-metokcu-
2-meTunnipugunn-4-in)etun]aurigpo-2H-nipax-2,4(3H)-
AioH

D_:} T 4;0
cH, | Z—r,
5 ,.f-.x><;{,\
= -/
\r
CH;

Q

==

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(2), npudomy 5-meTokcu-2-MeTun-nipuavH
3 etany 1 npuknagy A(2) 3acTocoBaHO 3aMiCTb 2-
eTnn-5-MeToKeK-NipuanHy 3 etany 3 Lboro npuknagay.
'H AMP (400Mru, CDCls): & 1,41-1,84 (br m, 8H),
2,31 (m, 1H), 2,46 (s, 3H), 2,67-2,76 (m, 4H), 3,42 (s,
2H), 3,88 (m, 5H), 6,91 (s, 1H), 8,04 (s, 1H). AHanis:
po3paxoBaHo Ans CigH2sNO4: C, 68,86;H, 7,60; N,
4,23. 3HanpeHo. C, 68,92;H, 7,75; N, 4,26.
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Mpuknapg, A(8): 6-LnknoneHtmn-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcn-6-[2-(5-meToken-2-
MeTunnipuamH-4-in)etmn]-5,6-gurigpo-2H-nipaH-2-oH
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3aronoBHy Cnomyky OTpUMYyBanu aHamnoriyHo
npuknagy A(1), npuyomy 6-umknoneHTnn-6-[2-(5-
METOKCU-2-MeTUNNipnanH-4-in)etunjavrigpo-2H-
nipaH-2,4(3H)-gion (npuknag A(7)) 3actocoBaHo 3a-
MiCTb 6-uuknoneHTun-6-[2-(5-etnn-4-rigpokcu-2-
NPOMNOKCU-GOEHIN)-eTun]-avrigpo-nipaH-2,4-aioHy. 'H
AMP (400MI'y, AMCO-dg): & 1,45-1,78 (m, 8H), 2,11
(s, 1H), 2,19 (s, 1H), 2,41 (s, 3H), 2,48 (m, 4H), 2,56-
2,62 (m, 6H), 2,84 (d, J=17,4Ty, 1H), 3,76 (d,
J=16,0r"y, 1H), 3,82 (s, 3H), 3,88 (d, J=16,0l"u, 1H),
7,10 (s, 1H), 7,12 (s, 1H), 8,11 (s, 1H), 11,15 (s, 1H).
AHanis: pospaxoBaHo Anst Cy7H33Ns04:0,5AcOH: C,
64,47; H, 6,76; N, 13,43 3nangeHo: C, 64,42; H, 6,78;
N, 13,39.

Mpuknag A(9): 6-{2-[2,6-bic(2,2,2-
TpudpnyopeTun)nipuanH-4-inletmn}-6-umknoneHTun-3-
[(5,7-aumeTnn[1,2,4]tpmazono[1,5-a]nipumigunH-2-
in)metun]-4-rigpokcun-5,6-gurigpo-2H-nipax-2-oH
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npudomy 4-6pom-2,6-6ic-(2,2,2-
Tpucbnyop-eTvn)-nipuanH 3 etany 5 Huk4ye 3acToco-
BaHO 3aMiCTb 1-6eH3unokcu-2-etun-4-non-5-
nponokcu-GeHsony 3 eTany 4 Uboro npuknagy. 'H
AMP (400MI'y, AMCO-dg): & 1,19-1,53 (m, 8H), 1,98
(m, 2H), 2,14-2,37 (m, 8H), 2,52 (m, 2H), 2,59 (d,
J=17,4I"y, 1H), 3,50-3,67(m, 6H), 6,86 (s, 1H), 7,20
(s, 2H), 10,79 (s, 1H). MC (IPE): 612,15 (M+H)".

Etan 1: 2,6-bic-(2,2,2-Tpudpnyop-eTvn)-nipuavH

F3c-‘ \T( ﬁ
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TpumeTun(TpucbnyopmeTtun)cmnaH (11,8mn,
75,5Mmon) gogasanu npv nepemiwyBaHHi 40 CyMilli
2,6-6ic(6pommeTum)nipnamnH (8r, 30,2mmon), KF (4,4r,
75,5mmon), Cul (17,3r, 90,6mmon) y AM® (40mn) Ta
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NMP (40mn). PeakuinHy cymiw rpinn go 55°C nig
asoTtom npotarom 15 roguH. Cymilw BunuBanu y Bogy,
nianyxysanu 1H NaOH Ta ekctparysanu EtOAc. Op-
raHivyHi wapw npomusanu poscoriom, cywmnnu NaSOq
Ta KOHUEHTpyBanM QO 4opHoro macna. Pnew-
konoHkoBa xpomatorpadis (0% go 30% EtOAc vy
rekcaHax) Aana npoayKT sik )oBTe macno (4,3r, 54%).
"H AMP (400Mru, CDCls): & 3,61 (q, J=10,6I"w, 4H),
7,32 (d, J=7,6l'y, 2H), 7,71 (d, J=7,6y, 1H).

Etan 2: 2,6-bic-(2,2,2-Tpucpnyop-etun)-nipuauH
1-okeua

F0
3 0*'{5?

CF,

3-XnopnepokcnbeH3omHy KNCNOTY (4,52r,
26,2mmon) pojaBanu  go  po3uuHy  2,6-6ic-(2,2,2-
Tpudbnyop-etun)-nipugnHy  (4,25r, 17,5mmon) y
CHCI3 (70mm). PeakuinHy cymill nepemiwysBanu npu
KiMHaTHIN Temnepatypi npoTarom 4 roguvH Ta ToAi
racvnu HacudeHum NaxSOs. Lapu po3sginsnu Ta Bo-
AHui wap ekctparyBanmum CH2Cl, OpraHivHi  wapm
npomusann 1H NaOH, posconowm, cywmunm Na,SO4 Ta
KOHLIeHTpyBanu o xoBToro macna. OuncTka cneLwu-
KoroHkoBoto xpomaTtorpadieto (0% go 50% EtOAc y
rekcaHax) Aana npoAykT K XXOBTUA TBEpAMIN MaTepi-
an (2,65r, 58%). "H AMP (400MIu, CDCls): & 3,96 (q,
J=10,4l"y, 4H), 7,27 (&, J=8,1Ty, 1H), 7,47 (d,
J=8,1I"u, 2H).

Etan 3: 4-Hitpo-2,6-6ic~(2,2,2-Tpucnyop-etun)-
nipuauH 1-okeng

F3C/-HT%|/ NOZ
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2,6-bic-(2,2,2-tpucbnyop-etun)-nipuanH  1-okcng
(2,65r, 10,22mmon) posunHanmM y HxSO4 (4mn) Ta
oxonogxysanm go 0°C. HNOs (3,2mn) gpopasanu no-
BiflbHO Ta Micrs 3aBepLUeHHs1 OOAaBaHHA peakuinHy
cymiw rpinu go 90°C npotsirom 2 roguH. Cymiw Bu-
nvBanu Ha nig, nignyxysanm 15% NaOH Ta ekcTpa-
rysanu CH.Cl,. OpraHiyHi wapu npomuBanu po3co-
nom, cywunn NaSOs Ta KOHUeHTpyBanu o
yepBOHOro Macna (2,72r, 81%) 'H AMP (400Mru,
CDCls): 6 3,95 (t, J=10,1T"u, 4H), 8,31 (s, 2H).

Etan 4: 4-Bpowm-2,6-6ic-(2,2,2-Tpudpnyop-etun)-
nipuauH 1-okeng

- . -BF
Fal

AueTtnnbpowmig (14mn) gooaBanu OO pO34YUHY 4-
HiTpO-2,6-6ic-(2,2,2-Tpnudpnyop-eTvn)-nipuavH 1-
okenay (2,7r, 8,9mmon) y AcOH (25mn). Peakuiiny
cymiw rpinn go 90°C npotsarom 5 roguH. Peakuiiny
CyMilLl OXOMNomKyBanu [0 KiMHATHOI TemnepaTypu,
BUMMBanNuM Ha nig, nignyxyeanu rpaHynamm NaOH ta
ekctparyBanu EtOAc. OpraHiyHi wapv npomusanu
poscornomM, cywunm NaSOs Ta KOoHUeHTpyBanu Ao
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YepBOHOro Macna. Ounctka cpreL-KoNoHKOBOK XPO-
matorpadieto (0% go 30% EtOAc y rekcaHax) gana
nNpoaykT sk XoBTe Macro (2,18r, 72%). 'H SMP
(400Mrl'u, CDCI3): 8 3,92 (t, J=10,1T"u, 4H), 7,59 (s,
2H).

Etan 5: 4-Bpowm-2,6-6ic-(2,2,2-Tpucpnyop-etun)-
nipuavH

ot o BF
F3C '“ -

N\ P
C

“CFs

Po3unH  4-6pom-2,6-6ic-(2,2,2-Tpudnyop-etun)-
nipnavH 1-okcug (2,1r, 6,2mmon) ta PBrs (1mn) y
CHCl (15mn) nepemiwyBanu npu KiMHaTHIn Temne-
paTypi npotarom 4 roguH. PeakuinHy cymiw Bunuea-
nv Ha nig, nignyxysanu 15% NaOH Ta ekctparyBanu
EtOAc. OpraHiyHi wapu npomuBanu po3cOofioM, Cy-
wunm NazSO4 Ta KOHUEHTpyBanu A0 6nigo-KoBToro
TBepAoro npoaykty (1,77r, 89%). 'H AMP (400Mru,
CDCls): 6 3,59 (t, J=10,4T"u, 4H), 7,51 (s, 2H).

Mpuknag A(10): EwnanTiomep 1 6-{2-[2,6-
Bic(2,2,2-tpudpnyopetun)nipuanH-4-injetun}-6-
uuknoneHTun-3-[(5,7-gumetun[1,2,4]tpunasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-5,6-gurigpo-2H-
nipaH-2-oH
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3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-{2-[2,6-Bic(2,2,2-Tpndnyopetun)nipnanH-4-
inletun}-6-uuknoneHTun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcmn-5,6-aurigpo-2H-nipaH-2-oHy
(65wmr, Mpuknag A(9)), 3actocoBytoun xipaneHy BEPX
(Chiralpak AS-H, 1006ap, 30% MeOH). (27wmr, 1,975
XBUIMUH Yac yTpumanHs, 100% e.H.)

Mpuknag A(11): EwnanTiomMep 2 6-{2-[2,6-
bic(2,2,2-Tpudnyopetun)nipuanH-4-injetun}-6-
uuknoneH™Mn-3-[(5,7-gumetun([1,2,4]tpnasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-5,6-gurigpo-2H-
nipaH-2-oH
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3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-{2-[2,6-6ic(2,2,2-Tpndnyopetmn)nipngnH-4-
inletun}-6-uuknoneHTun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcmn-5,6-aurigpo-2H-nipaH-2-oHy
(65wmr, Mpuknag A(9)), 3actocoBytoun xipaneHy BEPX
(Chiralpak AS-H, 1006ap, 30% MeOH). (29wr, 3,203
XBUIMUH Yac yTpumanHs, 100% e.H.)

Mpwuknag A(12): EHaHTiomep 1 6-LinknoneHTtun-3-
[(5,7-oumeTun([1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(5-etun-4-rigpoken-2,3-gurigpo-1-
6eH3odypaH-7-in)etnn]-4-rigpokcu-5,6-aurigpo-2H-
nipaH-2-oH

CH, Enanbomer 1

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-umknoneHTun-3-[(5,7-aumetnn[1,2,4]rpmnasono[1,5-
a]nipumiguH-2-in)metun]-6-[2-(5-etun-4-rigpokcn-2,3-
avrigpo-1-6eH3odypaH-7-in)eTnn]-4-rigpokcu-5,6-
avrigpo-2H-nipaH-2-oHy (280mr, 3 etany 1 Huxue),
3actocoBytouM XxipanbHy BEPX (Chiralpak AS-H,
1406ap, 40% MeOH). (113mr, 5,140 xBunuH 4ac
yTpuMaHHsi, 100% e.H.)

ETan 1: 6-LnknoneHtun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumiganH-2-
in)metun]-6-[2-(5-etun-4-rigpoken-2,3-gurigpo-1-
6eH3odypaH-7-in)etnn]-4-rigpokcu-5,6-aurigpo-2H-
nipaH-2-oH

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy X(x), npudomy 1-(4-rigpokcn-6eH3odypaH-
5-in)-eTaHoH 3 eTany 1 HWX4Ye 3aCTOCOBaHO 3aMiCTb
1-(4-eTOKCU-2-TiopOKCU-DEHIN)-eTAHOHY 3 eTany 2
uboro npuknagy. 'H SMP (400Mru, AMCO-ds) &:
1,08 (t, J=7,3I'y, 3H), 1,45-1,75 (br m, 8H), 2,01 (m,
1H), 2,15 (m, 1H), 2,39-2,65 (m, 12H), 2,80 (d,
J=17,4'y, 1H), 3,09 (&, J=8,8I'y, 2H), 3,77 (d,
J=15,9"y, 1H), 3,85 (d, J=159Iy, 1H), 4,47 (t
J=11,4l"y, 2H), 6,64 (s, 1H), 7,09 (s, 1H), 8,58 (s, 1H),
10,89 (s, 1H). Amnanis- pospaxoBaHO [Ans
C3oH3sN405:0,4H.0: C, 66,74; H, 6,87; N, 10,38.
3HanpgeHo: C, 66,71; H, 6,65; N, 10,21.

Etan 1: 1-(4-Tgpokcn-6eH3odypaH-5-in)-eTaHoH
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3aronoBHy CrMonyky OTpMMyBanu SIK ONUCaHO Yy
HacTynHoMmy nocunaHHi: TeTpahedron 1995, 51,
4909-4922. "H SAMP (400MIL, CDCl3): & 1,58 (s, 3H),
7,00 (dd, J=2,0, 1,0y, 1H), 7,05 (dd, J=8,8, 1,0y,
1H), 7,57 (d, J=2,0ly, 1H), 7,66 (d, J=8,8I'y, 1H),
13,3 (s, 1H).

Mpwuknag A(13): EHaHTiomep 2 6-LinknoneHTtun-3-
[(5,7-aumeTun([1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(5-etun-4-rigpoken-2,3-gurigpo-1-
6eH30ypaH-7-in)etun]-4-rigpokcu-5,6-gurigpo-2H-
nipaH-2-oH
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3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-umknoneHTun-3-[(5,7-aumetnn[1,2,4]tpnasono[1,5-
a]nipumiguH-2-in)metunl]-6-[2-(5-etun-4-rigpokcn-2,3-
avrigpo-1-6eH3odypaH-7-in)eTnn]-4-rigpokcu-5,6-
avrigpo-2H-nipaH-2-oHy (280mr, 3 eTany 1 npuknagy
A(12)), 3actocosytoum xipaneHy BEPX (Chiralpak AS-
H, 1406ap, 40% MeOH). (106mr, 8,992 xBunuH yac
yTpuMaHHsi, 100% e.H.)

Mpuknapg A(14): 6-LnknoneHtun-3-[(5,7-
anveTnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
in)metun]-6-[2-(5-etunnipnamnn-3-in)eTnn]-4-rigpokcu-
5,6-gurigpo-2H-nipaH-2-oH

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npuyomy 3-6pom-5-eTun-nipugnH 3
etany 1 HWX4Ye 3acTOCOBaHO 3aMiCTb 1-GeH3unokcu-
2-etTun-4-og-5-nponokcu-6eH3on 3 etany 4 UbOro
npuknagy. 'H SIMP (400Mru, AMCO-de) &: 1,14 (t,
J=7,6l'y, 3H), 1,40-1,70 (br m, 8H), 2,14 (m, 2H),
2,44-2,65 (m, 12H), 2,79 (d, J=17,6l'y, 1H), 3,72 (d,
J=16,4I"y, 1H), 3,83 (d, J=16,4T'u, 1H), 7,04 (s, 1H),
7,50 (s, 1H), 8,24 (s, 1H), 8,26 (s 1H), 10,90 (s, 1H).
MC (IPE): 476,10 (M+H)".

Etan 1: 3-bpom-5-etun-nipuaunH
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Cymiw NaOH (10r, 0,25mon), rigpasuH MoHoria-
paty (10mn) Ta 3-auetun-5-6pomnipugunny (5r,
25mmon) cycneHgyBanu y pietunexrnikoni (18mn) i
rpinu go 140°C npotsrom 6 roguH. Cymill OXonogxKy-
Banu 0o KiMHaTHOI TeMnepaTypu Ta po3noginsanu Mix
H>O Ta eTepom. ETepHi ekcTpakTn cywmnu MgSO4 Ta
KOHUeHTpyBanM G0 npo3oporo Macna. ®neww-
KoroHkoBa xpomaTtorpadis (0% go 15% EtOAc vy
rekcaHax) gana npoaykT sik mposope macno (2,9r,
58%). 'H AMP (400Mru, CDCls): & 1,26 (t, J=7,6IL,
3H), 2,65 (d, J=7,6l'y, 2H), 7,67 (t, J=2,0l'u, 1H), 8,37
(d, J=1,8lu, 1H), 8,51 (d, J=2,0l"u, 1H).

Mpuknapg, A(15): 6-LnknoneHtun-3-[(5,7-
anumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(4-eTunnipuaunH-2-in)eTnn]-4-rigpokcu-
5,6-auvrigpo-2H-nipaH-2-oH

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npudomy 2-6pom-4-eTuUn-nipuauH
3acTocoBaHO 3aMicTb 1-6eH3unokcn-2-etun-4-mnop-5-
nponokcu-GeHsony 3 eTany 4 Uboro npuknagy. 'H
AMP (400MI'y, AMCO-dg) &: 0,99 (t, J=7,6Iu, 3H),
1,22-1,53 (br m, 8H), 2,06 (m, 2H), 2,24-2,44 (m,
10H), 2,59 (m, 3H), 3,56 (d, J=16,2I'y, 1H), 3,65 (d,
J=16,2l'y, 1H), 6,87 (s, 1H), 6,90 (d, J=5,0r'u, 1H),
6,97 (s, 1H), 8,16 (d, J=5,0ru, 1H), 10,77 (s, 1H).
AHanis: pospaxoBaHo ansa Ci7H33N503-0,25AcOH: C,
67,32;H, 6,99; N, 14,28. 3HangeHo: C, 67,31;H, 7,02;
N, 13,92.

Mpuknapg, A(16): 6-LiuknoneHTnn-6-[2-(4-
eTunnipmgunH-2-in)etun]-4-rigpokcn-3-[(6-
metun[1,2,4]Tpmasono[1,5-alnipumigun-2-in)metunn]-
5,6-aurigpo-2H-nipaH-2-oH

“CH,

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(4), npuyomy 6-UMknoneHTun-6-[2-(4-
eTun-nipuanH-2-in)-etun]-gurigpo-nipaH-2,4-gioH (3
etany 1 Hwk4e) 3acTtocoBaHO 3aMicTb  6-
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LMKoneHTun-6-[2-(2-etun-5-metokeu-nipnanH-4-in)-
eTun]-gurigpo-nipaH-2,4-aioHy. 'H AMP (400MTIw,
OMCO-ds) &: 1,07 (t, J=7,6l'y, 3H), 1,29-1,59 (br m,
8H), 2,09 (m, 2H), 2,26-2,52 (m, 6H), 2,66 (m, 4H),
3,64 (d, J=16,2l'y, 1H), 3,70 (d, J=15,9I'y, 1H), 6,97
(d, J=5,0ru, 1H), 7,05 (s, 1H), 8,24 (d, J=5,0y, 1H),
8,59 (s, 1H), 8,86 (s, 1H), 10,82 (s, 1H). AHani3: pos-
paxoBaHo Ansa CasHiz1 1s03:0,3AcOH: C, 66,62; H,
6,77; N, 14,60. 3HanpeHo: C, 66,63; H, 6,86; N,
14,24.

Etan 1: 6-LuknoneHTun-6-[2-(4-eTun-nipngnH-2-
in)-eTnn]-gurigpo-nipaH-2,4-0ioH
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(2), npudomy 2-6pom-4-eTuUn-nipuauH
3acTOCOBaHO 3aMiCTb  4-6pom-2-eTun-5-mMeToKcu-
nipuauHy 3 eTany 6 Lboro npuknagy.

'H AMP (400Mru, CDCls): & 1,25 (t, J=7,6I,
3H), 1,41-1,82 (br m, 8H), 2,14 (m, 2H), 2,30 (m, 1H),
2,63 (q, J=7,6I'y, 2H), 2,75 (m, 2H), 2,86 (m, 2H),
3,47 (m, 2H), 7,01 (m, 2H), 8,37 (s, 1H). MC (IPE):
316,10 (M+H)".

Mpuknapg A(17): 6-LuknoneHtun-6-[2-(2,6-
gietnnnipnauH-4-in)etnn]-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-5,6-aurigpo-2H-nipaH-2-oH
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(9), npydomy 2,6-gietun-nipuguH 3 etany
1 Hwk4ye 3acTocoBaHO 3amictb 2,6-6ic-(2,2,2-
Tpucbnyop-eTvn)-nipuavH 3 eTany 2 Uboro npuknagay.
'H AMP (400Mru, AMCO-de) &: 1,16 (t, J=7,6I"w, 6H),
1,40-1,72 (br m, 8H), 2,13 (m, 2H), 2,41-2,67 (m,
14H), 2,78 (d, J=17,1T"'u, 1H), 3,70 (d, J=16,4"4, 1H),
3,83 (d, J=16,4'u, 1H),6,91 (s, 2H), 7,05 (s, 1H),
10,93 (s, 1H). Amnanis: pospaxoBaHO [Ans
C29H37N503-0,3AcOH: C, 67,52; H, 7,37; N, 13,12
3HanpeHo: C, 67,70; H, 7,60; N, 12,91.

Etan 1: 2,6-gieTun-nipuauvH
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Cywmiw NaOH (14,7r, 0,37mon), rigpasvH MOHOTi-
apaty (15mn) Ta  2,6-piauetvnnipuguHy  (6r,
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36,8mmon) cycneHayBanu y gietuneHrnikoni (27mn) i
obepexHo rpinm go 120°C npotarom 16 roguH. Cy-
MilLl OXOMnopKyBanu OO KiMHaTHOI TemnepaTtypu Ta
posnoginsanu mix H,O Ta etepom. ETepHi ekcTpakTu
npommearim 1H NaOH, cywwunnun MgSOs Ta KOHUEHT-
pyBanu o npo3oporo macna. PneLu-KonoHKoBa Xpo-
matorpadis (0% go 15% EtOAc y reKcaHax) fana
nNpoaykT sk nposope macrio (2,9r, 58%). 'H AMP
(400Mru, CDCls): & 1,29 (t, J=7,8u, 3H), 2,80 (d,
J=7,8'uy, 2H), 6,97 (d, J=2,0l"y, 2H), 7,51 (t, J=7,6y,
1H).

2,6-AieTnn-NipuanH TakoX OTPUMaHO TaKUM 4u-
HOM:

Po3unH eTunmartin 6pomigy B €TUNOBOMY €Tepi
[oTpmaHo 3 Mg (16,5r, 0,68mon) Ta eTtunbpomigy
(50mn, 0,68mon) y 500mn eTepy] gogasanu Kpanns-
MU Jo cymiwi 2,6-guxnopnipuguHy (50r, 0,34mon) Ta
NiClx(dppp) (1,0r, 2mon) y 6e3BogHOMY €TUIIOBOMY
etepi (500mn) npn 0°C nig a3otom. lMicna gogaBaHHA
YTBOPEHY CyMill nepeMillyBanu npu 30BHILLHIA TeM-
nepartypi NpoOTAroM Hodi, TOAI rpinv A0 KUMiHHA nig
3BOPOTHUM XONOAWIBHUKOM MPOTAroM MpubnunsHo 3
roovH. CycneHsilo BWNIMBanNuM Ha noApidbHeHun nig
(200r) Ta cymiw Hacuyanm NH4Cl. OpraHiyHwi wap
BigAinAnNn Ta BoAHYy a3y ekcTparyBanuv eTepom
(200mnx3). TMoegHaHi oOpraHiyHi Wapu npomuBanu
BOAO, po3conoM, cywmnu Na,SO4 Ta KOHUEeHTpyBa-
1, oTpuMytoun NpodykT (41,1r, 89%).

Mpuknapg, A(18): 6-LuknoneHtun-6-[2-(2,6-
anmeTunnipuauH-4-in)etun]-3-[(5,7-
anmetun[1,2,4]tpuasono[1,5-a]nipumianH-2-
in)metun]-4-rigpokcun-5,6-gurigpo-2H-nipaH-2-oH

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(9), npuyomy 2,6-nytuamH N-okcua 3a-
CTOCOBaHO 3amicTb 2,6-bic-(2,2,2- Tpmcbnyop eTun)-
nipnauH 1-okcmay 3 etany 3 LUbOro Npuknagy. 'H AmMP
(400Ml'y, AMCO-ds) &: 1,44-1,75 (br m, 8H), 2,19 (m,
2H), 2,42-2,63 (m, 16H), 2,85 (d, J=17,7T'u, 1H), 3,77
(d, J=16,1Tu, 1H), 3,89 (d, J=16,9I'y, 1H), 6,97 (s,
2H), 7,12 (s, 1H), 11,05 (s, 1H). MC (IPE): 476,20
(M+H)"

Mpuknag, A(19): 6-LnknoneHtun-3-[(5,7-
aumetun[1,2,4]Tpmnasono[1,5-a]nipumignH-2-
in)metun]-6-{2-[5-etnn-2-(3-
meTokcunponin)deHinletun}-4-rigpokcu-5,6-gurigpo-
2H-nipaH-2-oH
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npuyomMy Tpucnyop-
MeTaHCyNb(OHOBOI KUCMOTM  5-eTnn-2-(3-MeToKCH-
nponin)-cpeHinoBoro ectepy 3 etany 5 HUX4Ye 3acTo-
COBaHO 3aMiCTb 1-6eH3unokcu-2-etun-4-non-5-
nponokcu-GeHsony 3 eTany 4 Uboro npuknagy. 'H
AMP (400MI'y, AMCO-dg) &: 1,08 (d, J=7,6l'y, 3H),
1,40-1,73 (br m, 10H), 1,99 (s, 1H), 2,18 (m, 1H),
2,33 (s, 3H), 2,40-2,57 (m, 11H), 2,79 (d, J=17,4ly,
1H), 3,16 (s, 3H), 3,17 (d, J=7,6l'y, 2H), 3,70 (d,
J=15,9I"y, 1H), 3,81 (d, J=15,9I"y, 1H), 6,94 (m, 3H),
7,01 (s, 1H), 10,95 (s, 1H). MC (IPE): 546,72 (M+H)".

Etan 1: 4-Etun-2-rinppokcn-6eH3anbaerig (A) Ta
2-Etun-4-rinpokcn-6eHzansaeria (B)
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Tutan(lV) xnopug (100mn, 100mmon, 1M 'y
CHCl2) a noTim AMXNOpMETWUn-MeTUIoBUA  eTep
(7,47mn, 82,5mMmon) gogaBanu 40 OXONOOXKEHOMO A0
0°C posuuHy 3-etundpeHony (6,11r, 50mmon). Peak-
LiHYy cyMmill nepeMiwlyBanu npoTtarom 45 XBUNWH.
Cymiw Bunueanu Ha nig Ta ekcrtparyBamm EtOAc.
OpraHiyHi Wwapn npomMMBanu pO3COMOM, CyLUUMK
Na>SO, Ta KoHUEeHTpyBanM 4o APKO-poOXEBOro Macna.
OuuncTka doneLu-kKonoHKoBo xpomaTorpadieto (0%
8o 10% EtOAc y rekcaHax) gana 4-etun-2-rigpokcu-
6eH3anbgerig (4,9r, 65%) a I'IOTIM 2-eTnn-4-rigpokeu-
GeHsanbaerig (1,32r, 18%). A: 'H AMP (400Mru,
CDCls): 6 1,25 (t, J=7,6I'y, 3H), 2,67 (d, J=7,6I'y, 2H),
6,82 (s, 1H), 6,85 (d, J=8,0y, 1H) 7,46 (1, J=8,0My,
1H), 9,83 (s, 1H), 11,05 (s, 1H). B: "H SAMP (400MIw,
CDCls): 6 1,27 (t, J=7,6I'y, 3H), 3,03 (d, J=7,6I'y, 2H),
6,68 (s, 1H), 6,78 (s, 1H), 6,82 (d, J=8,3I'y, 1H), 7,77
(t, J=8,3I'y, 1H), 10,10 (s, 1H).

Etan 2: 3-(2-beHsunnokcu-4-etun-deHin)-
aKpunoBOI KCMOTU eTUMNOBUI eCcTep
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Kaniv kapboHat (8,84r, 64mmon) a notim 6eH3u-
n6pomig (3,8mn, 32MMon) gogasanu OO PO3YnHY 4-
etun-2-rigpokcu-6eH3anegeria (4,8r, 32mmon) y AM®
(50mn). Cymiw nepemiwysanu npotarom 15 roguH Ta
Todi posnoginanu mixx 1H HCI Ta EtOAc. OpraHiuHun
Wwap npoMuBanu posconom, cywmnn NaxSO4 Ta KoH-
LeHTpYyBanu Ao Kopu4yHeBoro macna. OuucTka donelu-
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KoroHKoBoto xpomaTtorpadieto (0% go 10% EtOAc y
rekcaHax) gana npogykT sik )koBTe macno (6,1r, 84%).

Macno po3unHsnu y TI® (40mn) Ta obpobnsanu
(kapbeTokcumeTuneH)TpudeHindgocdopaHom  (3,5r,
9,99mmon). PeakuinHy cymiw rpinv npn 70°C npots-
rom 5 fi6. PeakuiiHy cymill KOHLEHTpYBanu Ta o4u-
wanu drnew-konoHkoBoto xpomaTorpadieto (0% go
15% EtOAc y rekcaHax), oTpuMytoun NpoaykT (2,93r,
95%). "H AMP (400Mru, CDCls): & 1,21 (t, J=7,6IL,
3H), 1,32 (t, J=7,3I"u, 3H), 2,63 (d, J=7,6l"u, 2H), 4,24
(q, J=7,1'u, 2H), 5,15 (s, 2H), 6,49 (d, J=16,2I'y, 1H),
6,80 (m, 2H), 7,33-7,47 (m, 6H), 8,05 (d, J=16,2I'y,
1H).

Etan 3: 3-(2-beH3unokcu-4-etun-ceHin)-npon-2-
eH-1-on

BN
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PosunH 3-(2-6eH3nnokcn-4-eTun-geHin)-
aKpuroBOi  KMCNoTM  eTunoBoro  ectepy (2,9,

9,3mMmon) B eTepi (7mMn) gogasanu OO OXOMNOMKEHOI
pgo 0°C cycnensii amomorigpugy nitito  (0,89r,
23,4mmon) B eTepi (20mn). PeakuinHy cymiw nepemi-
wysanu npotarom 4 roguH, racunu H.O (3,6mn) Ta
15% NaOH (0,9mn) Ta Togi dinbTpyBanu yepes crne-
YeHe CKIo, MpomMMBaoyM eTepoM. PinbTpaTt KOHLEHT-
pyBanu OO Npo3oporo Macna Ta ouuwanu dreLl-
KoroHkoBoto xpomaTtorpadieto (0% go 30% EtOAc y
rekcaHax), OTpUMytoUM NpoaykT (1,78r, 71%). 'H AMP
(400Mrl'y, CDCls): & 1,22 (t, J=7,64, 3H), 2,62 (q,
J=7,6l'y, 2H), 4,29 (m, 2H), 5,10 (s, 2H), 6,35 (dt,
J=16,2, 7,6l'y, 1H), 6,78 (s, 1H), 6,80 (d, J=7,1y,
1H), 6,95 (d, J=16,2l'y, 1H), 7,32-7,45 (m, 6H).
Etan 4: 5-ETun-2-(3-meTokcu-nponin)-deHon
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Kanin rigpokeng (1,171, 20,9mmon) a notim me-
Tunnoaug (0,5mn, 7,8mmon) goaasanuy oo po3yuHy 3-
(2-6eH3nnokcu-4-etun-deHin)-npon-2-eH-1-ony (1,4r,
5,2mmon) y OMCO (20mn). Cymiw nepemiliyBanm
npotsirom 15 roguH Ta Togi po3noginsanm mixx 1H HCI
Ta EtOAc. OpraHiyHuii Wwap npomuBany po3cosioM,
cywmnn NaxSO4 Ta KOHUEHTpYBanu A0 KOPUYHEBOIO
Macrna. OuncTka hreLl-KonoHKOBOK Xxpomatorpadi-
eto (0% po 30% EtOAc y rekcaHax) gana nposope
macro (1,0r, 68%).

Macno po3uuHsanu y EtOH (10mn) Ta obpobnsanu
Pd(OH). (0,25r, 20mac.%, tmn Degussa). Cymiw ne-
pemiwyBanu nig BogHeM NpoTAroMm 6 roguH. Peakuin-
Hy cyMmiw dinbTpyBanu 4vepes wap OpoyHMinepuTy,
npommBatoum EtOAc. ®dinbTpaT KOHUEHTpyBanu Ta
ouvwany  drew-KornoHKoBOK  Xpomarorpadieto,
oTpuMytoum npoaykT (0,48r, 65%). 'H AMP (400Mru,
CDCls): 6 1,22 (t, J=7,6l'y, 3H), 1,87 (m, 2H), 2,58 (d,
J=7,6luy, 2H), 2,69 (d, J=6,6I"y, 2H), 3,37 (t, J=5,8y,
2H), 3,41 (s, 3H), 6,70 (d, J=9,1'u, 1H), 6,73 (s, 1H),
6,98 (m, 2H).

ETan 5: Tpudnyop-meTaHCynb(OHOBOI KUCMOTU
5-eTun-2-(3-metokcun-nponin)-cpeHinosun ectep
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TpudpnyopmeTtaHcynbpoHoBUI aHrigpvg
(0,47mn, 2,8mmon) a notim Tpuetunamid (0,42mn,
3mmon) pogaesanu go oxonomkeHoro Ao 0°C po3ynHy
5-eTun-2-(3-metokcun-nponin)-eHony (0,45r,
2,3mMmon). PeakuiiHy cymill nepemillyBany npoTsarom
1 roanHW Ta ToAi HarpiBanu 4o KiMHaTHOI Temnepary-
pu. PeakuinHy cymiw posnoginsnu mix 1H HCI Ta
EtOAc. OpraHiyHi ekcTpakTu npomMuBanu po3COSioMm,
cywmnn NaSOs Ta KOHLEHTPYBanu 4o YOpHOro mac-
na. 'H AMP (400Mru, CDCl3): & 1,24 (t, J=7,6I,
3H), 1,89 (m, 2H), 2,65 (d, J=7,6l'y, 2H), 2,75 (4,
J=7,6l"u, 2H), 3,35 (s, 3H), 3,40 (t, J=7,6l'u, 2H), 7,07
(s, 1H), 7,14 (d, J=8,0y, 1H), 7,23 (d, J=8,0I"4, 1H).

Mpuknag, A(20): 6-LnknoneHtun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-{2-[3-etnn-4-(3-
meTokcunponin)deHinletun}-4-rigpokcu-5,6-gurigpo-
2H-nipaH-2-oH
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3aronoBHy Cnomyky OTpUMYyBanu aHamnoriyHo
npuknagy  A(19), npudomy  2-eTun-4-rigpokcu-
6eHs3anberin 3 etany 1 npuknagy A(19) 3actocoBa-
HO 3aMmicTb 4-eTun-2-rigpokcu-6eH3anbaerigy 3 erany
2 uporo npuknagy. 'H AMP (400MIy, AMCO-ds) &
0,97 (t, J=7,6I"u, 3H), 1,28-1,60 (br m, 10H), 1,98 (m,
2H), 2,31-2,45 (m, 14H), 2,66 (d, J=17,7Tu, 1H), 3,14
(s, 3H), 3,23 (t, J=7,6I'uy, 2H), 3,58 (d, J=16,9I'u, 1H),
3,71 (d, J=16,9I'y, 1H), 6,88 (m, 4H), 10,98 (s, 1H).
MC (IPE): 547,20 (M+H)".

Mpuknag A(21): (6R)-6-umknoneHTun-6-[2-(5-
etun-2,4-gurigpokcndpenin)etnn]-4-rigpokcun-3-[(6-
metun[1,2,4]Tpmasono[1,5-alnipumigun-2-in)metunn]-
5,6-aurigpo-2H-nipaH-2-oH

Bop Tpnbpomig (0,82mn, 1M y CH2Cl2) gogasanu
Jo oxonomxeHoro -78°C  6-umknoneHTwun-6-[2-(5-
€TUN-4-TiAPOKCU-2-MeTOKCU-EHIN)-eTun]-4-rigpokcu-
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3-(6-metun-[1,2,4]tpnasono(1,5-a]nipumignH-2-
inmeTtun)-5,6-gurigpo-nipaxH-2-oxH (70mr, 0,14mmon, 3
erany 3 Hwk4e) y CH2Cly (5mn). PeakuiviHy cymil
nepemiwysanu npotarom 15 roguH 1H HCI gogasanu
Ta peakuinHy cymiw nepemiwysann npotarom 10
xBunuH. Cymiw ekctparyBanm 10% MeOH y EtOAc
OpraHiyHi Wwapn nNpomMMBanu pOo3COMOM, CyLUUMK
Na>SO4 Ta KOHUEHTpyBanu 40 KOPUYHEBOIO TBEPAOro
sanuwky. Ounctka npenapatveHoo BEPX pana ko-
PUYHEBUI TBEPAVI MPOAyKT (27Mmr, 40%). 'H SMP
(400Mly, AMCO-dg) 6: 1,04 (t, J=7,3'y, 3H), 1,40-
1,75 (br m, 8H), 1,98 (m, 2H), 2,37-2,45 (m, 8H), 2,57
(d, J=17,4T'u, 1H), 2,74 (d, J=17,4I'y, 1H), 3,78 (d,
J=16,1I"y, 1H), 3,79 (d, J=16,1'u, 1H), 6,33 (s, 1H),
6,68 (s, 1H), 8,69 (s, 1H), 8,84 (m, 3H), 10,90 (s, 1H)
MC (IPE): 492,55 (M+H)".

Etan 1: OurtoBoi kucnotm 4-6pom-2-etun-5-
METOKCU-CHEHINOBUIN ecTep
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
etany 4 npuknagy A(22), npudomy MeTunnogug 3a-
CTOCOBaHO 3aMiCTb eTunoguay 3 etany 1 uporo npu-
knagy. 'H AMP (400Mru, CDCla): & 1,16 (t, J=7,4Iw,
3H), 2,32 (s, 3H), 2,45 (q, J=7,4T"u, 2H), 3,85 (s, 3H),
6,59 (s, 1H), 7,42 (s, 1H).

Etan 2: 6-UnknoneHtun-6-[2-(5-eTnn-4-rigpokcu-
2-meToKkcu-doeHin)-eTun]-auriapo-nipaH-2,4-0ioH
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3aronoBHy cCnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(2), npy4oMy OuTOBOI KMCNOTU 4-Opom-2-
eTUN-5-MeToKCU-(EHINoBUA ecTep 3acTOCOBaHO 3a-
MiCTb 4-6pom-2-eTun-5-meTokcn-nipuavHy 3 etany 6
uboro npuknagy. 'H AMP (400Mry, CDCls): 6 1,20 (t,
J=7,4T'u, 3H), 1,41-1,86 (m, 9H), 1,94 (m, 1H), 2,34
(m, 1H), 2,52 (m, 3H), 2,62 (m, 1H), 2,73 (d,
J=16,4I"y, 1H), 2,78 (d, J=16,4T'u, 1H), 3,41 (s, 2H),
3,75 (s, 3H), 4,58 (s, 1H), 6,35 (s, 1H), 6,80 (s, 1H).

Etan 3: 6-UuknoneHtun-6-[2-(5-eTnn-4-rigpokcu-
2-meTtokcu-eHin)-etun]-4-rigpokcu-3-(6-metun-
[1,2,4]Tpnaszono[1,5-a]nipumignH-2-inmeTun)-5,6-
aurigpo-nipaH-2-oH
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PauemivHun 6-umnknoneHTUn-6-[2-(5-etun-4-
rifpoKcK-2-MeToKCn-beHin)-etun]-4-rigpokcu-3-(6-
meTun-[1,2,4]tpnasono[1,5-alnipumignH-2-inmeTnn)-
5,6-gurigpo-nipaH-2-oH oTpUMyBanu aHarnoriyHo npu-
knagy A(4), npudomy 6-umknoneHTun-6-[2-(5-etun-4-
riIPOKCU-2-MeTOKCU-DEHIN )-eTun]-aurigpo-nipanH-2,4-
OioH 3 eTany 2 BuWe 3acTocoBaHO 3aMiCTb 6-
LMKoneHTun-6-[2-(2-etun-5-metokeunipnanH-4-
in)etTun]aurigpo-2H-nipan-2,4(3H)-gioHy.

3aronoBHy cronyky Bigginsanu Big pauemiyHoro
6-LmKnoneHTUN-6-[2-(5-eTun-4-rigpoKcun-2-meTokcu-
deHin)-eTun]-4-rigpokcmn-3-(6-metnn-
[1,2,4]Tpnasono[1,5-a]nipumignH-2-inmeTun)-5,6-
aurigpo-nipaH-2-oHy, 3acTtocoBytoun xipanbHy BEPX
(Chiralpak AS-H, 1406ap, 40% MeOH). (5,65 xBunuH
yac yTpumaHHs). 'H SMP (400Mry, OMCO-dg) &
1,10 (t, J=7,6l'y, 3H), 1,44-1,76 (br m, 8H), 2,04 (m,
2H), 2,41-2,62 (m, 9H), 2,81 (d, J=17,4'u, 1H), 3,69
(s, 3H), 3,79 (d, J=16,2l'y, 1H), 3,85 (d, J=16,2I'y,
1H), 6,44 (s, 1H), 6,82 (s, 1H), 8,74 (s, 1H), 8,88 (s,
1H), 9,10 (s, 1H), 10,95 (s, 1H).

Mpuknag, A(22): 6-LinknoneHtun-3-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumianH-2-
in)metun]-6-[2-(2-eTokcu-5-eTnn-4-
rigpokcudeHin)etunn]-4-rigpokcn-5,6-aurigpo-2H-
nipaH-2-oH
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3aronoBHy cnomyky OTpPUMYBanu aHamnoriyHo
npuknagy A(1), npyyomy ouTOBOI KMCNOTU 4-6pom-5-
€eToKCU-2-eTun-peHinoBnn ectep 3 etany 4 Hwux4e
3acTocoBaHO 3aMicTb 1-6eH3unokcu-2-etun-4-mnop-5-
npornokcu-GeHsony 3 etany 4 uporo mpuknagy. 'H
AMP (400MI'y, AMCO-dg) &: 0,80 (t, J=7,3u, 3H),
1,03 (t, J=6,8I'y, 3H), 1,24-1,52 (br m, 8H), 1,70 (m,
1H), 1,85 (m, 1H), 2,12-2,32 (m, 11H), 2,37 (d,
J=17,4'y, 1H), 2,55 (d, J=17,4T"u, 1H), 3,51 (d,
J=16,2l'y, 1H), 3,61 (m, 3H), 6,13 (s, 1H), 6,51 (s,
1H), 6,83 (s, 1H), 8,76 (s, 1H), 10,61 (s, 1H). MC
(IPE): 536,20 (M+H)".

Etan 1: 1-(4-ETokcu-2-rigpokcu-ceHin)-eTaHoH
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Kaniv kapbonat (13,6r, 99mMmon) a noTim eTun-
noana (2,4mn, 29,6mmon) AgopasBanu OO PO3YMHY
2'4'-purigpokciaueTtodeHoHy (5r, 33mmon) y OAM®
(50mn). Cymiw nepemiwysanu npoTaroMm 4 roguH Ta
Togi posnoginanm mik HO Ta EtOAc. OpraHivyHui
wap npomuBanu HacuyeHnm NaHCOs, poscornom,
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cywmnn NaSOs Ta KOHUeHTpyBanu A0 MpOo30poro
macna. O4mcTka KONOHKOBOI xpomaTtorpadieto Aana
nNpoaykT sk GinuiA TBepauiA npoaykT (3,71, 63%). 'H
AMP (400Mly, CDCls): 6 1,43 (t, J=6,8I'y, 3H), 2,55
(s, 3H), 4,07 (d, J=7,1Tu, 2H), 6,40 (s, 1H), 6,43 (d,
J=8,8l'u, 1H), 7,62 (d, J=8,8I'u, 1H), 12,74 (s, 1H).
Etan 2: 5-ETokcu-2-etun-ceHon
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1-(4-ETOKCK-2-TiApOKCU-GDEHIN)-ETAaHOH PO34UHS-
nn'y MeOH (40mn), o6pobnsann 10mac.% Pd/C (1,4r,
Tun Degussa) Ta nepemilwyBanu nia BOOHEM MpoOTS-
rom 24 roguH. PeakuinHy cymiw inbTpyBanu vyepes
wap 6poyHMineputy, npommeatoun EtOAc. dinbTpar
KOHLEHTpyBanv, OTPUMYIOUYM NPOAYKT $IK  Macro
(3,12r, 97%). 'H AMP (400Mry, CDCls): & 1,21 (t,
J=7,6luy, 3H), 1,39 (t, J=7,1T'u, 3H), 2,56 (d, J=7,6y,
2H), 3,98 (d, J=7,1T'u, 2H), 4,79 (s, 1H), 6,37 (d,
J=2,5I'y, 1H), 6,44 (dd, J=8,3, 2,5y, 1H), 7,01 (d,
J=8,3ly, 1H).

Etan 3: 4-bpom-5-eToKkcu-2-eTun-ceHon
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Po3unH TeTpabytunamoHnii  Tpubpomigy (9,9r,
20,5mmon) y CHCI3 (60mn) gogasanv npu nepemi-
LWyBaHHI 40 po3ynHy 5-eTokcu-2-eTun-deHony (3,1r,
18,6mmon) y CHCI3 (90mn). PeakuiiHy cymiw nepe-
miwysanu npotarom 30 xBunuH Ta Todi racunm 5%
po34MHOM HaTpii Tiocynbdpaty (30mn). [OBodaszHy
cyMiw nepemiwysanu npotarom 30 XBUNWH Ta ToAi
wapu po3ginsanu. OpraHiyHuiA wap npomuBanu 1H
HCI, posconowm, cywmmm NaySO4 Ta KOHUEHTpyBanu
[0 4YepBoHOro macna. Ounctka dhreL-KonoHKOBOO
xpomaTtorpadieto (0%-15% EtOAc y rekcaHax) gana
npoaykT sik Macno (2,6r, 58%). 'H AMP (400Mru,
CDCls): 6 1,20 (t, J=7,6I'u, 3H), 1,44 (t, J=7,1T'u, 3H),
2,53 (q, J=7,6l'u, 2H), 4,03 (q, J=7,1Tu, 2H), 4,85 (s,
1 H),6,41(s,1H), 7,25 (s, 1H).

Etan 4: OurtoBoi kucnotn 4-6pom-5-eTokcun-2-
eTnn-geHinoBun ectep
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Auetnnxnopug (0,91mn, 12,8mMmon) a noTiM Tpu-
etnnamid (1,8mn, 12,8Mmon) gogasanu npu nepemi-
WyBaHHi o  po34uHy  4-6pom-5-eTokCu-2-eTnn-
deHony (2,6r, 10,7mmon) y CHCl, (20mn). Peakuin-
HY CyMiLL MepemilyBanu npoTaroM 45 xsunuH Ta Togj
posnoginsanu mixk 1H HCI ta EtOAc. OpraHiynnii wap
npomuBanu HacnyeHnm NaHCOs, po3conom cywwmnm
Na;SO, Ta koHueHTpyBarmu. Ounctka donew-
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KoroHkoBoto xpomaTtorpadieto (0% go 20% EtOAc y
rekcaHax) gana npoaykT sk npo3ope macno (1,64r,
53%). 'H AAMP (400MIu, CDCls): & 1,16 (t, J=7,6w,
3H), 1,45 (t, J=7,1T'u, 3H), 2,31 (s, 3H), 2,45 (q,
J=7,6l'uy, 2H), 4,05 (q, J=7,1'y, 2H), 6,58 (8,1H), 7,41
(s, 1H).

Mpuknapg, A(23): 6-LnknoneHtun-3-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumianH-2-
in)metun]-4-rigpokcn-6-{2-[4-meTokcn-3-
(Tpudbnyopmetun)deHinletvn}-5,6-gurigpo-2H-nipaH-
2-0H

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npvknagy A(1), npuyomy 4-6pom-2-
(TpucbnyopmeTun)aHizon 3actocoBaHo 3amicTb  1-
6eH3nnokeu-2-etun-4-nog-6-nponokcun-6eHsony 3
etany 4 uboro npuknagy. 'H AMP (400Mru, AMCO-
ds) 6: 1,19-1,51 (br m, 8H), 1,93 (m, 2H), 2,21-2,46
(m, 10H), 2,60 (d, J=17,4I'y, 1H), 3,53 (d, J=16,2I"L,
1H), 3,64 (d, J=16,2I'y, 1H), 3,67 (s, 3H), 6,87 (s,
1H), 7,00 (d, J=8,6l'y, 1H), 7,22 (d, J=2,0lu, 1H),
7,40 (d, J=17,4Ty, 1H), 10,76 (s, 1H). MC (IPE):
545,10 (M+H)".

Mpuknapg A(24): 6-LnknoneHtun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(5-etnn-2,4-gumetokcudpeHin)etnn]-4-
riapokcu-5,6-aurinpo-2H-nipaH-2-oH
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3aronoBHy crnomnyky OTpMMyBanu aHarnoriyHo
npuknagy  A(1), npuwyomy  1-6pom-5-eTun-2,4-
OnMeTokcu-0eH3on 3 etany 1 HWk4e 3acTOCOBaHO
3aMicTb 1-6eH3unokcu-2-etun-4-noa-5-n POI‘IOKCVI-
G6eH3ony 3 etany 4 uporo npuknagy. H AMP
(400MI'u, OMCO-dg) &: 0,82 (d, J=7,6I'4, 3H), 1,22-
1,52 (br m, 8H), 1,72 (m, 1H), 1,88 (m, 1H), 2,20-2,40
(m, 12H), 2,56 (d, J=17,9I"'y, 1H), 3,43 (s, 3H), 3,52
(d, J=18,1'u, 1H), 3,58 (s, 3H), 3,61 (d, J=18,1Ty,
1H), 6,32 (s, 1H), 6,63 (s, 1H), 6,84 (s, 1H), 10,70 (s,
1H). MC (IPE): 535,20 (M+H)".

Etan 1: 1-bpom-5-eTun-2,4-guMeToKcu-6€H30n
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Po3unH TeTpabytunamoHnii Tpubpowmigy (15,4r,
31,8mmon) y CHCI3 (100mn) gogasanu npu nepemi-
WyBaHHi [0 pO34YuHy 4-eTun-pesopuunHony (4r,
29mmon) y CHCI3z (50mn). PeakuiiiHy cymiw nepemi-
LIyBanu NpoTSAroM 2 roauH Ta Toai racunmm 5% posuu-
HOM HaTpii Tiocynbdaty (30mn). OBodasHy cymi
nepewmiwysanu npotarom 30 XBUMWMH Ta TOAi LUapK
po3ginanu. OpraHiyHnii wap npomuBanu 1H HCI,
poscornomM, cywunm NaSOs Ta KOoHUeHTpyBanu Ao
)KOBTOro mMacna.

Macno posunHanu y AM® (60mn) Ta obpobnsinu
KoCOsz (12,71, 92mmorn), a noTtim MeTUNNoaMaom
(2,9vn, 46mmon). Cymiw nepemiwysany npotarom 15
roovH Ta ToAi posnoginanu mix Bogow Ta EtOAc.
OpraHiyHi wapu npommsanu 1H HCI, posconom, cy-
wunu  NaxSOs Ta KOHUeHTpyBanM [0 TeMHo-
YepBOHOro macna. Ounctka chreL-KonoHKOBOK XPO-
matorpadieto (0% go 10% EtOAc y rekcaHax) gana
NpoaykT sk %oBTe Macro (2,8r, 39%). 'H SMP
(400Mru, CDCl3): & 1,15 (t, J=7,6I'u, 3H), 2,54 (q,
J=7,6luy, 2H), 3,83 (s, 3H), 3,89 (s, 3H), 6,46 (s, 1H),
7,26 (s, 1H).

Mpuknag A(25): N-[4-(2-{2-UuknoneHTtnn-5-(5,7-
anmeTtun[1,2,4]tpnasono[1,5-a]nipumianH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)-2-conyopbeHannjaueTtamis
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3aronoBHy Cnomyky OTpPUMYBanu aHamnoriyHo
npvknagy A1), npuyomMy 4-6pom-2-
(TpucbnyopmeTun)aHizon 3actocoBaHo 3amicTb  1-
6eH3nnokeu-2-etun-4-nog-6-nponokcun-6eHsony 3
etany 4 uboro npuknagy. 'H AMP (400Mru, AMCO-
ds) &: 1,38-1,69 (br m, 8H), 1,86 (s, 3H), 2,12 (m, 2H),
2,39-2,63 (m, 10H), 2,77 (d, J=17,2I'y, 1H), 3,71 (d,
J=16,2y, 1H), 3,83 (d, J=16,2I'u, 1H), 4,23 (d,
J=5,8l'y, 2H), 7,04 (m, 3H), 7,21 (t, J=7,8I'y, 1H),
8,29 (t, J=5,8'u, 1H), 10,99 (s, 1H). MC (IPE): 536,20
(M+H)".

Etan 1: N-(4-bpowm-2-coriyop-6eH3un)-avetamig
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Auetunxnopug (0,7mn, 9,9Mmon) a notim Tpu-
eTnnamid (2,8mn, 19,9vmon) goaaBanu OO Cycnersii
4-6pom-2-chnyopbeHaunamiH - rigpoxnopuay (2,
8,3mmon) y guxnopmetaHi (20mn). Cymiw nepemiluy-

88909

122

Banu npotarom 90 XBUNWH Ta TOAI PO3NOAINANN MK
1H HCI Ta EtOAc. OpraHiyHi Wwapu npoMuBanu pos-
conom, cywmnnm NaxSO4 Ta koHueHTpyBanu. OuncTka
dneLu-konoHKoBo xpomatorpadieto (0% fo 60%
EtOAc y rekcaHax) gana npogykT sik mpo3ope Macrno
(1,5r, 74%). MC (IPE): 246,10, 248,10 (M+H)".
Mpuknag A(26): 6-LnknoneHtnn-6-[2-(2-eTokcu-
5-etun-4-rigpokcudpenin)etun]-4-rigpokcu-3-[(6-
metun[1,2,4]Tpmasono[1,5-alnipumigun-2-in)metunn]-
5,6-gurigpo-2H-nipaH-2-oH

"CH,

3aronoBHy cCnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(4), npuyomy 6-UmknoneHTun-6-[2-(2-
eToKcu-5-eTun-4-rigpokcu-ceHin)-etun]-gurigpo-
nipaH-2,4-gioH 3 etany 1 HWx4ye 3acTocoBaHO A0 3a-
MiCTb 6-uuknoneHTMN-6-[2-(2-etnn-5-meTokcu-
nipuanH-4-in)-etnn]-gurigpo-nipaH-2,4-nioHy. 'H AMP
(400Ml'y, AMCO-de) 8: 1,08 (t, J=7,3'u, 3H), 1,32 (4,
J=6,8Iu, 3H), 1,46-1,77 (br m, 8H), 2,03 (m, 2H), 2,40
(s, 3H), 2,44-2,56 (m, 6H), 2,80 (d, J=17,2l'y, 1H),
3,78 (d, J=15,7T'u, 1H), 3,83 (d, J=15,7T'u, 1H), 3,91
(q, J=7,1T"y, 2H), 6,42 (s, 1H), 6,80 (s, 1H), 8,73 (s,
1H), 8,90 (s, 1H), 9,04 (s, 1H), 10,98 (s, 1H). AHanis:
po3paxoBaHo Ansa CagH3sN405-0,25H,0: C, 66,33;H,
7,01; N, 10,67. 3HangeHo: C, 66,57;H, 7,07; N, 10,28.

Etan 1: 6-UuknoneHtun-6-[2-(2-etokcun-5-etnn-4-
riipoKcn-goeHin)-eTun]-amrigpo-nipaH-2,4-aioH

3aronoBHy cCnomyky OTpUMYBanu aHamnoriyHo
erany 5 npuknagy A(1), npuyomy OLTOBOI KMCNOTU 4-
6pom-5-eTokcu-2-eTun-peHinoBuin ectep 3 erany 4
npuknagy A(22) 3actocoBaHO 3amicTb 1-OeH3unokcu-
2-etTun-4-og-5-nponokcu-6eH3ony 3 etany 4 npu-
knagy A(1). 'H AMP (400Mry, CDCls): & 1,19 (t,
J=7,6ly, 3H), 1,38 (t, J=6,8Iu, 3H), 1,62-1,85 (br m,
9H), 1,98 (m, 1H), 2,33 (m, 1H), 2,51 (m, 3H), 2,62
(m, 1H), 2,73 (d, J=16,2l'u, 1H), 2,78 (d, J=16,2Iy,
1H), 3,42 (m, 2H), 3,95 (q, J=7,1T"u, 2H), 4,98 (brs,
1H), 6,33 (s, 1H), 6,79 (s, 1H).

Mpuknapg, A(27): 6-LnknoneHtun-3-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(5-eTokcn-2-eTnnnipnamnH-4-in)etnn]-4-
rigpokcun-5,6-gurinpo-2H-nipaH-2-oH



3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npuyomy 6-umknoneHTnn-6-[2-(5-
€TOKCU-2-eTUN-NipuanH-4-in)-eTun]-aurigpo-nipax-
2,4-pioH 3 eTtany 1 HwX4ye 3acTOCOBAHO 3aMiCTb 6-
LMKNONeHTUN-6-[2-(5-eTnn-4-riapokcu-2-nponokcu-
deHin)-etTnn]-gurigpo-nipaH-2,4-aioHy. 'H  amP
(400Ml'y, AMCO-dg) 8: 1,19 (t, J=7,6l'u, 3H), 1,31 (i,
J=6,8Iu, 3H), 1,40-1,78 (br m, 8H), 2,03-217 (m, 2H),
2,48-2,72 (m, 12H), 2,85 (d, J=17,4I'y, 1H), 3,76 (d,
J=16,4I"y, 1H), 3,87 (d, J=16,2I'y, 1H), 4,08 (m, 2H),
7,09 (m, 2H), 8,13 (s, 1H), 10,96 (s, 1H) MC (IPE):
520,20 (M+H)".

Etan 1: 6-LwuknoneHtnn-6-[2-(5-eTokcu-2-eTun-
nipnavH-4-in)-etnn]-gurigpo-nipaH-2,4-0ioH
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(2), npuyomy eTuUnmogug 3acToCOBaHO
3aMicTb MeTunnoamay 3 etany 1 UbOro npuknagy. 'H
AMP (400Mly, CDCls): 6 1,26 (t, J=7,6I"y, 3H), 1,43
(t, J=6,8I"y, 3H), 1,50-2,05 (br m, 9H), 2,34 (m, 2H),
2,62-2,77 (m, 6H), 3,44 (m, 2H), 4,11 (q, J=6,8y,
2H), 6,90 (s, 1H), 8,08 (s, 1H).

Mpuknag A(28): 6-LnknoneHtun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcn-6-{2-[4-rigpokcmn-3-
(Tpudnyopmetun)deHinletun}-5,6-gurigpo-2H-nipaH-
2-0H

3aronoBHy cCnomyky OTpUMYBanu aHamnoriyHo
npvknagy A(22), npuyomy 2-
rigpokcmbeH3oTpudnyopma 3actocoBaHO 3aMiCTb 5-
eToKen-2-eTnn-gpeHony 3 etany 3 Lupboro nNpuknagy. 'H
AMP (400MI'u, OMCO-dg) 6: 1,39-1,71 (brm, 8H),
2,09 (m, 2H), 2,39-2,60 (m, 10H), 2,77 (d, J=17,7Ty,
1H), 3,71 (d, J=16,2l'y, 1H), 3,83 (d, J=16,2"u, 1H),
6,96 (d, J=8,6I'y, 1H), 7,06 (s, 1H), 7,29 (s, 1H), 7,38
(d, J=9,8'uy, 1H), 10,29 (s, 1H), 10,95 (s, 1H). AHanis:
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po3paxoBaHo Ans CozH29N404F3-1,0AcOH: C, 58,87;
H, 5,63; N, 9,49. 3HangeHo: C, 59,13; H, 5,89; N,
9,44.

Mpuknag A(29): N-{1-{4-(2-{2-uuknoneHTun-5-
[(5,7-oumeTun([1,2,4]tpnasono[1,5-a]nipyuMignH-2-
in)metun]-4-rigpokcn-6-okco-3,6-gurigpo-2H-nipaH-2-
in}etun)-2-conyopdeHin]-1-
MeTUneTUnMeTaHcynboHamig
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3aronoBHy cCnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npuyomy N-[1-(4-6Gpom-2-chriyop-
deHin)-1-meTun-eTun]-meTaHcynboHamig 3 etany 2
HWX4Ye 3aCTOCOBaHO 3aMicTb 1-6eH3nnokcun-2-etun-4-
noa-5-nponokcu-6eH3ony y TOMy X Mpuknagi. 'H
AMP (300MIu, CDClz): & maH" 1,31-1,41 (m, 1H),
1,54 (s, 3H), 1,55-1,70 (m, 5H), 1,73 (s, 6H), 1,98 (dd,
J=9,98, 7,16l'u, 2H), 2,29-2,39 (m, 1H), 2,55-2,69 (m,
9H), 2,73-2,81 (m, 4H), 4,05 (s, 2H), 5,03 (s, 1H),
6,84 (t, J=6,69I'y, 2H), 6,90 (d, J=8,10l"u, 1H), 7,25
(d, J=16,77Tw, 1H). MC (IPE): 600 (M+H)".

Etan 1: 1-(4-bpom-2-cpnyop-cheHin)-1-metun-
eTnnamiH

F. Br

HyN
HaC CHx

CeCl3-7H.O  (29,7r, 80mmon) pgerigpaTyBanu
npoTaroMm 2 roguH nig Bakyymom npu 150°C. [Micns
oxonogxeHHs go 0°C, Tr® (6e3sogHun, 640mn) go-
AaBanu npu Ta CycneHsito nepemiyBany NpoTArom 2
roAvMH Mpu KiMHaTHIn TemnepaTypi. CycneHsito oxo-
noaxyeanu go -78°C ta gpogasanu Meli (1,6M y gie-
Tunosomy etepi, 50mn). Cymiw nepemiwysann 30
XBUNWH, ToAi goaasanu 4-6pom-2-gnyop6eH3oHiTpun
(4r, 20mmon) Ta nepemiwyBanu nNpu Lin TeMnepaTypi
npotarom 5 roguH. Temnepatypy nigsuilyBanu OO
0°C, koHueHTpoBaHun NH4sOH (50mn) gogasanu no-
BifIlbHO Ta CyCNeH3ito ginbTpyBanu Yepe3 OpoyHMine-
puT. BogHuin wap nigkncnosanu 1H HCI (BogH.) Ta
npomuBanu etunauetatom. BogHun wap nianyxysa-
nm 3H NaOH (BogH.) Ta ekcTparyBanu guxropmeta-
HoM. CuHTe3 Ta 06pobKy noBToptoBanu Ta napTii no-
eagHysann, cywunn (NaxSOa4), oinbTpyBanu Ta
KOHLeHTpYyBanu nig BaKyyMOM, OTPUMYHO4M 6e3b6ape-
He macno (1,25r, 14%). H AMP (300MI'y, CDCls3): &
miH" 1,51 (s, 6H), 1,66 (s, 2H), 7,17-7,24 (m, 2H),
7,30-7,37 (m, 1H).

Etan 2: N-[1 -(4-Bpom-2-cpnyop-cheHin)-1-meTun-
eTun]-mMmeTaHcynboHaMig,

- F. Br
"N
0 HcCHa
Jo 1-(4-6pom-2-donyop-deHin)-1-meTnn-

etunamidy (1,2r, 5,4mmon) Ta Tpuetunamiy (900mkr,
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6,5vMmon) y guxnopmetaHi (10mn) npu KiMHaTHIA Te-
Mnepartypi Jopasanu MeTaHCcynbgOoHINxnopua,
(500mkn, 6,5Mmon). Po3uuH nepemilysanun 16 roguH,
po3baenanu 1H HCI(BogH.) Ta ekcTparyBanu etuna-
uetatom. OpraHiyHWiA LWwap NpoMuBanM HacU4eHUM
HaTpi rigpokapOoHaTOM, TOAI HAaCU4EeHUM HaTpin
xropugom, cywunm (NaxS0O.), dinbTpyBanu Ta KoH-
LeHTpyBanu nig Bakyymom do binysatoro TBepgoro
npoaykTy. ®new-xpomartorpadi (SiOz, 40% etunaue-
Tat/rekcaH) dana Ginui TBepaun npoaykT (950mr,
57%). 'H AMP (300Mru, CDCls): & mnH" 1,76 (s,
6H), 2,74 (s, 3H), 4,88 (s, 1H), 7,24 (d, J=1,51Iy,
1H), 7,27-7,30 (m, 2H).

Mpwuknag A(30): EHaHTiomep 1 6-LinknoneHTtnn-3-
[(5,7-oumeTun([1,2,4]tpnasono[1,5-a]nipyumignH-2-
in)metun]-6-[2-(2-eTokcu-5-etnn-4-
rigpokcudeHin)etunn]-4-rigpokcn-5,6-gurigpo-2H-
nipaH-2-oH

HaC

'CH3 Enantiomer 1

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-umknoneHTun-3-[(5,7-aumetnn[1,2,4]tpmnasono[1,5-
a]nipumiguH-2-in)metun]-6-[2-(2-eToken-5-eTun-4-
rigpokcudeHin)etnn]-4-rigpokcn-5,6-gurigpo-2H-
nipaH-2-oH (120mr, lMpuknag A(22)), 3acTocoBylouM
xipansHy BEPX (Chiralpak AS-H, 1156ap, 55% Me-
OH). (47wr, 1,89 xBunuH yac ytpumanHsi, 100% e.H.).

Mpwuknag A(31): EHaHTiomep 2 6-LinknoneHTtun-3-
[(5,7-ammeTnn[1,2,4]tpmnazono[1,5-a]nipumignH-2-
in)metun]-6-[2-(2-eTokcu-5-etnn-4-
rigpokcudeHin)etnn]-4-rigpokcn-5,6-gurigpo-2H-
nipaH-2-oH

1 :F T E,P
HO™ “‘T’
‘C'l '3 Enantiomer 2

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-umknoneHTun-3-[(5,7-aumetnn[1,2,4]tpnasono[1,5-
a]nipumiguH-2-in)metun]-6-[2-(2-eToken-5-eTun-4-
rigpokcudeHin)etnn]-4-rigpokcn-5,6-gurigpo-2H-
nipaH-2-oHy (120wmr, MNpuknag A(22)), 3actocoByloum
xipanbHy BEPX (Chiralpak AS-H, 1156ap, 55%
MeOH). (43wmr, 3,429 xBunuH 4ac yTpumanHs, 99%
€.H.).

Mpuknag A(32): 6-LinknoneHtun-6-{2-[2-
(umknonponinveTokcn)-5-eTun-4-
rigpokcudeHinletun}-3-[(5,7-
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aumetun[1,2,4]tpmnasono[1,5-a]nipumianH-2-
in)metun]-4-rigpokcun-5,6-gurigpo-2H-nipaH-2-oH

—

NN )—CH

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(22), npuyomy (6pommeTmn)-
LMKIonponaH 3acToCOBaHO 3aMiCTb eTunioauay 3
etany 1 uboro npuknagy. 'H AMP (400Mru, AMCO-
ds) &: 0,02 (d, J=4,8"uy, 2H), 0,28 (d, J=8,6'u, 2H),
0,75 (t, J=7,6I'u, 3H), 0,80 (m, 1H), 1,18-1,51 (brm,
8H), 1,72 (m, 1H), 1,82 (m, 1H), 2,09-2,52 (m, 13H),
3,41 (d, J=6,8I'y, 2H), 3,47 (d, J=15,9I"u, 1H), 3,55 (d,
J=15,9"y, 1H), 6,08 (s, 1H), 6,47 (s, 1H), 6,79 (s, 1H),
8,70 (s, 1H), 10,56 (s, 1H). MC (IPE): 561,25 (M+H)".

Mpuknapg, A(33): 6-LinknoneHtun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)meTun]-4-rinpokcun-6-[2-(2-isonponinnipnanH-4-
in)etnn]-5,6-gurigpo-2H-nipaH-2-oH

Hal “CHs

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(10), npuyomy 2-izonponinnipugnH 3acto-
coBaHO  3aMmicTb  2,6-6ic-(2,2,2-Tpudnyop-eTnn)-
nipuamMHy 3 etany 2 UbOro npuknagy. 'H AMP
(400Mly, AMCO-dg) &: 1,10 (d, J=6,8Iu, 6H), 1,28-
1,59 (br m, 8H), 2,03 (m, 2H), 2,31-2,54 (m, 10H),
2,67 (d, J=17,4T'y, 1H), 2,67 (m, 1H), 3,60 (d,
J=16,2I'y, 1H), 3,73 (d, J=16,2I'y, 1H), 6,95 (s, 1H),
7,01 (s, 2H), 8,25 (d, J=5,8u, 1H), 10,85 (s, 1H).

AHanis: pospaxoaHo Ans CzsH3asNsO3:0,7EtOAC:
C, 67,10; H, 7,42; N, 12,70. 3nHangeHo: C, 67,24; H,
7,61; N, 12,68.

Mpuknapg, A(34): 6-LnknoneHtun-3-[(5,7-
aumetun[1,2,4]tpmnasono[1,5-a]nipumiganH-2-
in)metun]-6-[2-(2-etnn-6-isonponinnipnanH-4-
in)etun]-4-rigpokcu-5,6-aurigpo-2H-nipaH-2-oH
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(9), npuyomy 2-etun-6-isonponinnipnguH
3acTOCOBaHO 3aMicTb 2,6-6ic-(2,2,2- Tpmcbnyop eTnn)-
nipuamMHy 3 etany 2 UbOro npuknagy. 'H AMP
(400Ml'y, AMCO-ds) &: 1,03 (m, 9H), 1,24-1,55 (br m,
8H), 2,00 (m, 2H), 2,28-2,55 (m, 12H), 2,63 (d,
J=17,4I"y, 1H), 2,79 (m, 1H), 3,57 (d, J=16,2I'y, 1H),
3,69 (d, J=16,2I'y, 1H), 6,77 (s, 2H), 6,91 (s, 1H),
10,79 (s, 1H). Awania pospaxoBaHO Ans
C30H39N503-0,5AcOH: C, 67,98;H, 7,55; N, 12,79.
3HanpeHo: C, 68,01;H, 7,74; N, 12,77.

Mpuknapg, A(35): 6-LnknoneHtun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(2-etnn-6-meTunnipuguH-4-in)etun]-4-
rigpokcun-5,6-aurinpo-2H-nipaH-2-oH
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(9), npuyomy 2-eTun-6-meTUNNipManH
3acTOCOBaHO 3aMicTb 2,6-6ic-(2,2,2- Tpmcbnyop eTnn)-
nipuamMHy 3 etany 2 UbOro npuknagy. 'H AMP
(400Mly, AMCO-dg) &: 0,93 (d, J=7,3Iu, 3H), 1,18-
1,47 (br m, 8H), 1,90 (m, 2H), 2,15 (s, 3H), 2,23-2,46
(m, 12H), 2,56 (d, J=16,9I"y, 1H), 3,48 (d, J=16,4Tu,
1H), 3,61 (d, J=16,2I'y, 1H), 6,68 (s, 1H), 6,69 (s,
1H), 6,83 (s, 1H), 10,67 (s, 1H). MC (IPE): 490,20
(M+H)".

Mpuknapg A(36): 6-LuknoneHtun-6-[2-(2,6-
gietvnnipnaunH-4-in)etun]-4-rigpokcn-3-[(6-
metun[1,2,4]tpmasono[1,5-alnipumigun-2-in)metunn]-
5,6-aurigpo-2H-nipaH-2-oH
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3aronoBHy cCnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(4), npuyomy 6-umknoneHTUn-6-[2-(2-
eToKcu-5-eTun-4-rigpokcu-ceHin)-etun]-gurigpo-
nipaH-2,4-gioH 3 etany 1 HWx4ye 3acTocoBaHO A0 3a-
MiCTb 6-uuknoneHTun-6-[2-(2-etnn-5- MeTOKCM-
nipnavH-4-in)-eTnn]-gurigpo-nipaH-2,4-nioHy. 'H AMP
(400Mly, AMCO-dg) &: 0,93 (d, J=7,3Iy, 6H), 1,11-
1,46 (br m, 8H), 1,87 (m, 2H), 2,11 (s, 3H), 2,21-2,33
(m, 4H), 2,41 (d, J=7,6l'y, 4H), 2,55 (d, J=17,7Ty,
1H), 3,48 (d, J=16,2I'y, 1H), 3,58 (d, J=16,2"4, 1H),
6,68 (s, 2H), 8,44 (s, 1H), 8,61 (s, 1H), 10,67 (s, 1H).
AHanis: pospaxoBaHo Anst CzsHisNsO3:0,5AcOH: C,
67,03; H, 7,18; N, 13,48. 3nangeHo. C, 67,09, H,
7,25; N,13,41.

Etan 1: 6-LluknoneHTnn-6-[2-(2,6-gietun-
nipnavH-4-in)-etnn]-gurigpo-nipaH-2,4-0ioH

OT»«H, fo
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(2), npuyomy 2,6-gieTun-nipuavH 3 etany
1 npuknagy A(17) 3actocoBaHo 3aMicTb 4-6pom-2-
eTun-5-metokcu-nipuanHy 3 etany 6 npuknagy A(2).
'H AMP (400Mru, CDCl3). 5 1,28 (t, J=7,6w, 6H),
1,45-1,78 (br m, 10H), 1,96 (m, 1H), 2,28 (m, 2H),
2,65 (m, 2H), 2,79 (q, J=7,6l'y, 4H), 3,45 (m, 2H),
6,81 (s, 2H).

Mpuknapg, A(37): 6-LnknoneHtun-3-[(5,7-
aumetun[1,2,4]tpmnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(5-etnn-4-rigpokcu-2-
isonponokcudeHin)etnn]-4-rigpokcn-5,6-aurigpo-2H-
nipaH-2-oH
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(22), npuyomy 2-ognponaH SaCTOCOBaHO
3aMicTb eTuniioauay 3 etany 1 Uboro npuknagy. 'H
AMP (400MI'y, AMCO-dg) &: 1,06 (t, J=7,3u, 3H),
1,23 (t, J=6,1u, 3H), 1,28 (t, J=6,1T"y, 3H), 1,46-1,95
(br m, 8H), 1,95 (m, 1H), 2,11 (m, 1H), 2,39-2,64 (m,
12H), 2,80 (d, J=17,4T'u, 1H), 3,76 (d, J=15,9I"y, 1H),
3,85 (d, J=15,9I'u, 1H), 4,40 (m, 1H), 6,44 (s, 1H),
6,77 (s, 1H), 7,09 (s, 1H), 8,99 (s, 1H), 10,95 (s, 1H).
AHanis: pospaxoBaHo ans CsiHaoN4Os5-0,3EtOAC: C,
67,25;H, 7,43; N, 9,74. 3nHangeHo: C, 67,00;H, 7,44;
N, 9,72.

Mpwuknag A(38): EHaHTiomep 1 6-LinknoneHTtnn-3-
[(5,7-oumeTun([1,2,4]tpnasono[1,5-a]nipyuMignH-2-
in)metun]-6-[2-(2-etnn-5-meTokeunipnanH-4-in)eTun)-
4-rigpoken-5,6-guriapo-2H-nipaH-2-oH
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"CH, Enantomes 1

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-umknoneHTun-3-[(5,7-aumetnn[1,2,4]tpnasono[1,5-
a]nipumiguH-2-in)metun]-6-[2-(2-etun-5-
MeToKeunipnanH-4-in)etnn]-4-rigpokcu-5,6-gurigpo-
2H-nipaH-2-oHy (75mr, Mpuknag A(3)), 3acTocoBytoum
xipanbHy BEPX (Chiralpak AD-H, 1406ap, 35%
MeOH). (21wr, 3,758 xBunuH 4ac ytpumanHs, 100%
€.H.).

Mpwuknag A(39): EHaHTiomep 2 6-LinknoneHTtun-3-
[(5,7-oumeTun([1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(2-etnn-5-meTokeunipuanH-4-in)eTun)-
4-rigpoken-5,6-guriapo-2H-nipaH-2-oH
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hCHS Enantiomer 2

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-umknoneHTun-3-[(5,7-aumetnn[1,2,4]tpnasono[1,5-
a]nipumiguH-2-in)metunl]-6-[2-(2-etun-5-
MeToKeunipnanH-4-in)etnn]-4-rigpokcu-5,6-gurigpo-
2H-nipaH-2-oH (75wmr, lMpuknag A(3)), 3acTtocoByoumn
xipansHy BEPX (Chiralpak AD-H, 1406ap, 35% Me-
OH). (21mr, 6,142 xBunuH 4vac yTpumanHs, 100%
€.H.).

Mpuknag A(40): EHaHTiomep 1 6-LiuknoneHTun-6-
[2-(2,6-pieTunnipngnH-4-in)etun]-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumianH-2-
in)metun]-4-rigpokcun-5,6-aurigpo-2H-nipaH-2-oH
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\CH:-. Enantomer t
3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-umknoneHTUN-6-[2-(2,6-gieTnnnipuguH-4-in)etun]-3-
[(5,7-aumeTnn[1,2,4]Tpnaszono[1,5-a]nipumigunH-2-
in)metun]-4-rinpokcun-5,6-gurinpo-2H-nipaH-2-oHy
(60mr, TMpuknag A(17)), 3acTocoBylouM XipanbHy
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BEPX (Chiralpak AD-H, 1406ap, 35% MeOH). (12wmr,
3,23 xBunuH vac ytpumanHs, 100% e.H.).

Mpwuknag A(41): EHaHTiomep 2 6-LinknoneHTnn-6-
[2-(2,6-gpieTunnipngnH-4-in)etun]-3-[(5,7-
aumetun[1,2,4]Tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-5,6-aurigpo-2H-nipaH-2-oHy

CHy Enantamer 2

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-umknoneHTUn-6-[2-(2,6-gieTnnnipuguH-4-in)etun]-3-
[(5,7-aumeTnn[1,2,4]Tpnaszono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-5,6-aurigpo-2H-nipaH-2-oHy
(60mr, TMMpuknag A(17)), 3acTocoByluM XipanbHy
BEPX (Chiralpak AD-H, 1406ap, 35% MeOH). (9wmr,
6,46 xBUNWH Yac yTpumanHs, 100% e.H.).

Mpuknapg A(42): 6-LnknoneHtun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-2-(2-etun-5-nponokcunipngnH-4-
in)etun]-4-rigpokcu-5,6-aurigpo-2H-nipaH-2-oH
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npuyomy 6-umknoneHTUn-6-[2-(2-
eTnn-5-nponokcu-nipuauH-4-in)-eTun]-avrigpo-nipax-
2,4-gioH 3 eTtany 1 HwX4ye 3acTOCOBAHO 3aMiCTb 6-
LMKMNONeHTUN-6-[2-(5-eTnn-4-riapokcu-2-nponokcu-
deHin)-eTnn]-gurigpo-nipaH-2,4-aioHy. 'H  amP
(400Mrl'u, AMCO-de) 8: 1,06 (t, J=7,3'u, 3H), 1,26 (t,
J=7,6l'y, 3H), 1,51-1,87 (br m, 10H), 2,25 (m, 2H),
2,52-2,91 (m, 13H), 3,84 (d, J=16,2I'y, 1H), 3,94 (d,
J=16,2l'y, 1H), 4,06 (t, J=6,3I'y, 2H), 7,17 (s, 1H),
8,21 (s, 1H), 10,96 (s, 1H), 12,02 (s, 1H). AHanis:
po3paxoBaHo Ans CioH39Ns04:0,8H20: C, 65,74;H,
7,47; N, 12,78. 3HangeHo: C, 65,68;H, 7,27; N, 12,80.

Etan 1: 6-LivknoneHtnn-6-[2-(2-eTun-5-
NPOMNOKCU-NipUanH-4-in)-eTun]-avrigpo-nipan-2,4-aioH
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(2), npudomy 1-riognponaH SaCTOCOBaHO
3aMicTb MeTuniioauay 3 eTany 1 Lporo npuknagy. 'H
AMP (400MI'y, CDCl3): & 1,05 (t, J=7,3I'y, 3H), 1,26
(t, J=7,6I'uy, 3H), 1,45-1,99 (br m, 12H), 2,33 (m, 1H),
2,62-2,76 (m, 6H), 3,43 (s, 2H), 3,99 (t, J=6,6I'y, 2H),
6,90 (s, 1H), 8,06 (s, 1H). AHani3: po3paxoBaHo AN
C22H31 HO4'0,2H201 C, 70,07;H, 8,39; N, 3,71. 3Hait-
peHo: C, 70,10;H, 8,36; N, 3,34.

Mpuknag A(43): 6-LuknoneHtnn-6-[2-(5-eTokeu-
2-eTunnipuanH-4-in)etun]-4-rigpokcu-3-[(6-
metun[1,2,4]Tpmasono[1,5-alnipumigun-2-in)metunn]-
5,6-aurigpo-2H-nipaH-2-oH
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(4), npuyomy 6-umknoneHTUn-6-[2-(5-
€TOoKCU-2-eTUN-NipuanH-4-in)-eTun]-aurigpo-nipax-
2,4-nioH 3 etany 1 npuknagy A(27) 3actocoBaHo [0
3aMmicTb 6-uuknoneHTun-6-[2-(2-etnn-5- MeTOKCVI-
nipuanH-4-in)-eTnn]-gurigpo-nipaH-2,4-nioHy. 'H AMP
(400Ml'y, AMCO-de) 8: 1,21 (t, J=7,3'u, 3H), 1,34 (i,
J=7,6l'y, 3H), 1,42-1,79 (br m, 8H), 2,09 (m, 2H),
2,41-2,85 (m, 10H), 3,78 (d, J=16,2I'y, 1H), 3,85 (d,
J=16,2ly, 1H), 4,11 (q, J=7,6l"y, 2H), 7,12 (s, 1H),
8,15 (s, 1H), 8,74 (s, 1H), 8,96 (s, 1H), 10,94 (s, 1H).
MC (IPE): 506,20 (M+H)".

Mpwuknag A(44): EHaHTiomep 1 6-LivknoneHTtun-3-
[(5,7-aumeTnn[1,2,4]tpmnazono[1,5-a]nipumignH-2-
in)metun]-6-[2-(2-eTunnipnamnt-4-in)eTnn]-4-rigpokcu-
5,6-gurigpo-2H-nipaH-2-oHy
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RCH3 Enanbomer 1

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-umknoneHTun-3-[(5,7-aumetnn[1,2,4]tpnasono[1,5-
anipymMiguH-2-in)meTun]-6-[2-(2-eTunnipnanH-4-
in)eTun]-4-rinpokcun-5,6-gurinpo-2H-nipaH-2-oHy
(60mr, 3 etany 1 HWx4Ye), 3aCTOCOBYHOUM XipanbHy
BEPX (Chiralpak AS-H, 1006ap, 60% MeOH). (28wmr,
1,48 xBunuH yac ytpumanHs, 100% e.H.).

ETan 1: 6-LnknoneHtun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(2-eTunnipnamnt-4-in)etnn]-4-rigpokcu-
5,6-aurigpo-2H-nipaH-2-oH
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CHy

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(9), npuyomy 2-eTunnipuanH 3acToCOBaHO
3amictb  2,6-6ic-(2,2,2- Tpmcbnyop eTun)-nipuanHy 3
etany 2 uboro npuknagy. 'H AMP (400Mru, AMCO-
ds) 8: 1,24 (t, J=7,6l"y, 3H), 1,44-1,75 (br m, 8H), 2,2
(m, 2H), 2,50-2,86 (m, 13H), 3,76 (d, J=16,0l"u, 1H),
3,89 (d, J=16,0lu, 1H), 7,11 (s, 1H), 7,18 (s, 2H),
8,39 (s, 1H), 11,12 (s, 1H). MC (IPE): 476,25 (M+H").

Mpwuknag A(45): EHaHTiomep 2 6-LinknoneHTtun-3-
[(5,7-aumeTun([1,2,4]tpnasono[1,5-a]nipyumignH-2-
in)metun]-6-[2-(2-eTunnipnamnn-4-in)eTnn]-4-rigpokcu-
5,6-gurigpo-2H-nipaH-2-oH
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‘CH3 Enanbomer 2

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-UuknoneHtun-3-[(5,7-aumeTtnn[1,2,4]tpnasono[1,5-
anipymMigunH-2-in)mMeTnn]-6-[2-(2-eTunnipnanH-4-
in)eTun]-4-rinpokcun-5,6-gurinpo-2H-nipaH-2-oHy
(60mr, 3 etany 1 npuknagy A(44)), 3acTocoByloum
xipansHy BEPX (Chiralpak AS-H, 1006ap, 60% Me-
OH). (21mr, 1,83 xBunuH 4Yac yTpumaHHsi, 98,4%
€.H.).

Mpuknag A(46): 6-UuknoneHtun-6-[2-(2-etnn-5-
nponokcunipuanH-4-in)etun]-4-rigpokeu-3-[(6-
metun[1,2,4]Tpuasono[1,5-alnipumigun-2-in)metunn]-
5,6-aurigpo-2H-nipaH-2-oH

CHz

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(4), npuyomy 6-UmknoneHTun-6-[2-(2-
eTnn-5-nponokcu-nipuguH-4-in)-eTun]-avrigpo-nipax-
2,4-nioH 3 etany 1 npuknagy A(42) 3acTocoBaHO 3a-
MiCTb 6-uuknoneHTUn-6-[2-(2-etnn-5-
MeTokeunipnaunH-4-in)etun]aurigpo-2H-nipax-2,4(3H)-
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piony. 'H SIMP (400Mry, OMCO-ds) & 1,20 (t,
J=7,3l'y, 3H), 1,40 (t, J=7,3l'u, 3H), 1,61-1,96 (br m,
10H), 2,29 (m, 2H), 2,59 (s, 3H), 2,60-2,90 (m, 6H),
3,02 (d, J=17,4T'y, 1H), 3,97 (d, J=15,9I'y, 1H), 4,04
(d, J=15,9I'u, 1H), 4,20 (d, J=6,3'y, 2H), 7,30 (s, 1H),
8,34 (s, 1H), 8,93 (s, 1H), 9,14 (s, 1H), 11,16 (s, 1H).
MC (IPE): 520,20 (M+H)".

Mpuknag A(47) 6-UuknoneHTun-6-[2-(5-eTun-4-
riapokcu-2-nponokcuderin)etunn]-4-rigpokcu-3-[(6-
metun[1,2,4]tpmasono[1,5-alnipumigun-2-in)metun]-
5,6-aurigpo-2H-nipaH-2-oH
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(4), npuyomy 6-umknoneHTun-6-[2-(5-
€TUN-4-TiAPOKCN-2-NPONoKCU-GIEHIN)-eTUN]-aurigpo-
nipaH-2,4-gioH 3 etany 5 npuknagy A(1) Hwkye 3a-
CTOCOBaHO 3aMicTb  6-umknoneHTun-6-[2-(2-etun-5-
meTokeunipnaunH-4-in)etnn]aurigpo-2H-nipax-2,4(3H)-
piony. 'H AMP (400Mru, OMCO-ds): & 0,85(t,
J=7,3l'y, 3H), 0,92 (t, J=7,6l'y, 3H), 1,27-1,60 (m,
10H), 1,88 (m, 2H), 2,25-2,44 (m, 9H), 2,64 (d,
J=17,7'y, 1H), 3,66 (m, 4H), 6,27 (s, 1H), 6,64 (s,
1H), 8,58 (s, 1H), 8,74 (s, 1H), 8,89 (s, 1H), 10,82 (s,
1H). Awnanis: pospaxoBaHo ans CszoH3sN4Os:-0,3H.0:
C, 66,72; H, 7,20, N, 10,37. 3HangeHo: C, 66,55; H,
7,14; N, 10,39.

Mpuknapg, A(48): 6-{2-[2,6-bic(2,2,2-
TpudnyopeTun)nipuanH-4-inletmn}-6-umknoneHTun-4-
rigpokcn-3-[(6-meTun[1,2,4]Tpnasono[1,5-
a]nipumiguH-2-in)metun]-5,6-gurigpo-2H-nipaH-2-oH
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(4), npuyomy 6-umknoneHTun-6-[2-(5-
€TUN-4-TiAPOKCU-2-NPONoKCU-gIEHIN)-eTUN]-Aunrigpo-
nipaH-2,4-gioH 3 etany 1 HWX4e 3aCTOCOBAHO 3aMiCTb
6-umknoneHTUN-6-[2-(2-etun-5-meTokcunipngmH-4-
in)etun)aurigpo-2H-nipan-2,4(3H)-gioty. 'H  AMP
(400Ml'y, AMCO-ds) 8: 1,21-1,56 (br m, 8H), 1,93 (m,
1H), 2,08 (m, 1H), 2,21 (s, 3H), 2,24-2,58 (m, 4H),
2,67 (d, J=14,6l"y, 1H), 3,56-3,72 (m, 6H), 7,26 (s,
2H), 8,53 (s, 1H), 8,81 (s, 1H), 10,83 (s, 1H). MC
(IPE): 598,10 (M+H)".
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Eran 1: 6-{2-[2,6-bic-(2,2,2-Tpucpnyop-etun)-
nipnanH-4-in]-eTun}-6-uUMKnoneHTUI-anrigpo-nipax-
2,4-pioH
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3aronoBHy cCnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(2), npudomy 4-6pom-2,6-6ic-(2,2,2-
Tpucbnyop-etun)-nipuanH 3 etany 5 npuknagy A(9)
3acTOCOBaHO  3aMiCcTb  4-6pom-2-eTun-5-meToKcu-
nipugvHy 3 etany 6 uUboro npuknagy. 'H AmP
(400Mr'y, CDCl3): 8 1,41-1,75 (br m, 8H), 1,96 (m,
2H), 2,28 (m, 1H), 2,70 (m, 4H), 3,44-3,61 (m, 6H),
7,10 (s, 2H).

Mpuknapg A(49): 6-LinknoneHtun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(5-etnn-2-rigpokcn-4-
nponokcuderin)etun]-4-rigpokcn-5,6-aurigpo-2H-
nipaH-2-oH
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npuyomy 6-umknoneHTnn-6-[2-(5-
€TUN-2-TiAPOKCU-4-NpOnoKCu-gOeHin)-eTun]-aurigpo-
nipaH-2,4-AioH 3 eTany 3 HWX4e 3aCTOCOBAHO 3aMiCTb
6-LmknoneHTUn-6-[2-(5-eTun-4-rigpokcmn-2-nponokcu-
deHin)-eTun]-gurigpo-nipaH-2,4-aioHy. 'H  amP
(400Mly, AMCO-dg): & 1,01 (m, 6H), 1,42-1,77 (m,
10H), 1,95 (m, 1H), 2,15 (m, 1H), 2,39-2,82 (m, 13H),
3,70-3,84 (m, 4H), 6,38 (s, 1H), 6,75 (s, 1H), 7,06 (s,
1H), 9,04 (s, 1H), 10,13 (s, 1H). MC (IPE): 549,20
(M+H)".

Etan 1:
eTaHoH

1-(4-BeHannokcu-2-rigpokcn-deHin)-

P s
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Kaniv kapboHat (54r, 0,39mon) a noTim 6eH3nno-
pomig (13,9mn, 0,12mon) gogasanu Jo po3udnHy 2',4'-
avrigpokciauetodeHoHy (20r, 0,13mon) y [OM®
(180mm). Cymiw nepemilyBanu NpoTArom 5 roguH Ta
Togi po3noginanu mix Bogoto Ta EtOAc. OpraHivHui
wap npomusanu HacudeHnMm NaHCOs, 1H HCI, pos-
conom, cywmnnm Na>SOs Ta KOHLeHTpyBanu Ao npo-
3oporo Mmacna (23,7r, 81%). H AMP (400Mrlu,
CDCI3): 8 2,56 (s, 3H), 5,02 (s, 2H), 6,51 (m, 2H),
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7,33-7,43 (m, 5H), 7,64 (d, J=8,3I'y, 1H), 12,73 (s,
1H).
ETtan 2:
OeH3on

4-BeHaunokcu-1-eTnn-2-nponoKcu-

Kanin kapboHat (5,14r, 12,4mmon) a notim 1-
nognponaH (1,33mn, 13,6mmon) gogasany 4O po3un-
Hy 1-(4-6eH3unnokcu-2-rigpokcu-enin)-etaHoHy (3r,
12,4mmvon) y OM® (30mn). Cymiw nepemiwysanu
npotarom 15 roanH Ta TOAi pO3NOAINANN MiX BOOO
Ta EtOAc. OpraHiynnii wap npommsanu 1H HCI, pos-
conom, cywmnu NaSO4 Ta KOHUEHTpyBanu 4o poxe-
Boro macna. Ouuctka rneLu-KonoHKOBOK XpomaTor-
padieto (0% go 20% EtOAc y rekcaHnax) gana 6invn
TBepAaun NpogykT (3, r, 99%).

TBepaui NPOAYKT CycneHdyBanu y TPUETUIEHT-
nikoni (15mn) Ta 06pobnsanu NaOH (1,23r, 31mmon) a
noTiMm rigpasvH MoHorigpatom (1,79mn, 37mmon).
Cymiw rpinn go 160 npotsarom 16 roguH. PeakuiniHy
cymiw Bunueamm y 1H HCI 1a ekctparysanu EtOAc.
OpraHiyHi ekcTpakTy NPOMMBanU pPoO3COMOM, CyLUUMK
Na SO, Ta KOHUEHTpyBanmu A0 MPO30poro macna.
Ouunctka doneLu-koroHKoBo xpomaTorpadieto (0%
8o 10% EtOAc y rekcaHax) gana 3arofioBHy CronyKy
sk mposope Macrio (2,5r, 76%) 'H AMP (400Mru,
CDCls): 6 1,04 (t, J=7,3I'y, 3H), 1,16 (t, J=7,6l'u, 3H),
1,80 (m, 2H), 2,58 (q, J=7,6l'u, 2H), 3,88 (t, J=6,3y,
2H), 5,03 (s, 2H), 6,48 (dd, J=8,1, 2,5I'u, 1H), 6,51 (d,
J=2,3ruy, 1H), 7,03 (d, J=8,1I'y, 1H), 7,30-7,44 (m,
5H).

Ertan 3: 6-LUnknoneHtun-6-[2-(5-eTun-2-rigpokcu-
4-nponokcu-ceHin)-etun]-gurigpo-nipaH-2,4-0ioH

“CH,

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(2), npuyomy 4-6eH3unokcu-1-etun-2-
NpOoMoKcn-6eH3on 3aCTOCOBaHO 3aMmicTb 2-
6eHaunokecu-1-etnn-4-nponokcn-6eHsony 3 etany 3
Lporo npuknagy 'H SMP (400Mru, CDCl): § 1,03 (t,
J=7,6ly, 3H), 1,18 (m, 6H), 1,43-2,05 (m, 10H), 2,50-
2,82 (m, 6H), 3,44 (m, 2H), 3,84 (m, 2H), 4,90 (s, 1H),
6,27 (s, 1H), 6,79 (8,1H)

Mpuknag A(50): 6-UuknoneHtun-6-[2-(5-etnn-2-
rigpokcu-4-nponokcudpeHin)etun]-4-rigpokcu-3-[(6-
meTtun[1,2,4]tpnasono[1,5-a]nipumignH-2-in)meTun]-
5,6-gurigpo-2H-nipaH-2-oH

88909 136

jCHa

—

N

N
M
HO {I\f.o

OH

PPN

3aronoBHy cCnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(4), npuyomy 6-umknoneHTun-6-[2-(5-
€TUN-4-TiAPOKCU-2-NPONOKCU-GIEHIN)-eTUN]-Aunrigpo-
nipaH-2,4-gjoH 3 etany 3 npuknagy A(49) 3actocoBa-
HO 3amicTb 6-unknoneHTun-6-[2-(2-etnn-5-
MeTokeunipnaunH-4-in)etun]aurigpo-2H-nipax-2,4(3H)-
pioHy. "H AMP (400Mry, IMCO-de): 5 0,85 (m, 6H),
1,25-1,62 (m, 10H), 1,83 (m, 2H), 2,19 (s, 3H), 2,25-
2,65 (m, 7H), 3,61 (m, 2H), 3,67 (t, J=7,6"y, 2H), 6,23
(s, 1H), 6,61 (s, 1H), 8,53 (s, 1H), 8,70 (s, 1H), 8,90
(s, 1H), 10,70 (s, 1H). MC (IPE): 535,20 (M+H)".

Mpwuknag A(51): EHanTiomep 1 6-LinknoneHTtnn-3-
[(5,7-oumeTun([1,2,4]tpnasono[1,5-a]nipyumignH-2-
in)metun]-6-[2-(5-eTokcn-2-eTnnnipnanH-4-in)etnn]-4-
rigpokcun-5,6-gurinpo-2H-nipaH-2-oH

HiG

NN —CHy

\CH:; Enanbomer 1

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-umknoneHTun-3-[(5,7-aumetnn[1,2,4]tpnasono[1,5-
a]nipumiguH-2-in)metun]-6-[2-(5-eToken-2-
eTunnipuguH-4-in)etun]-4-rigpokcun-5,6-avrigpo-2H-
nipaH-2-oHy (85wmr, Mpuknag A(27)), 3acTtocoByloum
xipansHy BEPX (Chiralpak AD-H, 1406ap, 30% Me-
OH). (22wmr, 5,38 xBunuH yac ytpumanHsi, 100% e.H.).

Mpuknag A(52): EHaHTiOMep 2 6-umKnoneHTun-3-
[(5,7-aumeTnn[1,2,4]tpmazono[1,5-a]nipumignH-2-
in)metun]-6-[2-(5-eTokcn-2-eTnnnipnamnH-4-in)etnn]-4-
riapokcu-5,6-aurinpo-2H-nipaH-2-oH
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CHs Enanbarmsy 2

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-umknoneHTun-3-[(5,7-aumetnn[1,2,4]rpnasono[1,5-
a]nipumiguH-2-in)metun]-6-[2-(5-eTokcu-2-
eTunnipuguH-4-in)etun]-4-rigpokcun-5,6-aurigpo-2H-
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nipaH-2-ony (85wmr, Mpuknag A(27)), 3acTtocoBylum
xipansHy BEPX (Chiralpak AD-H, 1406ap, 30% Me-
OH). (16mr, 7,21 xBunuH vac ytpumanHsi, 100% e.H.).

Mpwuknag A(53): EHaHTiomep 1 6-LinknoneHTtun-3-
[(5,7-anmeTnn[1,2,4]tpmazono[1,5-a]nipumigunH-2-
in)metun]-6-2-(2-etun-5-nponokcunipngnH-4-
in)etun]-4-rigpokcu-5,6-aurigpo-2H-nipaH-2-oH
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"CHy Enantiomer 1

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-umknoneHTun-3-[(5,7-aumetnn[1,2,4]rpmnasono[1,5-
a]nipumiguH-2-in)metunl]-6-[2-(2-etun-5-
nponoKcMnipuanH-4-in)etun]-4-rigpokcu-5,6-gurigpo-
2H-nipaH-2-oHy (80wmr, Mpuknag A(42)), 3acTocoByto-
yn xipaneHy BEPX (Chiralpak AD-H, 1406ap, 25%
MeOH/0,1% isonponinamiH). (27mr, 6,91 XBUNMWH Yac
yTpuMaHHsi, 100% e.H.).

Mpuknag A(54): EHaHTiomep 2 6-LinknoneHTtun-3-
[(5,7-oumeTun([1,2,4]tpnasono[1,5-a]nipyuMignH-2-
in)metun]-6-2-(2-etnn-5-nponokcunipngnH-4-
in)etun]-4-rigpokcun-5,6-aurigpo-2H-nipaH-2-oH
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CHs Enanticmer 2

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-umknoneHTun-3-[(5,7-aumetnn[1,2,4]tpnasono[1,5-
a]nipumiguH-2-in)metunl]-6-[2-(2-etun-5-
nponoKcunipuanH-4-in)etun]-4-rigpokcu-5,6-gurigpo-
2H-nipaH-2-oHy (80wmr, Mpuknag A(42)), 3acTocoByto-
yn xipaneHy BEPX (Chiralpak AD-H, 1406ap, 25%
MeOH/0,1% i3onponinamin). (12,3mr, 8,91 xBWnuWH
yac ytpumanHs, 100% e.H.).

Mpwuknag A(55): EHaHTiomMep 1 6-LinknoneHTtnn-6-
[2-(5-eTokCuK-2-eTnnNNipuanH-4-in)etnnj-4-rigpokcu-3-
[(6-meTun[1,2,4]Tpnasono[1,5-alnipumignH-2-
in)metun]-5,6-gurigpo-2H-nipaH-2-oH
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3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-LmKnoneHTUN-6-[2-(5-eTokcn-2-eTUNNipuanH-4-
in)etun]-4-rigpokcn-3-[(6-metun[1,2,4]tpnasonol1,5-
a]nipumignH-2-in)metun]-5,6-gurigpo-2H-nipaH-2-oHy
(33wmr, Tpuknag A(43)), 3acTocoByluM XipanbHy
BEPX (Chiralpak AD-H, 1406ap, 30% MeOH). (9wmr,
5,49 xBunuH vac ytpumanHs, 100% e.H.).

Mpwuknag A(56): EHaHTiomep 2 6-LinknoneHTun-6-
[2-(5-eToKCuK-2-eTMnNNipuanH-4-in)etnn]-4-rigpokcu-3-
[(6-meTun[1,2,4]Tpnasono[1,5-alnipumignH-2-
in)metun]-5,6-aurigpo-2H-nipaH-2-oH
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3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-umKnoneHTUN-6-[2-(5-eTokcn-2-eTUNNipuanH-4-
in)etun]-4-rigpokcun-3-[(6-metun[1,2,4]tpnasonol1,5-
a]nipumignH-2-in)metun]-5,6-gurigpo-2H-nipaH-2-oHy
(33wmr, Tpuknag A(43)), 3acTocoBylUM XipanbHy
BEPX (Chiralpak AD-H, 1406ap, 30% MeOH). (9,5mr,
6,79 xBUnNuH Yac yTpumanHs, 100% e.H.).

Mpwuknag A(57): EHaHTiomep 1 6-LinknoneHTun-6-
[2-(2-eTokcuK-5-eTUn-4-rigpokcudpenin)eTun]-4-
rigpokcn-3-[(6-meTun([1,2,4]Tpnasono[1,5-
a]nipumigunH-2-in)metun]-5,6-gurigpo-2H-nipaH-2-oH
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3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-umknoneHTUn-6-[2-(2-eTokcn-5-eTnn-4-
rigpokcudeHin)etunn]-4-rigpokcu-3-[(6-
meTtun[1,2,4]tpnasono[1,5-a]nipumignH-2-in)meTun]-
5,6-aurigpo-2H-nipan-2-oHy (70mr, lMpuknag A(26)),
3acTtocoBytoun xipanbHy BEPX (Chiralpak AS-H,
1406ap, 40% MeOH/0,1% i3onponinamiH). (26wmr,
1,73 xBUnuH Yac ytpumanHs, 100% e.H.).
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Mpuknag A(58): EHaHTiomep 2 6-LinknoneHTun-6-
[2-(2-eToKkCK-5-eTVn-4-rigpokcuddeHin)etun]-4-
rigpokcn-3-[(6-meTun([1,2,4]Tpuasono[1,5-
a]nipumignH-2-in)metun]-5,6-gurigpo-2H-nipaH-2-oH

o ,L
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i T W

\CH;; Enanbomear 2

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-umknoneHTUn-6-[2-(2-eTokcn-5-eTnn-4-
rigpokcudeHin)etunn]-4-rigpokcu-3-[(6-
meTtun[1,2,4]tpuasono[1,5-alnipumignH-2-in)meTnn)-
5,6-aurigpo-2H-nipan-2-oHy (70mr, Mpuknag A(26)),
3actocoBytoun XxipanbHy BEPX (Chiralpak AS-H,
1406ap, 40% MeOH/0,1% i3onponinamiH). (27wmr,
9,35 xBUNWH Yac yTpumanHs, 100% e.H.).

Mpuknag A(59): 6-LnknoneHtun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(5-etnn-4-rigpokcu-2-
i3obyTokcudeHin)etun]-4-rigpokcu-5,6-gurigpo-2H-
nipaH-2-oH
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npwdomy 1-Mop-2-meTun-nponaH
3acTocoBaHo 3aMicTb 1-Moanponany 3 etany 1 Lporo
npuknagy 'H SAMP (400Mru, CDCls): & 1,00(d,
J=6,8ly, 6H), 1,17(t, J=7,6l"y, 3H), 1,35-1,78 (m,
12H), 1,97 (t, J=8,5I'y, 2H), 2,07 (m, 1H), 2,35-2,77
(m, 10H), 3,61 (d, J=6,3I'u, 2H), 4,04 (d, J=15,4Ty,
1H), 4,13 (d, J=15,4'y, 1H), 6,30 (s, 1H), 6,82 (s,
1H), 6,84 (s, 1H), 10,72 (s, 1H).

Mpuknag A(60): 6-{2-[2-(LimknobyTunmerokcm)-5-
etun-4-rigpokcmdeHinletnn}-6-uuknoneHtun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-5,6-aurigpo-2H-nipaxH-2-oH
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npuyomy nogmeTun-umknobyTtaH 3a-
cTocoBaHo 3aMmicTb 1-MognponaHny 3 etany 1 Uboro
npuknagy. 'H AMP (400Mruy, CDCls): & 1,16 (t,
J=7,6ly, 3H), 1,35-2,45 (m, 21H), 2,36-2,78 (m, 10H),
3,83 (d, J=6,5I'y, 2H), 4,07 (d, J=15,4T"u, 1H), 4,12 (d,
J=15,4I"y, 1H), 6,31 (s, 1H), 6,81 (s, 1H), 6,84 (s, 1H),
10,72 (s, 1H).

Mpuknag, A(61): 6-LnknoneHtun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-[2-(1-etun-1H-nipaszon-4-in)etun]-4-
riapokcu-5,6-aurinpo-2H-nipaH-2-oH
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3aronoBHy Cnomyky OTPUMYBanu aHamnoriyHo
npuknagy A(1), npudomy 1-etun-4-ioa-1H-nipason
(ped: Trofimenko, S. J. Am. Chem Soc 88, 558,.
1966) 3actocoBaHo 3amicTb 1-6eH3nnokcu-2-eTmn-4-
noa-5-nponokcu-6eH3ony 3 etany 4 UbOro Npuknagy.
'H AMP (400Mr 1, AMCO-de): 5 1,36 (t, J=7,4Iw, 3H),
1,57-1,69(m 6H), 2,10-2,16 (m, 2H), 2,39-2,79 (m,
11H), 3,34 (brm, 2H), 3,74 (d, J=16,5I"y, 1H), 3,85 (d,
J=16,5I"y, 1H), 4,01-4,12 (m, 1H), 7,02 (s, 1H), 7,24
(s, 1H), 7,59 (s, 1H), 8,26 (s, 1H), 10,76 (s, 1H).

Mpuknapg A(62): 6-LinknoneHtun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rinpokcun-6-[2-(1-isonponin-1H-nipason-4-
in)etun]-5,6-gurinpo-2H-nipaH-2-oH
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1)b, npuvomy 4-nog-1-izonponin-1H-
nipason (pec: Trofimenko, S. J. Am. Chem Soc 88,
558,. 1966) 3acTtocoBaHO 3aMiCTb 1-OeH3uUnokcu-2-
eTnn-4-noa-5-nponokcun-6eH3ony 3 ertany 4 uboro
npuknagy. 'H AMP (400Mru, AMCO-dg): & 1,39 (d,
J=6,6l"y, 6H), 1,57-1,72(m, 6H), 2,10-2,17 (m, 3H),
2,39-2,79 (m, 11H), 3,74 (d, J=16,2I'y, 1H), 3,86 (d,
J=16,2I'y, 1H), 4,42448 (m, 1H), 7,00 (s, 1H), 7,23 (s,
1H), 7,56 (s, 1H), 8,23 (s, 1H), 10,74 (s, 1H).

Mpuknag A(63): 6-LuknoneHTtun-6-{2-[3-dnyop-
4-(meTuncynbgoHin)deHinleTun}anriapo-2H-nipax-
2,4(3H)-gioH
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy  A(2), npudomy  4-6pom-2-chnyop-1-
MeTaHCynbgOoHIN-6eH3on 3 etany 1 Hwk4e 3acToCo-
BaHO 3aMicTb 4-0poM-2-eTun-5-MeTOKCU-NipuanHy 3
etany 6 usoro npuknagy 'H AMP (CDCls): & 1,42
1,85 (brm, 8H), 1,97 (m, 2H), 2,29 (t, J=7,6l'y, 1H),
2,79 (m, 4H), 3,44 (s, 3H), 3,45 (s, 2H), 7,11 (s, 1H),
7,44 (m, 2H).

Etan 1:
6eH3on

4-Bpom-2-cryop-1-meTaHcynbdOoHin-

o

Lo
HiC s”ﬁ\()
00 F

3aronoBHy cCnomyky OTpUMYBanu aHamnoriyHo
etany 1 npuknagy B(2), npuyomy 4-6pom-2-
dnyopbeH3oncynbgoHINxnopug 3actocoByBanv 3a-
MicTb 4-6pom-2-xnopbeH3oncynbgoHinxnopuay. 'H
AMP (300MI"y, CDCIs): 3 3,34 (s, 3H), 7,57 (d, J=8,5,
2H), 7,76(dJ=8,5 2H), 8,14 (s, 1H).

Mpuknapg A(64): 6-LnknoneHtun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-{2-[4-(eTnncynbdoHin)deHin]eTmn}-4-
rigpokcu-5,6-aurinpo-2H-nipaH-2-oH
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npudyomy 1-6pom-4-eTaHCynbOHiIN-
6eH3on 3 etany 1 HWK4ye 3acTOCOBaHO 3aMicTb 1-
6eH3unokcu-2-eTnn-4-noa-5-nponokcu-6eHsony 3
etany 4 uboro npuknaay. 'H AMP (300Mry, CDCls):
8 1,37 (t, J=7,5I'y, 3H) 1,40-2,19 (m, 13H), 2,58 (s,
3H), 2,73 2,99(m, 7H), 3,02 (q, J=12,57Tu, 2H), 6,99
(s, 1H), 7,36 (dd, J=3,56I'y, 2H), 7,70 (dd, J=3,06IL,
1H). Ananis: pospaxoBaHo pAans CzsHasN4OsS: C,
62,43; H, 6,36; N, 10,40. 3HanpgeHo: C, 62,25, H,
6,40, N, 10,34.

Etan 1: Bpom-4-eTaHcynbdoHin-6eH3on

@,,- Br
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1-Bpom-4-eTuncynbdaHin-6eHson (5,0r) posum-
HANW B OLTOBIN KACMOTI Ta AogaBanu Kanii nepmaH-
raHat sk 3% posunH y Bogi (8mn). PeakuiviHy cymiw
rpinn go 90°C npotdrom 3 rogwH, nicns Yoro peak-
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LinHY cymil oxonompkyBanu A0 KiMHaTHOI Temnepa-
Typy Ta po3noginsanu Mk etunaueratom 1a 2H pos-
4nHoMm NaOH (500Mm) koxH. OpraHiyHM posginsanu Ta
npomusanu Bog (100mn), cywmnnu HaTpin cynbdar Ta
ounmwanm Ha biotage, emotoum  90:10 rekca-
HU:eTunaueTar, OTPUMYKYM 3arofioBHY CrOMyKy $iK
nposope macrio (2,70r). '"H AMP (300Mr'u, CDCls): &
1,30 (t, J=7,85Iy, 3H), 3,02 (q, J=7,54Tu, 2H), 7,40
(m, 4H).

Mpuknapg, A(65): 6-LnknoneHtun-3-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumianH-2-
in)metun]-4-rinpokcun-6-(2-{4-
[(TpudbnyopmeTun)cynbdoHin]denintetnn)-5,6-
aurigpo-2H-nipaH-2-oH
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3aronoBHy Cnomyky OTPUMYBanu aHamnoriyHo
npuknagy A(1), npwdomy 6-umknoneHTun-6-(2-{4-
[(TpndonyopmeTnn)cynbdoHin]deHintetun)aurigpo-
2H-nipan-2,4(3H)-gioH (Mpuknag A(66) 3actocoBaHO
3amicTb  6-umknoneHTun-6-[2-(5-etnn-4-rigpokcu-2-
NpOonoKcu-goeHin)-eTun]-avrigpo-nipan-2,4-aioHy y
TOMy X mpuknagi. 'H SIMP (300Mru, CDCls): 5 1,35-
2,23 (m, 11H), 2,58 (s, 3H), 2,73-2,89(m, 7H), 3,03 (t,
J=8,57I"y, 2H), 6,99 (s, 1H), 7,78 (d, J=2,56y, 2H),
8,10 (dd, J=2,36I'y, 2H). AHani3: po3paxoBaHO AJsi
Co7H29N4O5S: C, 56,04;H, 5,05; N, 9,68. 3HangeHo:
C, 56,35;H, 5,20; N, 9,34.

Mpuknapg, A(66): 6-LiuknoneHTun-6-(2-{4-
[(TpucbnyopmeTnn)cynbdoHin]deHin}eTnn)aurigpo-
2H-nipaH-2,4(3H)-gioH
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npvknagy A(2), npuyomMy 1-6pom-4-
TpudnyopmeTaHcynbgoHin-6eH3on 3 etany 1 Huxye
3acTOCOBaHO 3aMmicTb  (4-6pom-2-eTun-5-meToKcu-
nipugvHy 3 etany 6 uboro npuknagy. 'H AmP
(300MrIu, CDCl3): 6 1,35-2,33 (m, 11H), 2,80-3,15 (m,
6H), 7,75 (d, J=1,56Iu, 2H), 8,10 (d, J=1,56I"y, 2H).
Etan 1: 1-Bpom-4-TpudnyopmeTtaHcynbgoHin-
6eH3on

't:;\ ,—Br
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
erany 1 3 npuknagy A(64), npudomy 1-6pom-4-
TpucnyopmeTuncynegatin-6eHson 3acToOCOBaHO
3amictb 1-6poM-4-eTuncynbdaHin-6eHsony 3 etany 1
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uboro npuknagy. 'H AMP (300Mry, CDCls): & 7,80-
7,93 (m, 4 H).
Mpuknapg A(67):TpeT-byTun 2-{4-[2-(2-

umknoneHTnn-4,6-giokcoterpariapo-2H-nipaH-2-
in)etun]-2-eTnndeHokcu}eTnn(meTun)kapbamart

CHy S T,
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3aronoBHy cCnomyky OTpUMYBanu aHamnoriyHo
npuknagy  A(2), npudomy  [2-(4-Gpom-2-eTun-
deHoKen)-eTun]-MeTunn-kapbamoBoi  KMCNOTU  TPET-
OyTunoBuii ectep 3 eTany 3 HWXKYe 3aCTOCOBAHO 3a-
MiCTb 4-Opom-2-eTun-5-MeToKCK-NipuauHy 3 etany 6
uboro npuknagy. 'H AMP (300Mry, CDCls): 6 1,16 (t,
J=7,56I"y, 3H), 1,40-2,25 (m, 20H), 2,62-3,13 (m,
14H), 3,42 (q, J=8,54T"u, 2H), 3,84 (t, J=7,54Tu, 2H),
6,58 (d, J=2,06I'y, 1H), 6,66 (d, J=1,58Iy, 1H), 6,94
(s, 1H).

Etan 1: 4-bpom-2-eTun-geHon

B

HO™
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PosuuH TeTpabyTtunamoHin Tpubpomigy (39,56r,
0,08mon) y CHCI3 (100mn) gogasanuy npu nepemiluy-
BaHHi 4O po3uuHy 2-etun-cdeHony (10,0r, 0,08mon) y
CHCI3 (100mn). PeakuiiHy cymiw nepemillyBanm
npoTAroM 2 roguH Ta ToAi racunu 5% po3unHoM Ha-
Tpin Tiocynbdaty (100mn). AsodpasHy cymiw nepe-
MiwyBanu npotarom 30 XBUMWH Ta Todi wapwu posgi-
nanu.  OpraHiyvHmi  wap npommeanu  1H  HCI,
posconomM, cywunu NaSOs Ta KOoHUeHTpyBanu Ao
YepBOHOro Macna. Ounctka chreL-KoNoHKOBOK XPO-
matorpadieto (0% go 15% EtOAc y rekcaHax) gana
npoaykT sik Macno (14r). PX-MC : XIAT -VE=200 M/E.

Etan 2: [2-(4-Bpom-2-eTun-ceHokcn)-eTun]-
KapbamoBOi KMCNOTW TPET-0YTUIOBUIA eCTEP
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4-Bpom-2-eTun-ceHon (1,75r, 8,70mmon) 3 etany
1 BuLLE po3umHANM B aueToHiTpuni (10mn) Ta goaa-
Banu uesii kapbonat (2,83r, 8,70mmon), a notim (2-
Bpom-eTun)-kap6amoBoi  kncnotu  TpeT-6yTnnosun
ectep (1,95r, 8,70mmon). PeakuinHy cymiw nepemi-
WwyBanuM npu KiMHaTHIX Temnepatypi npotarom 18
rogyuH. Cymiw po3noginanyM MK —eTunauetatom
(200mn) Ta Bogoto (200mn), opraHiyHi NPOAYKTK Bia-
Jinanu Ta cywunu mMarHi cyrnb@aTtoM Ta KOHUEHTPY-
Banu go macna. OuncTka doreL-KoroHKOBOK Xpoma-
Torpadiieto (0% go 30% EtOAc y rekcaHax) gana
npodykt gk macno (1,0r.). PX-MC : XIAT +VE=244
M/E, mac - BOC.

Etan 3: [2-(4-Bpom-2-eTun-deHokcn)-etun]-
MeTur-kapbaMoBOi KUCIOTK TPeT-0yTUNOBUIA ecTep

88909
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2-(4-bpom-2-eTun-geHokcun)-etun]-kapbamosoi
kncnotu Tpet-6ytnnos ectep (1,0r, 2,90mmon) pos-
YaHaim y TIT®  (50mn) ta 60% NaH (128w,
3,19vmon) gopaeanu, a notim metuniogung (0,2mn,
3,19vmon). PeakuinHy cymiw nepemiwysanu npuv
KiMHaTHIN Temnepatypi npoTtsarom 18 roguH. Cymiw
po3noginsanu mix etunaudetatom (100mn) Ta BoAoHO
(100mn), opraHiyHi NpoAykTW BIQINANM Ta CyLWnu
MarHin cynbaTtom Ta KOHLEHTPyBanu A0 Npo30poro

macna. (1,3r). PX-MC €NeKTPOoPO3NUINEHHS
+VE=380 M/E, mac+HaTpil.
Mpuknag  A(68): TpeT-bytun 2-{4-[2-(2-

LuuknoneHTun-4,6-giokcoretparigpo-2H-nipax-2-
in)etun]-2-eTnndeHokcm}eTnnkapbamat
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3aronoBHy Cnomyky OTpUMYyBanu aHamnoriyHo
npuknagy  A(2), npudomy  [2-(4-Gpom-2-eTun-
deHokcn)-eTurnlkapbamoBoi KUCNOTK TPET-0YTMUNOBUIA
ectep 3 eTtany 2 npuknagy A(67) 3actocoBaHo 3a-
MiCTb 4-Bpom-2-eTunn-5-meToKkcu-nipuauH 3 etany 6
uboro npuknagy. 'H AMP (300Mry, CDCls): 6 1,16 (t,
J=7,56I"y, 3H), 1,40-2,22 (m, 20H), 2,60-3,10 (m,
11H), 3,39 (q, J=8,54T"u, 2H), 3,84 (t, J=7,54Tu, 2H),
6,56 (d, J=2,06I'y, 1H), 6,64 (d, J=1,58Iy, 1H), 6,94
(s, 1H).

Mpuknag  A(69): TpeT-bytunn 2-[4-(2-{2-
uuknoneHTun-5-[(5,7-gumeTtnn[1,2,4]tpnasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-6-okco-3,6-
avrigpo-2H-nipax-2-in}etun)-2-
eTnndgeHokcn]etnn(metun)kapbamar

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npudomy TpeT-OyTun 2-{4-[2-(2-
LMKroneHTun-4,6-giokcotetparigpo-2H-nipaH-2-
in)eTun]-2-eTnndeHokcu}eTnn(meTun)kapbamart
(Mpuknag  A(67)) 3actocoBaHO  3aMicTb  6-
LMKroneHTun-6-[2-(5-etun-4-rigpokcu-2-nponokcu-
deHin)-eTun]-gurigpo-nipaH-2,4-0ioHy y TOMy X npu-
knagi. 'H SAMP (300MIy, CDCls): & 1,20 (t, J=8,561L,
3H), 1,40-2,30 (m, 20H), 2,55-2,99 (m, 17H), 3,35 (q,
J=9,54Iy, 2H), 3,90 (t, J=7,54u, 3H), 6,60 (d,
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J=1,56I"y, 1H), 6,67 (d, J=1,58y, 1H), 7,00 (m, 2H).
AHanis: pospaxoBaHo anst CsgHagNsOe: C, 66,74; H,
7,62; N, 10,81. 3HanpgeHo: C, 66,50; H, 7,40; N,
10,84.

Mpuknag  A(70): TpeT-bytun 2-[4-(2-{2-
uuknoneHTun-5-[(5,7-gumetun[1,2,4]tpunasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-6-okco-3,6-
avrigpo-2H-nipax-2-in}etun)-2-
eTnndgeHokcu]etunkapbamar
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3aronoBHy Cnomyky OTpPUMYBanu aHamnoriyHo
npuknagy A(1), npudomy TpeT-OyTuUn 2-{4-[2-(2-
uuknoneHTun-4,6-giokcoteTparigpo-2H-nipaH-2-
in)etun]-2-etundeHokcn}etunkapbamar  (Mpuknag
A(68)) 3acTocoBaHO 3aMiCTb 6-LuknoneHTun-6-[2-(5-
€TUN-4-TiAPOKCU-2-NPOMNOKCU-GOEHIN)-eTI]- /:l,Vlrlp,po-
nipaH-2,4-gioHy 'y TOoMy > npuknagi. 'H ampP
(300MrIu, CDCI3): 8 1,20 (t, J=8,56I'y, 3H), 1,40-2,30
(m, 20H), 2,55-2,99 (m, 15H), 3,35 (q, J=9,54T"u, 2H),
3,90 (t, J=7,54I'u, 3H), 6,60 (d, J=1,56I'y, 1H), 6,67
(d, J=1,58I"u, 1H), 7,00 (m, 2H). AHani3: po3paxoBa-
Ho ans CssHa7NsOe: C, 66,33; H,7,47; N, 11,05.
3HanpgeHo: C, 66,30;H, 7,40; N, 11,10.

Mpuknag  A(71):  6-{2-[4-(2-AmiHoeToKCH)-3-
etundeHinletun}-6-unknoneHTun-3-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumianH-2-
in)metun]-4-rigpokcun-5,6-gurigpo-2H-nipaH-2-oH
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TpeT-byTun 2-[4-(2-{2-umknoneHtnn-5-[(5,7-
anveTnn[1,2,4]tpuasonol1,5-a]nipumiamH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)-2-etundeHokculetunkapbamar  (Mpuknag
A(70)) (250mr) posumHanun y 4H HCI y pgiokcaHi
(10Mn) Ta nepemilwyBanu nNpuv KiMHaTHIN TemnepaTypi
npotarom 12 roguH. licns UbOro Cymill KOHLUEHTPY-
Banu Ta a3eoTpornyBanu Kinbka pasiB 3 guxiopmeTa-
HOM, OTPUMYIOYM 3arofoBHY CMONyKy SK Ginui TBep-
Avit npoaykT (235mr). 'H AMP (300Mru, MeOD): &
1,18 (t, J=7,56I'y, 3H), 1,32-2,35 (m, 11H), 2,59-2,85
(m, 15H), 2,92 (dd, J=16,54I"u, 1H), 4,05 (t, J=7,54I"4,
2H), 6,55 (d, J=1,56I'y, 1H), 6,65 (d, J=1,56I"u, 1H),
6,95 (s, 1H), 6,99 (3, 1H).

Mpuknapg, A(72): 6-LnknoneHtun-3-[(5,7-
anumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
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in)metun]-6-(2-{3-eTnn-4-2-
(MeTnnamiHo)eTokcu]deHin}etnn)-4-rigpokcun-5,6-
aurigpo-2H-nipaH-2-oH

ch N-\/—“"O‘ o
“CHy

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(71), npudomy TpeT-6yTmn 2-[4-(2-{2-
umknoneHt™mn-5-[(5,7-gumetun[1,2,4]tpnasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-6-okco-3,6-
aurigpo-2H-nipaH-2-in}etun)-2-
eTnndeHokcu]etun(metun)kapbamar (Mpuknag
A(69)) 3acTocoBaHO 3amicTb TpeT-OyTwun 2-[4-(2-{2-
uuknoneHTun-5-[(5,7-gumeTtnn[1,2,4]tpnasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-6-okco-3,6-
avrigpo-2H-nipax-2-in}etun)-2-
eTnndeHokcm]eTnnkapbamarty y ToMy > npuknagi. 'H
AMP (300MI'u, MeOD): & 1,16 (t, J=8,54Iu, 3H),
1,32-2,35 (m, 11H), 2,40 (s, 3H), 2,59-2,75 (m, 14H),
2,92 (t, J=16,54lu, 2H), 3,84 (t, J=7,54T'u, 2H), 6,55
(d, J=2,08y, 1H), 6,65 (d, J=2,56I"4, 1H), 6,95 (m,
2H).

Mpuknag  A(73): TpeT-byTunn 2-{4-[2-(2-
LuuknoneHTun-4,6-giokcorerparigpo-2H-nipax-2-
in)etun]-2-eTun-5-
MeTokcndeHoken}eTun(meTun)kapbamat
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(2), npudomy [2-(4-O6pom-5-meTokcu-2-
eTunn-cpeHokecn)-etunlkapbamoBoi  KMCNOTU  TpeT-
OyTunoBuiA ectep 3 eTany 5 HuXKYe 3acCTOCOBaHO 3a-
MiCTb 4-6pom-2-eTun-5-meTokcn-nipuavHy 3 etany 6
uboro npuknagy. 'H AMP (300Mry, CDCls): 6 1,16 (t,
J=7,56I"y, 3H), 1,40-2,25 (m, 20H), 2,62-3,13 (m,
14H), 3,42 (q, J=8,54Tu, 2H), 3,84 (t, J=7,54Tu, 2H),
4,00 (s, 3H), 6,26 (s, 1H), 6,96 (s, 1H).

Etan 1: 1-(4-MeTtokcu-2-rigpokcu-eHin)-eTaHoH

oo
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0" "CHy
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Kanin kapboHat (27,2r, 197mmon), a notiMm Mme-
Tunnoaug, (4,1mn, 65,7MMon) gogaBanu 40 PO3YUHY
2' 4-pvrigpokciauetocdeHoHy (10,0r, 65,7mmon) vy
OM® (100mn). Cymiw nepemiwyBanu npotsrom 4
rogvH Ta ToAdi posnoginanu mix Bogoto Ta EtOAc.
OpraHiyHmn wap npomuBanu HacuyeHum NaHCOs,
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poscornom, cywnnm NaSOs Ta KOHUeHTpyBanu o

nposoporo macna (11,0r). "H AMP (300Mrw, CDCls):

8 2,60 (s, 3H), 3,80 (s, 3H), 6,40 (s, 1H), 6,51 (d,

J=2,45I'y, 1H), 7,62 (d, J=8,67Tu, 1H), 12,90 (s, 1H).
ETan 2: 5-MeTtokcu-2-eTun-geHon

OCH;

1-(4-MeTokcm-2-rigpokcu-deHin)-etaHoH  (11,0r)
posunHanm y MeOH (100mn), obpobnsanm 10mac.%
Pd/C (4,0r, Tun Degussa) Ta nepemiwyBanu nig BoA-
HeMm npoTsaroM 24 roauH. PeakuinHy cymiwl inbTpy-
Banu 4epe3 wap OpPOyHMINepuTy, MpoOMMUBaOYU
EtOAc. ®inbTpaT KOHUEHTpyBanu, OTPUMYKYM Npo-
AYKT sk Macrio (10,0r). 'H SIMP (300MIy, CDCls): &
1,20 (t, J=7,85I'y, 3H), 2,60- (g, J=6,22 'y 2H), 3,75
(s, 3H), 6,40 (dd, J=9,04'y, 2,64y, 1H), 6,45 (d,
J=2,64y, 1H), 7,00 (d, J=8,29I"4, 1H), 12,90 (s, 1H).

Etan 3: 4-bpom-5-meTokcn-2-eTun-eHon

goty

PosuuH TeTpabyTtunamoHin Tpubpomigy (38,10r,
79mmon) y CHCI3 (100mn) gogasanu npu nepemiluy-
BaHHi A0 po3unHy 5-meTokcu-2-etun-cgpeHony (12,0r,
79vmon) y CHCI3 (90mn). PeakuiriHy cymiw nepemi-
LyBanu NpoTsiroM 4 roamH Ta Toai racunu 5% posuu-
HOM HaTpi Tiocynbdaty (90 mn). [OBodasHy cymiw
nepewmiwysanu npotarom 30 XBUMWMH Ta TOAi LUapK
po3ginsanu. OpraHiyHun wap npomusanu 1H HCI,
posconomM, cywunu NaSOs Ta KOoHUeHTpyBanu Ao
YepBOHOro Macna. Ounctka chreL-KoNOHKOBOK XPO-
matorpadieto (0% go 60% EtOAc y rekcaHax) gana
npoaykT sik macno (19r). PX-MC : XIAT -VE=230 M/E.

Etan 4: [2-(4-Bpom-5-meToKCK-2-eTUN-heHOKCK)-
eTun]-kapbamoBoi KUCNoTK TPET-OYTUINOB ecTep
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4 Bpom-5-meTokemn-2-eTnn-geHon (10,0r,

43mmon) 3 etany 3 Bue posdnHanu y OM® (100mn)
Ta gojaBanu uesi kapboHaT (21,17r, 65mmon), a
notim (2-6pom-eTun)-kap6amMoBOi  KACNOTU  TpET-
6yTunosuii ectep (21,17r, 65mmon). PeakuiviHy cy-
Mill nepemillyBanu nNpyu KiMHaTHIN TemnepaTtypi npo-
TArom 18 roamH. Cymilw posnoginanu Mk eTunaueta-
Tom (200mn) Ta 10% nMMoHHOW kucnoToto (200mn),
opraHiyHi NpoayKTU BIOQINANMM Ta CyLUIUNW MarHin cy-
nbcpatoM Ta KoOHUeHTpyBanuM Ao macna. Ouuctka
dneLu-konoHkoBoto xpomatorpadieto (0% go 30%
EtOAc y rekcaHax) gana npogykT sk macno (10,0r).
PX-MC : XIAT +VE=375 M/E.
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Etan 5: [2-(4-Bpom-5-meToKCK-2-eTUN-heHOKCK)-
eTun]-meTun-kap6amoBoi  KUCNOTU  TPET-0YTUNOBUIA
ectep

OCH;

L
CHa /ﬂ/ \j, Br
ool
3
CH; O L‘CH3

2-(4-Bpom-5-meToKcn-2-eTnn-heHoKCH )-eTur]-
kapbamoBoi kucnotn TpeT-6yTmnos ectep (5,0r,
13,4mmon) posunHanu y Tr® (50mn) Ta gopgasanu
60% NaH (804wmr, 20,1Mmon), a noTiMm MeTunoana
(1,3mn, 20,1mMmon) PeakuiiHy cymiw nepemilluysanm
npu KimHaTHIn TemnepaTypi npoTtsarom 18 roguH. Cy-
Mil posnoginanu mix etunauetatom (100mn) ta 1H
NIMMOHHOIO KucrnoTot (100mm), opraHiuHi NpoayKTy
BiAAINANM Ta CyWUNU MarHin cynbaTom Ta KOHLEH-
TpyBanu go uuctoro macna. (6,0r). PX-MC : XIAT
+VE=389 M/E.

Mpwuknag A(74): EHaHTiomep 1 6-LivknoneHTtun-3-
[(5,7-oumeTun([1,2,4]tpnasono[1,5-a]nipyumignH-2-
in)metun]-4-rigpokcn-6-{2-[4-rigpokcmn-3-(2,2,2-
Tpudbnyopetun)deHinletun}-5,6-gurigpo-2H-nipaH-2-
OH
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3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-umknoneHTun-3-[(5,7-aumetnn[1,2,4]rpnasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcun-6-{2-[4-rigpokcu-
3-(2,2,2-tpudpnyopetun)deHinletmn}-5,6-gurigpo-2H-
nipaH-2-oHy (100mr, 3 eTany 9 HMXYe), 3aCTOCOBYIOYM
xipansHy BEPX (Chiralpak AS-H, 1006ap, 30% Me-
OH). (26wmr, 1,677 xBunuH 4Yac yTpumanHs, 100%
€.H.).

Etan 1:
METOKCUDEHIN)ETaHOH.

2,2,2-tpucpnyop-1-(2-

-, ]
Al

|
H;co ™7
0% "CF,4

2 MeTtoken deHin marwin 6pomig (35mn) gogasa-
N MNOBINbHO [0 PO34MHY MeTunTpudyopaueTarty
(5,0r) y gietunosomy etepi (100mn) npu -78°C. Peak-
UinHy cymill HarpiBanu OO KiMHATHOI TemnepaTypu
npoTaroMm 12 roguH Ta racunyM HacU4eHMM PO34MHOM
amoHin xnopuay (100mn). Cymiw ToAai po3noginsanm
MiX eTunauetratom (500mn) Ta Bogoto (250mn) opra-
HiYHi NPOOYKTY BiAINANW Ta CyLWMnM MarHiv cynbda-
TOM, (piNnbTpyBanu Ta KOHLEHTPYBanu nig BakyymMoMm .
Cvpvin 3anuLoK oYMLany KOMOHKOBOKO Xpomarorpa-
ieto Ha cunikareni, entotoun 100% rekcanis, 90:10
Ta 80:20 cymillamm rekcaHu:eTunaveTar, OTpUMyoun
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3aronoBHy CMonyky sk »xoBTe macno. (4,0r). 'H AMP
(CDCls). 6 3,57 (s, 3H), 7,00 (m, 2H), 7,35 (m,1H),
7,63, (d, J=2,54T"y4, 2H).
Etan 2:
MeTOKcUdeHin)eTaHon

Hg,CO'j"“T'J

HO “CF3

2,2,2-tpucpnyop-1-(2-

10% Managin Ha Byrinni (1,5r) nogaeanu 4o pos-
4nHy  2,2,2-Tpucbnyop-1-(2-meTokcudeHin)eTaHoHy
(3,0r) y metaHoni (50mn). YTBOpeHe Gyno rigporeHat
npu KiMHaTHIA Temnepatypi npotarom 12 roguH. [lic-
ns 4oro katanizatop dinbTpyBanu off yepes wap
OPOYyHMINepuUTy Ta PO3YMHHWK KOHLEHTpyBanmu nig
BakyymoM. Cup ouvLianu KOMOHKOBOK Xpomarorpa-
ieto Ha cunikareni, entotoun 100% rekcaHn 80:20
rekcaHu:eTunavueTat, OTPUMYIOUN 3arofioBHY CMOMyKy
sk »KoBTe macno (3,0r). 'H AMP (CDCls): & 3,75 (d,
J=2,56Iy, 1H), 3,96 (s, 3H), 5,35 (m,1H), 7,05 (m,
2H), 7,50 (m, 2H).

Etan 3: 2-(2,2,2-tpucbnyop-1-
riapokcieTvnn)deHon
T
[
HO™ 7
HO™ ~CFs3

Bop Tpubpomia (10mn) (1M soln y IXM) gogasa-
nm ao PO3UUHY 2,2,2-tpucpnyop-1-(2-
mMeTokcudgeHin)etaHony (1,5r) 'y  auMxnopmeTaHi
(20Mn). PeakuiiHy cymill nepemilyBany npu KiMHaT-
Hi TemnepaTypi B aTtMocdepi asoTy npoTaroMm 56
roguH. Cymiw Toai posnoginanu mix AXM (100mn) Ta
1H HCI (100mn), opraHiyHi MpodyKTu npomuBanu
Bogot (100mn), cywmnu marHi cynecaTtom, dinbT-
pyBanM Ta PO3YMHHUK BUAAnNsanu nig BaKyymMowm,
OTPUMYIOYUM 3arofoBHY CMOMYKY SIK NPO30p XXOBT Macn
(1,5r). "H AAMP (CDCl3): & 3,50 (bs, 1H), 5,25 (m, 1H),
6,73 (bs, 1H), 7,00 (m, 2H), 7,32 (d, J=2,56Iu, 1H),
7,45 (m, 1H).

Etan 4: 2-(1-xnop-2,2,2-tpucpnyopetun)dgeHon

l/“"L.
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TioHinxnopug (2,28mn) gogaBany 4O PO3YUHY 2-
(2,2,2-tpndpnyop-1-rigpokcietnn)cpeHony (3,0r) Ta
nipuauHy (1,23mn) y tonyoni (50mn). Peakuinny cy-
MilL nepeMillyBanu nNpu KiMHaTHIA TemnepaTypi npo-
Tarom 1 roguHw, nicns 4oro Tonyon BuAananu nig
BaKyyMOM Ta 3aruLUOK PO3MOAINANM MK eTunaueta-
Tom (100mn) Ta 1H HCI (100mn). OpraHiuHi npogykTm
BiAAINANM Ta Cywunu MarHin cynbgaTtoMm, inbTpy-
Banu Ta PO34YMHHUK BUOANSAMW nig BakyymMoMm, OTpu-
MYHOUM 3arofioBHy CMonyky sik npo3ope macno (3,0r).
'H AMP (CDCls): & 5,93 (m, 1H), 6,90 (d, J=4,52Iu,
1H), 7,10 (m, 1H), 7,35 (m, 1H), 7,69 (m, 1H).

Etan 5: 2-(2,2,2-tpucpnyopetun)dgeHon
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Hatpin 6oprigpug (,930r) gogaBanu Jo po3ynHy
2-(1-xnop-2,2,2-tpudpnyopetun)deHony (2,6r) y Tre
(30mn). PeakuinHy cymiw Togi nepemiwlysanu npoTs-
rom 14 rogwH npu KiMHaTHIN TemnepaTtypi B aTMocC-
cepi a3oTy, nicns 4oro peakuivHy cymiw racunu 1H
HCI (50mn) Ta posnoginanu mix 1H HCI (100mn) Ta
etunauetaTtom (200mn), opraHivyHi NpoaykTn BigAins-
nn Ta cywmnu marHin cynbgaTtom, dinbTpyBanu Ta
PO3YMHHWUK BMNaptoBanu nig BaKyymMOM, OTPUMYOHM
3aronoBHY CMOMyKy K HaMiBTBEPAMN NPOAYKT (2,4r).
'H AMP (CDCl3): § 3,50 (q, J=21,06I", 2H), 6,80 (m,
1H), 7,00 (m, 1H), 7,25 (m, 2H).

Etan 6: 4-6pom-2-(2,2,2-TpudpnyopeTtun)deHon

3y B

I

Tetpabytunamotin Tpubpomia (6,56r) posunHanm
y xnopodpopmi (50Mn) Ta gogaBanu Kpannsgmu go
po3unHy 2-(2,2,2-Tpucpnyopetun)deHony (2,4r) y
xnopodopmi (50mn). PeakuiiHy cymill nepemiwlysa-
nn Npy KiMHaTHIN TemnepaTypi NPOTAroM 2 roawH,
nicnsa yoro 5% posunH HaTpin Tiocynbdaty (100mn)
AofaBanu Ta yTBOpeHe nepemiwysanu npotarom 30
xBUnvH.Cymill ToAi po3noginanu Mk AuxrnopmeTa-
HoM (100mn) Ta 1H HCI (200mn). OpraHiyHi npoayKtu
BifAiNANM Ta Cywmnm mMarHii cynbaTtom. PO3UMHHMK
ToAi BMAANAnW nig BakyyMOM, CUPWIA 3arnuLioK Tofi
o4MLLany KOMOHKOBOK XpoMaTtorpadieto Ha cunikare-
ni, enotoun cymiwuo 90:10 rekcaHu:eTunaueTar,
OTPUMYIOYM 3aronoBHY CMONYKY $K >KOBTe Macro
(3,24r). "H AMP (CDCl3): & 3,50 (q, J=21,48u, 2H),
6,70 (d, J=2,54T"y, 1H), 7,32 (d, J=2,54T"u, 1H), 7,45
(s, 1H).

Etan 7: OuTtoBOi kucrnotm 4-6pom-2-(2,2,2-
Tpucpbnyop-etun)-ceHinosun ectep
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Auetnnxnopug (0,91mn, 12,8Mmorn), a noTim
Tpuetnnamid (1,8mn, 12,8Mmon) gogasanu npu ne-
peMilLyBaHHi o PO34MHY 4-6pom-2-(2,2,2-
Tpudbnyopetun)dbeHony (2,55r, 10,7mmon) y CHyCl3
(20Mn). PeakuiiHy cymilwl nepemillyBani nNpoTArom
45 xBunuH Ta Topi posnoginanu mik 1H HCI Ta
EtOAc. OpraHiyHuin wap npoMmMBann HacUYEHUM
NaHCOs3;, posconom cywunu NazSOs Ta KOHUEHTpPY-
Banu. Ouuctka hneLl-KoNoHKOBOK XpomaTtorpadieto
(0% po 20% EtOAc y rekcaHax) gama MpoaykT siK
npo3ope macno (2,50r). PX-MC : XIAT 297 MH+.

Eran 8: 6-UvknoneHtnn-6-{2-[4-rinpokcn-3-
(2,2,2-Tpudpnyopetun)deHin]etun}aurigpo-2H-nipaH-
2,4(3H)-gioH
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(2), npy4oMy OuTOBOI KMCNOTU 4-6pom-2-
(2,2,2-Tpucpnyop-eTnn)-geHinosun ectep 3 etany 7
BMLLE  3aCTOCOBAHO  3aMicTb  4-6pom-2-eTun- 5-
MEeTOKCU-NipUAMHY 3 eTamy 6 Lpboro nmpuknagy. 'H
AMP (CDCIs): 6 1,35-1,70 (brm, 6H), 1,93, (brm, 2H),
2,04-2,21 (brm, 3H), 2,83-3,12 (brm, 8H), 6,78 (dd,
J=2,81I"y 2H), 6,99 (s 1H). MC(XIAT): 385 (M-H).

Etan 6-LnknoneHtun-3-[(5,7-
anveTnn(1,2 4]Tpv|a30no[1 5-a]nipumiamH-2-
in)metun]-4-rigpokcn-6-{2-[4-rigpokcmn-3-(2,2,2-
Tpudpnyopetun)deHinletnn}-516-gurigpo-2H-nipaH-2-
OH

HyC,
N Nfz'}PCHa
i
e
HOM,;,\ T‘;O
s
g
I ,
HO™ " L

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1) ge,6-unknoneHTmn-6-{2-[4-rigpokcu-3-
(2,2,2-Tpudpnyopetun)deHin]etun}aurigpo-2H-nipax-
2,4(3H)-pioH 3acTtocoBaHO 3aMiCTb G-LMKNONEHTUN-6-
[2-(5-eTun-4-rigpokcu-2-nponokcu-geHin)- eTvm]
aurigpo-nipan-2,4-gioHy y TOMy X npuknagi. 'H AMP
(OMCO): 6 1,40-1,90 (brm, 8H), 1,99-2,28 (brm, 3H),
2,58 (s, 3H), 2,73 (m, 5H), 3,00(m, 2H); 3,10 (m, 2H),
3,47 (m, 3H), 6,79 (m, 2H), 7,05(m, 2H), 8,83 (bs,
1H), 10,0 (bs, 1H). Awanis: pospaxoBaHO [Ans
Cst3104N4F3: C, 61,76; H, 5,74, N, 10,29. 3HaWJ,e-
Ho: C, 61,50; H, 5,50, N, 10,14.

Mpwuknag A(75): EHaHTiOMep 2 6-umknoneHTun-3-
[(5,7-oumeTun([1,2,4]tpnasono[1,5-a]nipyuMignH-2-
in)metun]-4-rigpokcn-6-{2-[4-rigpokcmn-3-(2,2,2-
Tpudbnyopetun)deHinletun}-5,6-gurigpo-2H-nipaH-2-
OH
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3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-umknoneHTun-3-[(5,7-aumetnn[1,2,4]tpnasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-6-{2-[4-rigpokcu-
3-(2,2,2-tpudpnyopetun)deHinletun}-5,6-gurigpo-2H-
nipaH-2-oHy (100mr, 3 etany 9 npuknagy A(74), 3a-
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ctocoBytoum xipaneHy BEPX (Chiralpak AS-H,
1006ap, 30% MeOH). (27wmr, 3,566 xBUNUH 4ac
yTpuMaHHsi, 100% e.H.).

Mpuknapg A(76):) 6-LinknoneHtun-3-[(5,7-
anveTnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
in)metun]-4-rigpokcn-6-{2-[4-rigpokcun-3-meTnn-5-
(2,2,2-Tpudpnyopetun)deninletnn}-5,6-aurigpo-2H-
nipaH-2-oH
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npudomy 2-6eH3unokcu-5-roa-1-
meTunn-3-(2,2,2-tpudnyop-etnn)-6eH3on 3 etany 5
HWX4e 3aCTOCOBAHO 3aMiCTb 1-0eH3MNokcu-2-eTun-4-
noa-5-nponokcu-6eH3ony 3 etany 4 UbOro Npuknagy.
'H AMP (300Mrwu, CDCl3): & 1,35-1,80 (m, 8H), 2,00-
2,40 (m, 6H), 2,58 (s, 3H), 2,80 (m, 7H), 3,10 (t,
J=7,06y, 2H), 3,20 (q, J=10,47Tu, 2H), 6,52 (s, 1H),
6,81 (s, 1H), 6,99 (s, 1H), 8,82 (s, 2H). AHani3: pos-
paxoBaHo Anst CooHssF3N4O4: C, 62,36;H, 5,95; N,
10,03. 3HanpeHo: C, 62,30;H, 5,83; N, 10,16.

ETan 1: 1-BpommeTun-2-meTokcun-3-MeTus-
6eH3on

HsC
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2-5-AumeTnnanizon (10,0r, 73mMmon) po3unHANM
y CCls (100mn) Ta NBS (26,26r, 147mmon), a noTim
popasanu 6eH3oin nepokcug (884mr, 5mon%). Peak-
UiHY CyMill rpinv OO KWNiHHS nig 3BOPOTHMM XOIio-
OUNbHUKOM Ta nepemiwyBanu npotarom 48 roawH,
nicns 4Yoro Cymill OXOrnompKyBanu A0 KiMHATHOI Tem-
nepartypu 1a inbTpyBanu. PinbTpaT KOHUEHTpYyBanu
Ta oumwanu dnew-KonoHKOBOK XpomaTorpadieto
(0% mo 30% EtOAc y rekcaHax), OTpMMYoUM NPOayKT
Ak 6inun TBepauni npoaykt (19,3r.). PX-MC: XIAT -
VE=213

Etan 2: 2-Metokeu-1-metnn-3-(2,2,2-tpudbnyop-
eTun)-6eH3on

HscT ]
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TpumeTun(TpudnyopmeTtun)cmnaH (25,39mn,
162,5Mmon) gogasanu Npu nepemillyBaHHi 4O CyMiLlli
1-6pommeTunn-2-meTokeu-3-meTnn-6eHsony (19r,
65mmon), KF (9,44r, 162,5mmon), Cul (37,10r,
195mmon) y AM® (75mn) Ta NMP (75mn) PeakuinHy
cymiw rpinu go 55°C nig asotom npotsirom 15 roguH.
Cywmiw BunuBanu y sogy, nignyxysann 1H NaOH Ta
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ekctparyBanu EtOAc. OpraHiyHi wapv npomuanu
poscornom, cywnnm NaSOs Ta KOHUeHTpyBanu o
YopHoro Macna. ®dneL-KonoHkoBa xpomatorpadis
(0% po 60% EtOAc y rekcaHax) gama MpoaykT siK
xoBTe macno (12,0r). PX-MC: XIAT -VE=203

Eran 3: 2-Metun-6-(2,2,2-tpudpnyop-etun)-
eHon

1
|
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2-MeTtokeu-1-metun-3-(2,2,2-tpudpnyop-etun)-
6eH3on (6,0r) posunHanu y gmxnopmetadi (100mn) Ta
popasanu BBrs (100mn). PeakuiiHy cymiw nepemi-
WwyBanuM npu KiMHaTHIX Temnepatypi npotarom 12
rogvH, nicns yoro noeinbHo racunu HCI. Cymiw Togi
nianyxyesanu 2H posunHom NaOH Ta opraHidHi npo-
OyKTun Bigkuaanu. BogHuii wap nigkucnosanu 1H HCI
Ta NPOAYKT ekcTparysanu etunauetatom, OTpUMyoumn
3aronoBHY CMoryKy sk kopndiHeBe macno (4,43r). PX-
MC: XIAT-VE=189

Etan 4. 2-bensunokcn-1-metun-3-(2,2,2-
Tpucnyop-etun)-6eH3on
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Kanin kapboHat (953mr, 6,89mmon), a notim 6eH-
3unbpomig (0,8mn, 6,89MmMon) gogasanu 4O pPO3UnHY
2-metun-6-(2,2,2-tpudpnyop-etun)-ceHony  (1,78r,
6,89mmon) y AM® (20mn). Cymiw nepemiwysanv npu
KiMHaTHIN TemnepaTypi npotarom 15 roguH Ta ToAi
posnoginsnu Mk Bogoto Ta EtOAc. OpraHiyHun wap
npomuearm 1H HCI, posconom, cywmnu NaSO4 Ta
KOHUEHTpyBanM Ao KopudHeBoro macna OuucTka
dneLu-konoHkoBo xpomatorpadieto (0% go 20%
EtOAc y rekcaHax) gana npogykT sik mpo3ope Macrno
(2,1r). PX-MC: XIAT -VE=279

Etan 5: 2-BeHsunokcu-5-iop-1-metnn-3-(2,2,2-
Tpucnyop-etun)-6eH3on
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PosuuH nogy (1,52r, 6,0mmon) y CHCIz (80mn)
Jogasanu Kpannsmu npy nepemillyBaHHi OO CyMiLi
2-6eH3nnokcun-1-metun-3-(2,2,2-tpudonyop-etun)-
6eH3ony (2,1r, 6,0mmon), apreHTym TpudryopaueTa-
Ty (1,33r, 6,0mmon) y CHCI3 (20mn). Micna 3aBep-
WeHHs oJaBaHHS peakuinHy cymill nepemillysanu
npotarom 1 roguHun. Cymiw dinbTpyBanu Yepes Liap
6poyHmineputy, npomuBatoum CHoCly.  dinbTpat
npommsanu HacmyeHnm NaoS;03, po3conom, CyLmnnm
Na;SO4 Ta KOHUeHTpyBanu Ao 6nigo-xoBToro TBep-
pgoro npoaykty (1,68r). PX-MC: XIAT -VE=405

Mpuknapg, A(77): 6-LnknoneHtun-3-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rinpokcun-6-{2-[4-rigpokcu-2-nponokcu-5-

Fy
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(2,2,2-Tpudpnyopetun)deninletnn}-5,6-aurigpo-2H-
nipaH-2-oH
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npuyomy 1-6eH3unokcu-4-noa-5-
nponokcu-2-(2,2,2-tpucpnyop-etun)-6eH3on 3 etany 4
HWXYe 3aCTOCOBaHO 3aMicTb 1-6eH3nnokcmn-2-eTun-4-
noa-5-nponokcu-6eH3ony 3 etany 4 UbOro Npuknagy.
'H AMP (300Mru, CDCl3): & 0,98 (t, J=6,79I4, 3H),
1,40-2,40 (m, 10H), 2,50-2,75 (m, 10H), 3,10 (q,
J=10,06I"u, 2H), 3,78 (t, J=8,56I'y, 2H), 6,12 (s, 1H),
6,99 (m, 2H), 10,12 (bs, 1H). AHani3: po3paxoBaHO
ana Cs1HszF3sN4Os: C, 61,73;H, 6,19; N, 9,29. 3Han-
peHo: C, 61,60;H, 6,24; N, 9,39.

Etan 1: 1-MeTtunn-2-HiTpo-4-nponokcn-6eH3on
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Kanin kap6bonat (13,5r, 0,098 mon), a notim 1-
nognponaH (9,56mn, 0,098mon) gogasanu 4O po3yn-
Hy 4-meTun-3-HiTpo-deHony (15r, 0,098mon) y AM®
(100mm). Cymiw nepemilyBanu NpoTArom 5 roguH Ta
Togi po3noginanu mix Bogoto Ta EtOAc. OpraHivHui
wap npomuBanu HacuueHnm NaHCOs, poscornom,
cywmnn NaSOs Ta KOHUeHTpyBanuM A0 MpOo30poro
macna (17,5r).

Etan 2: 2-Hitpo-4-nponokcu-1-(2,2,2-Tpudonyop-
eTun)-6eHson

1-MeTtun-2-HiTpo-4-nponokcu-6eH3on (17,0r,
87mmon) posuunHsanm y CCls (100mn) Ta NBS (15,58r,
87mmon), a noTim gopaBanu GeH30in nepokcua
(1,0mr 5mon%). PeakuinHy cymiw rpinm o KuniHHSA
nig 3BOPOTHWM XOMOAWMBHWKOM Ta MepemillyBanu
nNpoTAromM 24 roguH, Micns Yoro CyMill OXonogKysanm
[0 KiMHaTHOI TemnepaTypu Ta inbTpyBanu. PinbT-
paT KOHUEHTpYBanu Ta ounwany ¢neL-KoroHKOBO
xpomaTtorpadieto (0% po 5% EtOAc y rekcaHax),
oTpumytoum 6pomia sk 6inun TBepamn npodykt (7,0r).
TpumeTun(TpucnyopmeTtun)cmnaH (4,8mn,
31,9Mmmon) gogasanu nNpuy nepemilyBaHHi 40 CyMiLi
6pomigy (7,0r, 25,5mmon), KF (1,85r, 31,90mmon),
Cul (7,28r, 38,25mMmon) y OM® (50mn) Ta NMP
(50mn). PeakuinHy cymiw rpinu go 55°C nig azotom
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npoTarom 15 roguH. Cymiw Bunueanu y sBogy, nigny-
xyBanu 1H NaOH Ta ekctparysanu EtOAc. OpraHiyHi
Wwapu npomuBanu posconom, cywunu NaSOs4 Ta
KOHUEHTpyBanM A0 YOpPHOro Mmacra Ta ouuwanu
dneL-konoHkoBoto xpomatorpadieto (0% go 10%
EtOAc y rekcaHax), OTpUMYIOYM NPOOYKT SIK XKOBTE
macno (3,0r). 'H AMP (300Mru, CDCls): & 1,06 (t,
J=6,79"y, 3H), 1,80 (m, 2H), 3,68 (q, J=10,47T, 2H),
3,78 (t, J=8,56I'u, 2H), 6,76 (d, J=2,33I'y, 1H), 7,33
(d, J=2,33Iu, 1H), 7,69 (s, 1H).

Etan 3: 5-lMponokcn-2-(2,2,2-Tpndnyop-etun)-
deHon

Hac\\d/x

2-Hitpo-4-nponokcu-1-(2,2,2-tpudnyop-etun)-
6eH3on (3,0r) po3unHsanm B etaHoni (50mn) Ta gopa-
Banun 10% nanagin Ha Byrinni (1,0r). Cymiw rigpore-
HyBanu 3acTocyBaHHsM GaroHy MpoTAroMm S rogwH,
nicna 4oro kartanisatop BiadinbTpoByBanu 4epes
wap OpoyHmineputy. ®inbTpaT KOHUEHTpyBanu Ta
ounwany drew-konoHkoBot xpomatorpadieto (0%
po 60% EtOAc y rekcaHax), OTPMMYKOUM aHifiH $K
XoBTe Mmacno (2,5r). Len aHiniH cycnengyBanun y
H>SO4 (2,05Mn y 5mn Bogm) Ta oxonomkysanu Ao -
5°C. Hartpin HiTput (814mr y Boai 5mn) gopasanu
kpannsmu. Cymiw nepemiwysanu npyu 0°C npoTtsrom
we 30 XxBMMMH Ta ToAi CyMill Aodasanu OO PO3YUHY
cynbdatHoi kucnot (19mn y 100mn Bogm). Cymiw
rpinu go 80°C npotarom 1 rogmHun. PeakuiviHy cymiw
OXOMnoaXyBanu OO0 KiMHaTHOI TemnepaTtypu Ta npo-
OYKT eKcTparyBanu, 3actocoBytoun etunauetar. Op-
raHiyHi NpPoAyKTU BIOAINAMM Ta CYLIMNW MarHin cynb-
daToM Ta PO3YMHHUK KOHLEHTpyBanu. 3anuiiok
ounwany drew-konoHkoBo xpomatorpadieto (0%
po 60% EtOAc y rekcaHax), OTpUMYLO4M YEepPBOHUM
TBEpAWIt MpoaykT (500mr). "H AMP (300Mru, CDCls):
8 1,06 (t, J=6,79Iy, 3H), 1,80 (m, 2H), 3,46 (q,
J=10,33lu, 2H), 3,92 (t, J=8,86I'u, 2H), 6,26 (d,
J=2,33ly, 1H), 6,48 (s, 1H), 7,10 (d, J=2,33I'y, 1H),
8,40 (bs, 1H).

Etan 4: 1-BeHaunokcu-4-noa-5-nponokcu-2-
(2,2,2-Tpudcpnyop-etun)-6eH3on
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3aronoBHy Cnomyky OTpUMYyBanu aHamnoriyHo
npuknagy A(76), npuyomy 5-mponokcu-2-(2,2,2-
Tpudnyop-etnn)-peHon 3 etany 3 BuULLe 3aCTOCOBa-
HO 3amicTb 2-meTun-6-(2,2,2-tpudnyop-etun)-
ceHony 3 eTtany 4 UbOoro npuknagy. 'H AMP
(300Mrlu, CDCls): 5 1,06 (t, J=6,79I'y, 3H), 1,80 (m,
2H), 3,46 (q, J=10,56I'u, 2H), 4,00 (t, J=8,56I'u, 2H),
4,99 (3, 2H), 6,65 (3, 1H), 7,26-7,42 (m, 6H).

Mpuknag  A(78):  2-[4-(2-{2-LmknoneHTun-4-
rigpokcn-5-[(6-metun([1,2,4]Tpnasono[1,5-
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a]nipumignH-2-in)meTun]-6-okco-3,6-gurigpo-2H-
nipaH-2-in}etnn)-2-meTnndeHin]-2-
METUMNPONAHHITPWIN
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6-Metun-[1,2,4]tpnasono[1,5-a]nipumignH-2-
kapbanbgerig (0,11r, 0,7MmMon) gogasanu o po3yu-
HY 2-{4-[2-(2-umknoneHTnn-4-rigpokcu-6-okco-3,6-
avrigpo-2H-nipaH-2-in)-eTun]-2-meTnn-geHin}-2-
meTtun-nponioHitpuny (0,16r, 0,5mmon, 3 etany 5
Hux4e) y MeOH (4mn). PeakuiviHy cymill nepemiluy-
Banu npotsarom 15 xBunuH Ta Togi 0bpobnsnu 6op-
AMMeTnnamMmiHoBMM  komnrnekcoM (34mr, 0,6mmon).
Yepes 15 roguH peakuiiHy cymilwl dinbTpyBanm Ye-
pe3 cneyeHe ckno, npomwuBatou MeOH. ®inbTpat
KOHLEHTpyBanu Ao XoBToro macna. O4ncTtka npena-
patuBHoo BEPX pgana npopykt sk 6inui nopoLuok
(32wmr, 14% Buxoay). 'H SMP (400Mru, AMCO-ds):
1,35-1,46 (2H, m) 1,75 (6H, s) 1,77-1,81 (2H, m)
1,93-2,04 (3H, m) 2,35-2,46 (2H, m) 2,48 (3H, s)
2,52-2,56 (2H, m) 2,59 (3H, s) 2,61-2,78 (4H, m) 4,10
(2H, d, J=8,08I'u), 6,96-7,02 (2H, m) 7,15-7,23 (1H,
m) 8,57-8,63 (1H, m) 8,69 (1H, d, J=2,53Iy). MC
(IPE): 512 (M-H).
Etan 1: (4-Bpom-2-meTun-geHin)-meTtaHon
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4-Bbpom-2-meTun-6eH3oiHy  kucroty  (9,88r,
45,9vmon) posunHanu y Tr® (100mn) Ta po3uuH
oxonogxysanu go 0°C. o uboro po3ymHy gogaBanu
posunH 1M BH3TI® (91,89mn, 91,89mmon) npu 0°C
Ta pO34MH eHeprinHo nepemillyBany NpoTaroMm 3 ro-
OWH Npu KiMHaTHIN TemnepaTtypi. PeakuinHy cymiw
po3baenanu xonogHoo Bogot (20mn), npomuBanu
HacudeHum posdumHom NaHCOs, Toai ekcTparysBanu
etepom 3 pasm (300mn). MNoegHaHWi opraHivyHuin eTep
npommBanu posconom (250mn), cywmnm MgSO4 Ta
KOHUEHTPyBanu nig BakyyMoM . 3anuwioK ouuanu
dneLu-KonoHKoBOK xpomaTtorpadieto (25% ao 55%
EtOAc y rekcaHi), oTpumytoumn 6inun TBepauii NpoaykT
(8,24r, 90% Buxoay). 'H SIMP (400Mru, CDCls) &:
2,32 (2H, s) 4,64 (1H, d, J=5,81T"u) 7,20-7,26 (2H, m)
7,30 - 7,36 (1H, m).

Etan 2: 4-bpom-1-6pomMmeTun-2-metun-6eH3on
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Tpudpenindocdin (11,35 r, 43,27mmorn), a noTim
kapboH TeTpabpomig (14,35 r, 43,27mmon) gogasanu
00 po34unHy (4-6pom-2-meTunn-deHin)-metaHony (7,25
r, 36mmon) y CH2Cl (200 mn). Cymiw nepemiluysanm
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npu KiMHaTHIN Temnepatypi npotarom 5 roauH. Pos-
YMH KOHUeHTpyBanu Ao 15 mn. 3anuwok ounwanu
dneLu-konoHkoBoo xpomatorpadieto (1% go 10%
EtOAc y rekcaHi) gana npogykT sik KOpUYHEBE Macno
(9,25 1, 81% Buxoay). 'H AMP (400Mru, CDCl3) &:
2,39 (3H, s) 4,45 (2H, s) 7,17 (1H, d, J=8,08 'y) 7,29
(2H, m) 7,30 (1H, dd, J=8,08, 2,02I'u) 7,34 (1H, s).
Etan 3: (4-bpom-2-meTun-deHin)-aueToHiTpun
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HOo posuvHy  4-6Gpom-1-OpoMMeTUN-2-MeTuUI-
6eH3ony (3,96r, 15mmon) y AM® (16mn) gopgasanu
HaTpin uianig (0,85r, 17,25mmon) Ta Boay (1,8mn).
PeakuinHy cymiw nepemiwlyBanu npoTAaroMm Hodi npu
KiMHaTHIN TemnepaTypi. [Jo peakuiiHoi cymiwi goaa-
Banu 100mn Boau; 80mn HacuyeHoro NaHCOs; Ta
100mn EtOAc. Wapw po3ainanu Ta BOOQHWIA Lap eKc-
TparyBanu 3x100mn EtOAc. NoegHaHi opraHiyHi npo-
ayktm npomusanu 100mMn BoAM Ta ToAi Cywwwnu
Na SO.. lNicna BiadiNbTPOBYBaHHA TBEPAMX NPOOYK-
TiB, MaTKOBMI PO34MH KOHLIEHTPYBanu Ao noTpibHoro
NpoayKkTy POTOPHWM BuUMaptoBaHHAM (2,92r, 92,7%
Buxoay). 'H AAMP (400Mru, CDCls): & 2,32 (2H, s),
3,62 (1H, s), 7,20-7,27 (1H, m), 7,32-7,41 (1H, m).

Etan 4: 2-(4-Bpom-2-meTun-geHin)-2-metun-
nponioHITpUn
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Ho PO34UHY (4-6pom-2-meTnn-cheHin)-
aueToHiTpuny (1,26r, 6mmon) 3 etany 3 Buwe y IM®
(15mn), oxonomxeHoro ao -10°C pgopaBanu kanin
TpeT-6yTokema (1,62r, 14,4mmon). PeakuiiHy cymiw
nepemiwysanu npotarom 15 XBUnuH, NoBiNLHO Aoaa-
Banu nogmetaH (0,86mn, 13,8mmon). PeakuiviHy cy-
Mill nepemillyBanu NpoOTAroM 2 roAauH, ToAi racunm
HOACc (0,51mn, 9mMmon). PeakuiiHy cymiw nepemiluy-
Banu npotarom 20 xBunuH Ta 3miwysanu 3 IME
(250mn) Ta Bogoto (200mn). Wapw posginsanu Ta Boga-
HUR wap ekctparyBanu 3x100mn IME. MNMoegHaHi op-
raHiyHi npoagyktu npomwmsanu 200mn Boau Ta ToAi
cywmnn MgSOa. lNMicns BiadinbTpoBYBaHHA TBEPAUX
NpoAyKTiB, MaTKOBMIA PO34MH KOHLEHTPYBanu o cu-
poro NpoayKkTy POTOPHMM BUNApIOBaHHAM. 3anuLiok
ounwany drew-konoHkoBo xpomatorpadieto (0%
po 75% EtOAc y rekcaHi), oTpumyoum noTpiOHWI
npogykt. Buxig: 1,28r, 89%. H amp (400Mrw,
CDClI3): 6 1,77 (6H, s) 2,62 (3H, s) 7,16 (1H, d,
J=8,59I"y) 7,31-7,40 (2H, m).

Eran 5: 2-(4-{2-[2-UunknoneHTun-4-rigpokcu-5- (6-
meTtun-[1,2,4]tTpuasono[1,5-a]nipumignH-2-inmetun)-
6-okco-3,6-aurigpo-2H-nipax-2-inj-etnn}-2-metun-
deHin)-2-meTnn-nponioHiTpun
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Cymiw 2-(4-6pom-2-MeTUn-heHin)-2-meTun-

nponioHiTpuny (1,24r, 5,2mmon), 6-(2-uvknoneHTun-
2-rigpokcubyT-3-uHin)-2,2-gumetnn-4H-1,3-4iokcmH-
4-ony (1,371, 5,2mmon), PdCIx(PPhs), (0,13r, 4mon%)
Ta Cul (7,9mr, 8mon%). y giisonponinamini (4mn) Ta
OM® (8mn) rpinu mpn 90°C npotarom 40 XBUMMWH.
PeakuiHy cymiwl oxonompkyBanu OO KiMHaTHOI TeMm-
nepatypu Ta posbasnsanum EtOAc (250mn), Togi mpo-
muBanu BogHum NHiCl, posconom Ta cywwunm
NazSOs. Po3unHHVK BMaansanu nig Bakyymom Ta 3a-
NULIOK ouuLany neLl-KONOHKOBOK XpomaTtorpadi-
€0, OTpMMYyIOuM MOTPIGHWMI npogykT. Buxig: 1,28r,
57%. 'H AAMP (400Mru, CDCl3) &: 1,38-1,40 (1H, m)
1,52-1,62 (6H, m) 1,65-1,71 (7H, m) 1,92-1,99 (2H,
m) 2,33-2,42 (2H, m) 2,53 (3H, s) 2,56-2,67 (3H, m)
5,43 (1H, s) 6,95-7,04 (2H, m) 7,22 (1H, d, J=8,08IL).
MC (IPE): 420 (M-H).

Ertan 6: 6-LnknoneHtun-6-[2-(5-etun-4-rigpokcu-
2-nponokcu-ceHin)-eTnn]-gurigpo-nipaH-2,4-0ioH
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2-{4-[3-UuknoneHTnn-4-(2,2-gumetnn-6-okco-6H-
[1,3]atokcmn-4-in)-3-rigpoken-6yT-1-unHin]-2-metun-
deHin}-2-metun-nponioHitpun  (1,28r, 3,0mmon, 3
etany 5 Buwe po3umHanu y Ta obpobnsanu Pd(OH),
(0,38r, 20mac.% Tun Degussa). Cymiw nepemiwyBsa-
nn nig BoAHEM MpPOTAroMm Hodi. PeakuinHy cymiw di-
nbTpyBanu 4yepes wap OpoyHMinepuTty, a noTiM Npo-
MuBanu EtOAc. dinbTpaTt KoHUeHTpyBanu Ao 6nigo-
)KOBTOro TBEPAOro MpoaykTy. TBepauin nNpodykT pos-
ynHanm y NaOH (0,3M y MeOH, 15mn, 4,5mmon).
PeakuivHy cymiw nepemiwlyBanu npu KiMHaTHIN TeM-
nepatypi npoTaroM 3 roAuH ToAj racunu 75mn Hacu-
yeHoro NH4Cl ta 3mn 1H HCI. Jo uboro posuuHy
popasanm 100mn CHCl, Tta wapwu po3ginanu. Bog-
HUI wap ekctparyBanu 2x75mn CH,Cl, Ta opraHiyHi
wapu noegHyesanu. [icna cyLwKkuM opraHivyHWi Lwap
cywmnn MgSOs Ta oinbTpyBanu AnA BUAANEHHS
TBEPAMX NPOAJYKTIB, PO3YMHHWK BUOANSANN POTOPHUM
BMMNaptoBaHHAM. 3anuiukoBe Macro ovuwany dnewwu-
XpomaTorpadieto, OTpUMYyloUM MOTPIOHMIA NPOAYKT
(0,52r, 47% Buxomy). 'H AMP (400Mru, CDCls): &:
1,38-1,40 (1H, m) 1,52-1,62 (6H, m) 1,65-1,71 (7H,
m) 1,92-1,99 (2H, m) 2,33-2,42 (2H, m) 2,53 (3H, s)
2,56-2,67 (3H, m) 5,43 (1H, s) 6,95-7,04 (2H, m) 7,22
(1H, d, J=8,08I"u). MC (IPE): 366 (M-H).

Mpuknag  A(79):  2-[4-(2-{2-LUunknoneHTun-4-
rigpokcu-5-[(6-metun[1,2,4]Tpnasono[1,5-
a]nipumiguH-2-in)metun]-6-okco-3,6-gurigpo-2H-
nipaH-2-in}eTnn)-2-cnyop-5-rigpokcndeHrin]-2-
METUANPONaHHITPMAN
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2-(4-{2-[1-UuknoneHTun-3-rigpokcn-4-(6-metun-
[1,2,4]Tpunasono[1,5-a]nipumignH-2-inmeTnn)-5-okco-
uukrorekc-3-eHin]-etun}-2-cnyop-5-meTokcu-eHin)-
2-meTun-nponioHiTpun 3 etany 2 Hwkye ((168wmr,
0,3mmon) y CH2Cl, oxonogxysanu go -78°C. 1M 6op
Tpmbpomig (3,06mn, 3,1Mmon) MoBiNbHO Aogasanu
npn -78°C. PeakuinHy cymiw Togi nepemillyBanm
npotarom 0,5 roguH npu -78°C Ta nNpu KiMHaTHI Tem-
nepatypi nporsarom we 2,5 roguH. Bogy 3 nboaom
(6mn1), a noTim KoHueHTposaHy HCI (0,5mn), noBinbHO
JofaBanv OO peakuiiHOl CyMilli. YTBOpPeEHY CyMill
nepemiwysanu npotarom we 0,5 roguH ToAi ekctpa-
rysanu 3 pasu 3 CH,Cl, (3x75mn). MoeaHal opraxivH
CH2Cl, wap npomuBanu posconom (75mn), cywmnm
MgSO4 Ta KOHUEHTpyBanu Mig BakyymoM . 3anuiiok
oyvwanM  drew-KornoHKoBoK  Xpomarorpadieto,
OTPUMYIOYM NOTPIGHMI NpoayKT (25mr, 15% Buxody).
'H AMP (400Mru, CDCls) &: 1,69 -1,79 (10H, m)
1,90-1,98 (3H, m) 2,33-2,43 (2H, m) 2,45-2,53 (6H,
m) 2,58-2,69 (4H, m) 4,02-4,16 (2H, m) 6,78 (1H, d,
J=11,87Tu) 6,91 (1H, d, J=6,82I'uy) 8,62 (1H, s) 8,70
(1H, s). MC (IPE): 532 (M-H).

Etan 1: (4-Bpom-2-cbnyop-5-meTokcu-ceHin)-
MeTaHon
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Bpom (15mn, 0,3mon) gogaBanu MOBIMBHO A0
po3unHy 2-dnyop-5-metokcu-6eH3anbgeria  (23,1r,
0,15mon) y xnopodopmi (500Mn) Ta cymiw nepemi-
LyBanu npu KiMHaTHin Temnepatypi npoTtarom 5 ai6.
Cymiw Bunueamu y Bogdy (200mn) Ta ekcTparysBanu
xropocpopmom (2x200mr1). OpraHivHi npogykTn npo-
MuBanu Bogoto, poscornom, cywmnu MgSOs, dinbT-
pyBanM Ta KOHUEHTpyBanu. 3anuwok ouuwanu
dhneL-KONoHKOBOK Xpomatorpadieto (2-16% EtOAc
y rekcaHax, OoTpumyoun 4-6pom-2-cnyop-MeTOKCH-
6eH3anbgeria (20,7r, 60%). Oo po3unHy 4-6pom-2-
dnyop-5-meTokeu-6eHsanbgerigy (4,0r, 17,3mmon) y
MeOH npu 0°C pogasanu NaBH, (0,65r, 17,3mmon).
Micna peakuinHy cymiw nepemiwysanu npu 0°C npo-
TArom 2 rofuvH, Harpisanu Ao KiMHaTHoOI Temnepartypu.
OpraHiyHmin Wwap nepeHocMnn B €TUNOBUA eTep,
npomusanu Bogot Ta cywunu MgSOs, dineTpyBanu
Ta KOHUeHTpyBanu. 3anuwok ouvwanu dnew-
xpomaTtorpadieto (25-45% EtOAc y rekcaHax), oTpu-
Myloun mpofykT. (3,9r, 99%). 'H AMP (300Mru,
CDCls): 6 3,90 (s, 3H), 4,74 (d, J=6,02I'u, 2H), 6,82
(q, J=6,1T'u, 1H), 7,29 (d, J=10,58IM, 1H).

Etan 2: 2-(4-{2-[2-UunknoneHTun-4-rigpokcu-5-(6-
meTtun-[1,2,4]Tpuasono[1,5-a]nipumignH-2-inmetun)-
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(78)ane  4-6pom-2-chnyop-5-meTokcu-
deHin)-meTaHon 3acTocoBaHO 3aMicTb (4-6pom-2-
MeTUn-geHin)-metaHony 3 etany 1 UpOro npuknagy.
MC (IPE): 546 (M-1).

Mpuknag A(80): 6-LnknoneHtun-3-[(5,7-
anvetnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
in)metun]-6-{2-[5-dnyop-4-(rigpokcnmeTun)-2-
MeTokcudeHinletnn}-4-riflpokcun-5,6-aurigpo-2H-
nipaH-2-oH
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MoTpibHMI nNpogyKT OTpMMyBanu aHanoriyHo
npuknagy A(1), nigctaenswoum 6-uuknoneHTun-6-[2-
(5-cbnyop-4-rigpokcumeTun-2-meToKeu-eHin)-etunl-
avrigpo-nipan-2,4-gioH (364mr, 1,0mmon) 3 etany 2
HWKYe 3aMmicTb 6-unknoneHTun-6-[2-(5-etnn-4-
ri/J,pOKCVI-Z-I'IpOI'IOKCVI-(beHiJ'I)-eTVIJ'I1]-,D,VIFi,IJ,pO-I'IipaH-
2,4-pioHy. Bwuxig: 52mr, 12%. H AMP (400Mrwu,
CDCl3) &: 1,53-1,57 (2H, m) 1,92-2,00 (3H, m) 2,56-
2,75 (12H, m) 2,79 (3H, s) 3,78 (3H, s) 4,12 (2H, s)
4,68-4,72 (3H, m) 6,76 (1H, d, J=10,11"u) 6,81 (1H,
d, J=5,81I"y) 9,93 (1H, s). MC (IPE): 523 (M-H).

ETan 1: 6-[2-LiuknoneHTun-4-(5-conyop-4-
riAPOKCUMETUI-2-METOKCU-DEHIN)-2-TiapoKCK-6yT-3-
WHIN]-2,2-gumeTun-[1,3]aiokcuH-4-oH
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MoTpibHMI nNpoayKT OTpMMyBanu aHanoriyHo
etany 5 npuknagy A(78), nigctaensitoum (4-6pom-2-
dnyop-5-meTokcu-eHin)-metaHon (2,35r,
10,0mmon) 3 etany 1 of A(79) 3amictb 2-(4-6pom-2-
MeTUN-geHin)-2-metun-nponioHitpuny. Buxia: 4,4r,
98%. 'H AMP (400Mru, CDCl3) &: 1,33-1,45(1H, m)
1,52-1,64 (3H, m) 1,65-1,76(6H, m) 1,76-1,85 (2H, m)
2,18-2,27 (1H, m) 2,37-2,49 (1H, m) 2,55-2,66 (3H,
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m) 3,82 (3H, s) 4,73 (2H, s) 5,53 (1H, s) 6,91-7,01
(2H, m). MC (IPE): 417 (M-H).
ETan 2: 6-LinknoneHtun-6-[2-(5-donyop-4-
T APOKCUMETUIN-2-METOKCU-GDEHIN)-eTUI]-anrigpo-
nipaH-2,4-gioH

MoTpibHMI NpoayKT OTpMMyBanu aHanoriyHo
npuknagy A(2), npuwdomy  6-[2-uuknoneHTun-4-(5-
dnyop-4-rinpoKCUMeTUN-2-MeToKCU-peHin)-2-
rigpokcu-6yT-3-uHinl-2,2  gaumetun-[1,3]giokcmH-4-oH
(1,28r, 3,03mmon) 3actocoBaHO 3aMmicTb  6-[2-
LimknoneHTtunn-4-(2-etnn-5-metokcu-nipnanH-4-in)-2-
riapokcn-6yT-3-nHin]-2,2-gumetnn-[1,3]giokcuH-4-oHy.
Buxia: 1,4r, 38%. 'H AMP (400Mrwy, CDCls) &: 1,37-
1,49 (1H, m) 1,53-1,97 (9H, m) 2,53-2,6 (1H, m) 2,64-
2,7 (1H, m) 2,75 (2H, s) 3,41 (2H, s) 3,79 (3H, s) 4,71
(2H, s) 6,79 (1H, d, J=9,85I'u) 6,87 (1H, d, J=5,81T"u).
MC (IPE): 363 (M-H).

Mpuknag A(81): N-{(1R)-1-[4-(2-{2-unknoneHTun-
5-[(5,7-anmeTun([1,2,4]tpnasono[1,5-a]nipyumignH-2-
in)metun]-4-rinpokcu-6-okco-3,6-aurigpo-2H-nipaH-2-
injetun)deHinleTun}etaHcynbgoHamig
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy  A(1), npudomy  N-((1R)-1-{4-[2-(2-
LMKoneHTun-4,6-giokcoteTparigpo-2H-nipaH-2-
in)etun]deHin}etnn)eTaHcynbgoHamig (Mpwknag
A(87) 3acTtocoBaHO 3amicTb 6-LuknoneHTun-6-[2-(5-
€TUN-4-TiAPOKCU-2-NPONoKCU-GIEHIN)-eTUN]-Aurigpo-
nipaH-2,4-A4joHy Uboro npuknagy. H amP (300Mrw,
OMCO-ds): & 1,07 (t, J=7,3y, 3H), 1,4(d, J=6,9I"u,
3H), 1,5-1,8 (m, 9H), 2,11-2,16 (m, 2H), 2,48-2,59 (m,
7H), 2,78-2,83 (m, 3H), 3,71 (d, J=16I'u, 1H), 3,85 (d,
J=16luy, 1H), 4,03 (t, J=14, 7,3y, 2H), 4,39-4,45 (m,
1H), 7,06 (s, 1H), 7,21-7,31 (m, 4H), 7,66 (d, J=8,3I'y,
1H), 10,9 (s, 1H). AHanis: pospaxoBaHo NS
C30H39N505S: C, 61,94;H, 6,76; N, 12,04. 3HanaeHo:
C, 61,80;H, 6,87; N, 12,20. IEP-MC(MH+): 582.

Mpuknag A(82): N-{(1R)-1-[4-(2-{2-unknoneHTun-
5-[(5,7-aumeTnn[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)deninletun}-2,2,2-
TpudbriyopeTaHcynbhoHamig,
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3aronoBHy Cnomyky OTpUMYyBanu aHamnoriyHo
npuknagy  A(1), npudomy  N-((1R)-1-{4-[2-(2-
umknoneHTun-4,6-giokcx)tetparigpo-2H-nipaH-2-
in)etun]dpeHinietun)-2,2,2-
TpucnyopetaHcynbdoHamig (Mpuknag A(88)) sacto-
CoBaHO  3aMicTb  B-umknoneHTun-6-[2-(5-etun-4-
ri/J,pOKCVI-Z-I'IpOI'IOKCVI-(beHiﬂ?-eTVIJ'I]-,D,VIFi,D,pO-I'IipaH-
2,4-pioHy yporo npuknagy. H AMP (300MIu, AMCO-
ds): 8 1,46 (d, J=6,6lu, 3H), 1,55-1,81 (m, 11H), 2,16-
2,20 (m, 2H), 2,52-2,63 (m, 7H), 2,81 (d, J=17Tu, 1H),
3,77 (d, J=16l'y, 1H), 3,9 (d, J=16Iy, 1H), 4,22433
(m, 2H), 4,56-4,63 (m, 1H), 7,09 (s, 1H), 7,27-7,34
(m, 4H), 8,41 (d, J=8,3I'y, 1H), 11 (s, 1H). Ananis:
po3paxoBaHo ans CsoHssF3NsOsS. 0,5H20: C, 55,89;
H, 5,78; N, 10,86. 3nangeHo: C, 56,01; H, 5,80; N,
10,94. IEP-MC (MH+): 636.

Mpuknag A(83): N-{(1R)-1-[4-(2-{2-umknoneHTun-
5-[(5,7-gnumeTun[1,2,4]Tpnasono[1,5-alnipumignH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)dpeHinleTun}meTaHcynboHamig
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3aronoBHy Cnomyky OTpPUMYBanu aHamnoriyHo
npuknagy A(1), npudomy N-(1-{4-[2-(2-umknoneHTun-
4,6-piokco-TeTparigpo-nipaH-2-in)-etun]-ceHin}-
eTun)-meTaHcynboHamig 3 etany 2 HWkK4ye € 3ami-
LLeH 3aMicTb 6-umknoneHTun-6-[2-(5-etnn-4-rigpokcu-
2-nponokcu-coeHin)-eTnn]-gurigpo-nipaH-2,4-nioHy
usoro npuknagy. 'H SMP (300Mru, AMCO-ds): &
1,4(d, J=6,8"y, 3H), 1,5-1,8 (m, 9H), 2,10-2,13 (m,
2H), 2,48-2,64 (m, 10H), 2,82 (d, J=17Tu, 1H), 3,35
(s, 2H), 3,71-3,88 (m, 2H), 4,43448 (m, 1H), 7,06 (s,
1H), 7,22-7,31 (m, 4H), 7,64 (d, J=8,3I'y, 1H), 10,88
(s, 1H). Ananis: pospaxoBaHo ans CaoH37NsOsS: C,
61,36;H, 6,57; N, 12,34. 3HanigeHo: C, 61,47;H, 6,80;
N, 12,30.

Eran 1: (R)
MeTaHcynbgoHamia

N-[1-(4-Bpom-cbeHin)-eTnn]-
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Mpu nepemiwyBaHHi Ao po3unHy (R)-(+)-1-(4-
6pomdeHin)etunaminy (0,5r, 2,49mmon), y 6e3sog-
Homy CH2Cl» (5Mmn) nig aproHoM gogasanu MeTaHcy-
nbdpoHinxnopua (0,23mn, 2,99mmon) Ta nipuavH
(0,30mn, 3,73mMMon). YTBOPEHWI PO3YMH Mepemiluy-
Banu npu 25°C npotarom 3 roguH. PeakuiriHy cymiw
racunn 1H HCI ta ekctparysanu EtOAc (30mn). Op-
raHiyHy ¢pady npommeanu posconom (50mMn), cywmnm
Na SO, Ta BuMnapioBanu. 3anuok oymwany dneL-
KornoHkoBoto xpomatorpadieto (80% EtOAc y rekca-
Hax), oTpumytoun 6inun TBepgui npoaykt (0,40r,
58%). 'H AMP (CDCls) &: 1,52 (d, J=6,8, 3H), 2,67
(s, 3H), 4,61-4,72 (m, 2H), 7,24 (d, J=8,3'y, 2H), 7,51
(d, J=8,3l'y, 2 H). IEP-MC (MNa+): 279.

Etan 2: N-(1-(4-[2-(2-UuknoneHTun-4,6-giokco-
TeTparigpo-nipan-2-in)-eTun]-eHin}-eTun)-
MeTaHcynbgoHamia
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3aronoBHy Cnomyky OTpPUMYBanu aHamnoriyHo
npuknagy A(2), npudomy N-[1-(4-6pom-cbeHT)-eTun]-
MeTaHcynbdoHamig 3 etany 1 Bulle 3acTOCOBaHO
3amicTb 4-0pom-2-eTun-5-MeTOKCU-MipUanHy 3 eTany
6 uporo npuknagy. 'H AMP (300MIy, CDCla): 6 1,52
(d, J=7,2l'y, 3H), 1,58-1,72 (m, 8H), 1,93-2,05 (m,
2H), 2,27-2,30 (m, 2H), 2,66 (s, 3H), 2,45-2,46 (m,
1H), 2,78 (s, 2H), 3,42 (d, J=2,7Tu, 2H), 4,54 (d,
J=3,0ruy, 1H), 4,60-4,65 (m, 1H), 7,15 (d, J=8,3'y,
2H), 7,26 (d, J=8,3I'y, 2H). AHani3, po3paxoBaHo Ansi
C21H29NOsS: C, 61,89,H, 7,17, N, 3,44; 3nanageHo: C,
61,94;H, 7,40, N, 3,59. IEP-MC (MH-): 406.

Mpuknag A(84): 2-[4-(2-{2-UuknoneHTtnn-5-(1,3-
anveTnn-1H-1,2,4-tpuason-5-in)metun]-4-rigpokcu-6-
okco-3,6-aurigpo-2H-nipan-2-in}etun)-2-
cnyopdeHin]-2-meTunnponaHHiTpun
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npudomy 2-{4-[2-(2-LjuknoneHTun-4,6-
Jiokco-TeTparigpo-nipan-2-in)-etun]-2-cdnyop-deHin}-
2-MeTUN-NponioHITpUN 3 etany 3 HWX4e, 3aCTOCOBAHO
3aMmicTb 6-[2-(3-Xnop-5-eTun-4-meTokcu-deHin)-
eTun]-6-uuknoneHTun-aurigpo-nipax-2,4-aioxy, a 2,5-
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anmetun-2H-[1,2,4]tpnason-3-kapbanbgeria  3acto-
COBaHO 3aMiCTb

5,7-OnmeTtun-[1,2,4]tpuasono[1,5-ajnipumignH-2-
kapBanbaerigy y Tomy x npuknagi. 'H AMP (300Mrw,
OMCO-ds): 5 1,49-1,69 (m, 8H), 1,72 (s, 6H), 2,06 (s,
3H), 2,11 (s, 3H), 2,12-2,13 (m, 2H), 2,34-2,42 (m,
1H), 2,55-2,66 (m, 3H), 2,80 (d, J=17Tu, 1H), 3,42-
3,65 (m, 2H), 7,08-7,18 (m, 2H), 7,35-7,40 (m, 1H).
AHanis: pospaxoBaHo anst Cp7H3sNF403:0,25H,0: C,
66,85;H, 6,96; N, 11,55. 3HarnaeHo: C, 66,88;H, 6,99;
N, 11,60. IEP-MC (MH+): 481.

Etan 1: (4-Bpom-2-chnyop-deHin)-aueToHiTpun

o
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0o posuvHy 4-6pom-1-6pommeTnn-2-dnyop-
6eH3ony (8,15r, 30,4mmon) y AM® (16mn) gogasanu
HaTpin uiaHig (2,24r, 45,6mmon) Ta Bogdy (2mn). Pea-
KUiMHY CyMill nepemiwyBany NpoTaroM 1 roauvHu npu
70°C. Oo peakuiiHoi cymiwi aogasamu 130Mn Boay;
120mn HacuyeHoro NaHCO3 ta 100mn EtOAc. LWapu
po3dinsanu Ta BOAHWUM wap ekcTparysanu 3x100mn
EtOAc. loegHaHi opraHiyHi nNpodykTy npomMuBanu
100mn Boam Ta ToAi cywmnu NapSOs. Micnsa Bigdink-
TPOBYBaHHA TBEPAMX NPOAYKTIB, MAaTKOBWA PO34MH
KOHLEHTpyBanM A0 MOTPiGHOro MPOAYKTY POTOPHUM
BMNaptoBaHHAM (6,51, 99% Buxoay). MC (XIAT): 240
(M+H), 242 (M+2+H).

Etan 2: 2-(4-bpom-2-cpnyop-cheHin)-2-meTun-
NponioHITpUnN

Jo kawkun HaTpiv rigpuay (60% Aucnepcis y mi-
HepanbHomy macni, 0,82r, 20,6mmon) y AM® (20mn),
oxonogxeHomy go 0°C, gogasanu po3ynH (4-6pom-2-
dnyop-deHin)-aueToHiTpuny (2,0r, 9,35mMmon) 3 eTa-
ny 1 suwe, y TT® (10mn). PeakuiiHy cymiw nepemi-
LyBanu A0 NPUNWHEHHS BUAiNeHHsA rady Ta Togi no-
BiNbHO popdaBanu nogmetaH (1,3mn, 20,6mMmon).
PeakuinHy cymiw nepemiwysanu npotsarom 30 xBu-
nvH Ta Togi posdasnanu 100mn EtOAc. Teepai npo-
OYyKTY BUAananu inbTpyBaHHSAM Ta OpraHivyHuiA Lwap
npomuBanu 100mn Boau. OpraHiyHwi wap cywmnu
MgSO4 Ta Toai dinbTpyBanu. MaTkoBUA PO3YMH KOH-
LEeHTpyBanu POTOPHUM BUNAapIOBaHHAM Ta MpOAYKT
neperaHsnu nig Bucokum Bakyymom (0,3topp, 45°C).
Buxig: 2,25r, 99%. %. H AmP (CDCl3) &: 2,81 (s,
3H), 2,88 (s, 3H), 7,20-7,25 (m, 3H).

Etan3:2-{4-[2-(2-UvknoneHTnn-4,6-giokco-
TeTparigpo-nipaH-2-in)-etnn]-2-cpnyop-geHin}-2-
MEeTUN-NPONioHITPUN

O
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(2), npudomy 2-(4-6pom-2-chnyop-geHin)-
2-MeTUn-NPonioHITPUN 3 eTany 2 BUllle 3aCTOCOBAHO
3amicTb 4-0pom-2-eTun-5-MeTOKCU-MipuanHy 3 eTany
6 Toro mpuknagy. 'H AMP (CDCls) &: 1,60-1,73(m,
6H), 1,92-1,98 (m, 2H), 2,22-2,30 (m, 1H), 2,65-2,71
(m, 2H), 2,75-2,80 (m, 2H), 6,88-6,96 (m, 2H), 7,37-
7,43 (m, 1H).

Mpuknag A(85): 2-[4-(2-{2-UvknoneHtTnn-5-[(1-
etun-1H-nipason-4-in)meTtnn]-4-rigpokcun-6-okco-3,6-
aurinpo-2H-nipan-2-in}etun)-2-cpnyopdeHin]-2-
METUMNPONAHHITPWIN

Hy

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(84), npuuyomy 1-etun-1H-nipason-4-
kapbanberia 3acTtocoByBanu 3amicTb 2,5-gumeTun-
2H-[1,2,4]Tpnazon-3-kapbanbgerigy y Tomy X npu-
knagi. 'H AMP (300Mru, OMCO-de): & 1,19 (t,
J=7,4'y, 3H), 1,31-1,52 (m, 8H), 1,70 (s, 6H), 1,77-
1,98 (m, 2H), 2,55-2,72 (m, 4H), 3,15-3,19 (m, 2H),
3,84 (m, 2H), 3,98-4,07 (m, 2H), 6,66-6,91 (m, 2H),
7,15-7,34 (m, 3 H). Awxanis: pospaxoBaHO Ans
C2sH34FN303:0,75H,0: C, 68,20; H, 7,26; N, 8,52.
3HangeHo: C, 67,87; H, 6,96; N, 8,47. IEP-MC (MH+):
480.

Mpuknag  A(86):  2-[4-(2-{2-LmknoneHTun-4-
rigpokcu-5-[(1-metun-1H-nipason-4-in)metun]-6-okco-
3,6-aurigpo-2H-nipan-2-in}etun)-2-dnyopdeHin]-2-
METUMNPONAHHITPMN

Hy

CN F

3aronoBHy Cnomyky OTpPUMYBanu aHamnoriyHo
npuknagy A(84), npuyomy 1-metun-1H-nipason-4-
kapbanberia 3actocoByBanu 3amicTb 2,5-gumeTun-
2H-[1,2,4]Tpnazon-3-kapbanbgerigy y Tomy X npu-
knagi. "H AMP (300Mru, AMCO-dg): & 1,44-1,62 (m,
8H), 1,72 (s, 6H), 1,86-1,91 (m, 2H), 2,30-2,36 (m,
2H), 2,54-2,62 (m, 3H), 2,72 (d, J=17Tu, 1H), 3,29-
3,30 (m, 2H), 3,73 (s, 3H), 6,99-7,17 (m, 4H), 7,33-
7,45 (m, 1H). AmHanisa: pospaxoBaHO Ans
C27H32FN30O3-1,0H0: C, 67,06;H, 7,09; N, 8,69.
3HangeHo: C, 67,20;H, 6,76; N, 8,65. IEP-MC (MH+):
466.

Mpuknag A(87): N-((1R)-1-{4-[2-(2-uuknoneHTun-
4,6-piokcoTeTparigpo-2H-nipaH-2-
in)etun]deHin}etnn)eTaHcynbgoHamig

88909
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(2), npudomy (R)-eTaHCynbgOHOBOI Knc-
notu [1-(4-6pom-cheHin)-etun]-amig 3 etany 1 Huxye
3acTOCOBaHO  3aMicTb  4-6poM-2-eTun-5-mMeToKCu-
nipnaMHy 3 etany 6 TOro npwuknagy. 'H AMP
(300MrI'u, CDCls): & 1,22 (t, J=7,5I'u, 3H), 1,53 (d,
J=6,9Iy, 3H), 1,54-1,6 (m, 8H), 1,93-2,05 (m, 2H),
2,27-2,30 (m, 2H), 2,46-2,48 (m, 1H), 2,65-2,72 (m,
4H), 2,77 (s, 2H), 2,83 (d, J=17Tu, 1H), 4,57-4,64 (m,
1H), 7,13-7,15 (m, 2H), 7,24-7,26 (m, 2 H). IEP-MC
(MH-): 420.
Etan 1: (R)-EtaHcynbdoHoBoi kucrnotn [1-(4-
6pom-cpeHin)-eTun]-amig,

Br
HGC\/©/

i 0
HN\%O
CHy

Mpu nepemiwyBaHHi Ao po3unHy (R)-(+)-1-(4-
6pomdeHin)etnnaminy (1r, 5mmon), y 6Ge3BogHOMyY
CH2CI, (10mn) mig aproHom gogaBanv etaHcyrnbdo-
Hinxnopua (0,57mn, 5,99mmon) Ta nipuauH (0,60Mmn,
7,5MMon).  YTBOPEHMI pO3uMH nepemiwyBany npu
25°C npotsrom 3 roguH. PeakuinHy cymiw racunm 1H
HCl ta ekctparysann EtOAc (3x10mm). OpraHiyHy
a3y npommsanm posconom (50mn), cywmnnm NaSO4
Ta BunapiooBanu. 3anuwok ouuwanu - dneww-
KornoHkoBoto xpomatorpadieto (80% EtOAc y rekca-
Hax), oTpumytoun OGinui TBepaun npoaykt (0,40r,
58%). 'H AAMP (CDCls) &: 1,23 (t, J=7,5Mu, 3H), 1,52
(d, J=6,8I'y, 3H), 2,77 (q, J=14, 7,5I'y, 2H), 4,61-4,72
(m, 2H), 7,24 (d, J=8,3I"u, 2H), 7,51 (d, J=8,3I'u, 2H).
IEP-MC (MH+): 293.

Mpuknag A(88): N-((1R)-1-{4-[2-(2-uuknoneHTun-
4,6-piokcoTeTparigpo-2H-nipaH-2-
in)etun]deHinietun)-2,2,2-
TpudbnyopeTaHcynbhoHamig,

o)
o

HC.,
Hr'lé{?o
kc:-'a

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npuwyomy (R) 2,2,2-Tpudpniyop-
eTaHcynboHOBOI kucnotn [1-(4-6pom-deHin)-eTun]-
amig 3 etany 1 HwkK4Ye 3aCTOCOBaHO 3aMiCTb 1-
6eH3unokcu-2-eTnn-4-nog-5-nponokcu-6eHsony 3
etany 4 Toro npuknagy. 'H SSMP (300Mru, . CDCls):
8 1,17-1,21 (m, 3H), 1,51-1,6 (m, 8H), 1,93-2,0 (m,
2H), 2,27-2,30 (m, 2H), 2,67-2,70 (m, 2H), 2,77 (s,
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2H), 3,71-3,74 (m, 2H), 3,80-3,83 (m, 1H), 4,63-4,72
(m, 1H), 7,16-7,29 (m, 5 H). IEP-MC (MH-): 474.

Etan 1: (R)-2,2,2-Tpudnyop-etaHcynbOHOBOI
kncnotu [1-(4-6pom-cbeHin)-eTun]-amig

3aronoBHy cCnomyky OTpUMYBanu aHamnoriyHo
etany 1 3 npuknagy A(81), npuyomy 2,22'-
TpudbnyopeTaHCynbgOHINXNopna 3acTocoBaHO 3a-
MiCTb eTaHCynbdOHINXnopuagy TOro npuknagy. 'H
AMP (CDC!3) &: 1,53 (d, J=6,8I'y, 3H), 2,70-2,8 (m,
2H), 4,61-4,72 (m, 2H), 7,24 (d, J=8,3I'y, 2H), 7,51 (d,
J=8,3l'y, 2H). IEP-MC (MH+): 345.

Mpuknag  A(89):  2-[4-(2-{2-LmknoneHTun-4-
rigpokcu-6-okco-5-[(1,3,5-Tpumetun-1H-nipason-4-
in)metun]-3,6-gurigpo-2H-nipax-2-in}etun)-2-
cryopdeHin]-2-meTunnponaHHiTpun

CN F

3aronoBHy Cnomyky OTpPUMYBanu aHamnoriyHo
npuknagy A(84), npuwiyomy 1,3,5-Tpumetunn-1H-
nipason-4-kapbanbgerig 3actocoByBanu 3amicte 2,5-
anmetun-2H-[1,2,4]tpnason-3-kapbanegerigy y Tomy
X mpuknagi. 'H AMP (300Mry, AMCO-de): & 1,45-
1,69 (m, 8H), 1,72 (s, 6H), 1,82-1,88 (m, 2H), 2,03 (s,
3H), 2,12 (s, 3H), 2,26-2,31 (m, 1H), 2,49-2,58 (m,
3H), 2,71 (d, J=17Tu, 1H), 3,12 (d, J=14I'y, 1H), 3,24
(d, J=14Iu, 1H), 3,54 (s, 3H), 6,94 (dd, J =8,4,1,6I'L,
1H), 7,04 (dd, J=13, 1,6y, 1H), 7,36 (1, J =8,4I'y 1H),
10,68 (s, 1H). AmwHanis: pospaxoBaHO Anis
Ca9H36FN3O3: C, 70,56; H, 7,35; N, 8,51. 3HangeHo:
C, 70,70; H, 7,45; N, 8,50. IEP-MC (MH+): 494.

Mpuknag A(90): Tper-bymun (1R)-1-{4-[2-(2-
LuknoneHTun-4,6-giokcorerparigpo-2H-nipax-2-
in)etun]deHinjeTunkapbamar

O
O

MG,
;h;r%ﬁH

CH,0

3aronoBHy cCnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(2), npudomy (R)-[1-(4-6pom-deHin)-
eTnn]-kapb6amoBoi KUCIOTU TPEeT-OyTUNoBuUA ectep 3
eTany 1 HMXYe 3aCcTOCOBaHO 3aMiCTb 4-6pom-2-eTun-
5-meToKCU-NipnanHy 3 etany 6 Toro npuknagy. 'H
AMP (300MI'y, AMCO-dg): 8 1,18 (d, J=6,6I"u, 3H),
1,35-1,69 (m, 17H), 1,94-1,98 (m, 2H), 2,27-2,31 (m,
1H), 2,63-2,69 (m, 2H), 2,77 (s, 2H), 3,42 (s, 2H),

168
3,81-3,88 (m, 1H), 4,76 (brs, 1H), 7,10 (d, J=8,1w,

2H), 7,23 (d, J=8,1"w, 2 H). IEP-MC (MH+): 430.

Etan 1: (R)-[1-(4-Bpom-ceHin)-eTun]-kapbamoBoi
KMCNoTW TpeT-ByTnnoBuin ectep

o I

HN

CH,
H3 CH3

Mpu nepemiwyBaHHi Ao po3unHy (R)-(+)-1-(4-
6pomdeHin)eTnn aminy (5r, 24,99mmon), y AiokcaHi
(50Mmm) nig, aproHom aofasanu ai-TpeT-
6yTungukapbonat (6r, 27,5mmon) ta 0,5M NaOH
(50mn). YTBOpEHWI po3unH nepemiwysanu npu 25°C
NPOTAroM Hodi. PeakuinHy cymiwl pos3noginsanu Mix
etunauetatom 1a 10% NMMOHHOIO KMCMOTOI Ta eKc-
TparyBanu etunauetratom (3x100mn). OpraHiyHy da-
3y npomusanu posconom (50mn), cywmnm Nap,SO4 Ta
BMNaptoBanu. 3anuwok cTBepa)KyBaBcs Ao 6inoro
TBEPAOro MPOAYKTY Ta MOro 3actocoByBanu 6e3 oun-
ctkn. (7r, 93%). 'H AMP (CDCls) & 1,32-1,34 (m,
12H), 4,68-4,71 (m, 2H), 7,29-7,12 (m, 2H), 7,36-7,39
(m, 2H). IEP-MC (MH+): 302.

Mpuknag A(91): Tpet-bytun  (1R)-1-[4-(2-{2-
uuknonenTun-5-[(5,7-gumetun[1,2,4]tpunasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-6-okco-3,6-
avrigpo-2H-nipax-2-in}etun)dexinletunkapbamar

Hyf

N CH
N e

H
H:C ridH
LT

3aronoBHy Cnomyky OTPUMYBanu aHamnoriyHo
npuknagy A(1), npudomy Tpet-6yTin (1R)-1-{4-[2-(2-
uuknoneHTun-4,6-giokcoteTparigpo-2H-nipaH-2-
in)etun]dpenintetunkapbamar (Mpuknag A(90) 3acto-
coBaHO  3aMicTb  6-umknoneHTun-6-[2-(5-etun-4-
T APOKCK-2-NPONoKCU-GOEHIN)-eTUN]-aurigpo-nipaH-
2,4-gioHy Toro npuknagy. 'H AMP (300Mru, AMCO-
ds): 8 1,24-1,66 (m, 21H), 2,06-2,08 (m, 2H), 2,42-
2,61 (m, 9H), 2,77 (d, J=16I'y, 1H), 3,73 (d, J=16Iy,
1H), 3,82 (d, J=16l'y, 1H), 4,33-4,55 (m, 1H), 7,05-
7,08 (m, 1H), 7,29-7,40 (m, 4H), 8,35 (s, 1H), 11 (s,
1H). IEP-MC (MH+): 590.

Mpuknapg, A(92): 6-(2-{4-[(1R)-1-
AminoeTtun]deHintetnn)-6-unknoneHtTnn-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-5,6-gurigpo-2H-nipaH-2-oH
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Mpu nepemiwyBaHHi [0 PO34YMHY TpeT-OyTuUn
(1R)-1-{4-(2-{2-uuknoneHTun-5-[(5,7-
aumetun[1,2,4]tpmnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcn-6-okco-3,6-aurigpo-2H-nipaH-2-
infetun)deHinjetunkapbamarty  (0,58r, 0,98mmon,
npuknag A(91)) y giokcaHi (2mn) nig aproHoM gopna-
Banu 4H HCI y piokcaHi (2mn). YTBOpeHMI poO34uH
nepemiwysanu npu 25°C npotsarom 30 xsunvH. Pos-
YMHHUKW MOBHICTIO BMNaplOBanu Ta yTBOPEHUA Binui
TBEpAUW NPOAYKT nepekpucranisoByBanu 3 eTunauve-
TaTty, oTpumytoumn npogykt (0,40r, 80%) sk 6inun TBe-
pavii npoaykt. 'H SIMP (300Mru, IMCO-ds): & 1,56-
1,77 (m, 11H), 2,14-2,18 (m, 2H), 2,57-2,86 (m, 10H),
3,77-3,94 (m, 2H), 4,40-4,43 (m, 1H), 6,6 (brs, 2H),
7,21 (s, 1H), 7,38 (d, J=7,9I"y, 2H), 7,48 (d, J=7,9'y,
2H), 8,56 (s, 1H), 11,2 (s, 1H). AHani3: po3paxoBaHO
ana Cst35N503. 1,0HC|,1,0H201 C, 63,74; H, 7,26;
N, 13,27. 3HanpeHo: C, 63,60; H, 7,48; N, 13,20. IEP-
MC (MH+): 527.

Mpuknag A(93): 1-[4-(2-{2-UuknoneHTtnn-5-(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
injeTun)deHin]umknonponaHkapOoHiTpun

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npvknagy A1), npuyomy 1-(4-
6pomdbeHin)umnknonponaHkapOoHITPMIT  3aCTOCOBAaHO
3aMicTb 1-6eH3nnokcn-2-eTun-4-roa-5-nponokcu-
GeHsony 3 eTary 4 Toro npuknaay. 'H AMP (400Mrw,
OMCO-ds): 6 1,44-1,48 (m, 2H), 1,5-1,7 (m, 8H), 1,73-
1,77 (m, 2H), 2,10-2,15 (m, 2H), 2,50-2,60 (m, 11H),
2,82 (d, J=16lu, 1H), 3,73 (d, J=16Iy, 1H), 3,85 (d,
J=16ly, 1H), 7,08 (s, 1H), 7,23-7,32 (m, 4H), 10,87
(s, 1H). IEP-MC(MH+): 512.

Mpuknag A(94): 2-[4-(2-{2-UuknoneHTun-5-[(1,5-
anmeTnn-1H-nipason-4-in)metun]-4-rigpokcu-6-okco-
3,6-aurigpo-2H-nipan-2-in}etun)-2-dnyopdeHin]-2-
METUMNPONAaHHITPWN

88909

HaC.
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3aronoBHy cCnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(84), npuyomy 1,5-gumetun-1H-nipason-
4-kapbanbgeri ~ 3actocoByBanu  3amictb  2,5-
anmetun-2H-[1,2,4]tpnason-3-kapbanbgerigy y Tomy
X mpuknagi. 'H AMP (300Mry, AMCO-de): & 1,47-
1,66 (m, 8H), 1,72 (s, 6H), 1,82-1,89 (m, 2H), 2,11 (s,
3H), 2,18 (s, 3H), 2,29-2,32 (m, 1H), 2,49-2,56 (m,
3H), 2,70 (d, J=16I'y, 1H), 3,16-3,28 (m, 2H), 6,96-
7,09 (m, 3H). 7,33-7,39 (m, 1H), 10,7 (s, 1H). Ananis:
po3spaxoBaHo ans CasHzaFN3Os. 0,5H.0: C, 68,83; H,
7,22; N, 8,60. 3nHangeHo: C, 68,96; H, 7,23; N, 8,60.
IEP-MC (MH+): 480.

Mpuknag A(95): 2-[4-(2-{2-UnknoneHTun-5-[(1-
etun-3-metun-1H-nipason-4-in)meTun]-4-rigpokcu-6-
okco-3,6-aurigpo-2H-nipan-2-in}etun)-2-
dryopdeHin]-2-meTunnponaHHiTpun

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(84), npuwyomy 1-etun-3-metun-1H-
nipason-4-kapbanbgerig 3actocoByBanu 3amicte 2,5-
nmmemn-ZH-{'],2,4]Tpmason-3-K3p6anb,qeri,qy y TOoMy
X npuknagi. H AMP (300MI'u, AMCO-dg): & 1,22 (1,
J=7,2l'y, 3H), 1,45-1,67 (m, 8H), 1,72 (s, 6H), 1,88-
1,93 (m, 2H), 2,10 (s, 3H), 2,19-2,31 (m, 1H), 2,53-
2,61 (m, 2H), 2,72 (d, J=16I'y, 1H), 3,17 (d, J=17Ty,
1H), 3,25 (d, J=17Tu, 1H), 3,90 (q, J=14, 7,2y, 2H),
6,98-7,01 (m, 1H), 7,00 (dd, J=8,1,6I'u, 1H), 7,10 (dd,
J=13,1,6l'y, 1H), 7,16 (s, 1H), 7,36 (t, J=8I'y, 1H),
10,8 (s, 1H). Anani3: pospaxoBaHo Anst CogHzsFN3Os3.
0,5H.0: C, 69,30; H, 7,42; N, 8,36. 3HangeHo: C,
69,38; H, 7,43; N, 8,39. IEP-MC (MH+): 494.

Mpwuknag A(96): 2-[4-(2-{5-[(5-Xnop-1,3-aumeTunn-
1H-nipa3on-4-in)metun]-2-unknoneHTun-4-rigpokcu-
6-okco-3,6-aurigpo-2H-nipax-2-injetnn)-2-
dnyopdeHin]-2-meTunnponaHHiTpun

CH F

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(84), npuiomy 5-xnop-1,3-gumetunn-1H-
nipason-4-kapbanbaerig 3actocoByBanu 3amicte 2,5-
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anmetun-2H-[1,2,4]tpnason-3-kapbanbgerigy y Tomy
X mpuknagi. 'H AMP (300Mry, AMCO-de): & 1,42-
1,67 (m, 8H), 1,73 (s, 6H), 1,88-1,93 (m, 2H), 2,08 (s,
3H), 2,11 (s, 3H), 2,28-2,31 (m, 1H), 2,51-2,61 (m,
3H), 2,70 (d, J=17Tu, 1H), 3,20 (d, J=14I"y, 1H), 3,28
(d, J=14l"y, 1H), 7,00 (dd, J=8,2, 1,7T'y, 1H), 7,08 (dd,
J=13, 1,7T'y, 1H), 7,36 (t, J =8,2I'y 1H), 10,8 (s, 1H).
AHani3: pospaxoBaHo Ans CpgHasFCIN3Os. 0,25H,0:
C, 64,86; H, 6,51; N, 8,10. 3HangeHo: C, 64,73; H,
6,42; N, 8,08. IEP-MC(MH+): 515.

Mpuknag A(97): 2-{4-[2-(5-{[5-Xnop-1-meTnn-3-
(TpucpnyopmeTnn)-1H-nipason-4-injmetun}-2-
uumknoneHTnn-4-rigpokcu-6-okco-3,6-gurigpo-2H-
nipaH-2-in)etnn]-2-conyopdeHin}-2-
METUMNPONAHHITPWIN

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(84), npuyomy  5-xnop-1-metun-3-
TpucnyopmeTtun-1H-nipason-4-kapbanegerig  3acto-
coByBanu 3amictb 2,5-gumeTtunn-2H-[1,2,4]Tpmnason-3-
kapbanbaerigy y Tomy x npuknagi. 'H AMP (300Mrw,
OMCO-ds): 6 1,48-1,67 (m, 8H), 1,76 (s, 6H), 1,95-
1,98 (m, 2H), 2,38-2,40 (s, 1H), 2,56-2,72 (m, 4H),
3,39-3,48 (m, 2H), 3,86 (s, 3H), 7,06-7,16 (m, 2H),
7,37-7,43 (m, 1H), 11 (s, 1H). AHani3: po3paxoBaHo
ana C28H30F4C|N303: C, 59,21;H, 5,32; N, 7,40.
3HangeHo: C, 59,04;H, 5,31; N, 7,32. IEP-MC (MH+):
569.

Mpuknag A(98):  6-[2-(5-AueTnn-4-rigpokcu-2-
MeTokcudeHin)etun]-6-umknoneHtnn-3-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumiganH-2-
in)metun]-4-rigpokcun-5,6-gurigpo-2H-nipaH-2-oH

07 ™CHy

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npuyomy 6-[2-(5-aueTun-4-rigpokcu-
2-meTokcndeHin)eTnn]-6-unknoneHTungurigpo-2H-
nipaH-2,4(3H)-gion (Mpuknag A(99) . 3actocoBaHO
3amicTb  B-umknoneHTun-6-[2-(5-etnn-4-rigpokcu-2-
NpOMNoKcu-goeHin)-eTun]-avrigpo-nipanH-2,4-aioHy Toro
npuknagy. 'H AMP (300Mru, AMCO-de): & 1,34-1,66
(m, 8H), 1,8-2,06 (m, 3H), 2,32-2,49 (m, 12H), 2,65
(d, J=17T"u, 1H), 3,57-3,72 (m, 6H), 6,31 (s, 1H), 6,90
(s, 1H), 7,46 (s, 1H), 12,52 (s, 1H). AHani3: po3paxo-
BaHo Ans CaoH34N4Os. 0,25H,0: C, 64,61;H, 6,45; N,
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10,39. 3HanpgeHo: C, 64,57;H, 6,39; N, 10,22. IEP-MC
(MH+): 535.

Mpuknag A(99): 6-[2-(5-AueTun-4-rigpokcu-2-
MeToKkcndeHin)eTun]-6-umknoneHTunaurigpo-2H-
nipaH-2,4(3H)-gioH

ocHy | [}

CHg

3aronoBHy Cnomyky OTpPUMYBanu aHamnoriyHo
npuknagy A(2), npudomy 1-(5-6pom-2-rigpokcu-4-
MeTOKCU-peHin)-eTaHoH 3 eTany 1 HWK4Ye 3acTocoBa-
HO 3aMicTb 4-Opom-2-eTun-5-meToKCcU-NipuanHy 3
etany 6 Toro npuknaay. 'H SIMP (300MIu, CDCla): &
1,51-1,54 (m, 8H), . 1,80-1,95 (m, 2H), 2,29-2,36 (m,
1H), 2,57 (s, 3H), 2,57-2,67 (m, 2H), 2,75 (s, 2H),
3,41 (s, 2H), 3,74 (s, 3H), 6,45 (s, 1H), 7,87 (s, 1H),
12,60 (s, 1H). IEP-MC (MH-): 374.

Etan 1: 1-(5-Bpom-2-rigpokcu-4-metokcu-deHin)-
eTaHoH

OCH;
Br

CH;

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
etany 3 3 npuknagy A(22), npudomy 2'-riapokcu-4'-
MeToKciaLeTOEHOH 3aCTOCOBAHO 3aMiCTb S5-eTOKCU-
2-eTnn-gpeHony 3 Toro npuknagy. 'H AmP (300Mr"w,
CDCls): 6 2,56 (s, 3H), 3,93 (s, 3H), 6,46 (s, 1H), 7,87
(s, 1H), 12,67 (s, 1H). IEP-MC (MH-): 244.

Mpwuknag A(100): 2-[4-(2-{2-UuknoneHTtnn-5-(1,5-
AanmeTnn-3-okco-2-eHin-2,3-aurigpo-1H-nipason-4-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
in}eTnn)-2-donyopdeHin]-2-meTnnnponaHHiTpun

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(84), npuuyomy 1,5-gumetun-3-okco-2-
deHin-2,3-gurinpo-1H-nipaszon-4-kapbaneaerin, ~ 3a-
CcTOCOBYBanu 3aMiCTb 2,5-pumeTtnn-2H-
;1,2,4]Tpv|a3on-3-|<ap6ar|b,qeri,u,y y TOMy X npuknagi.
H AMP (300MIu, OMCO-dg): & 1,45-1,67 (m, 8H),
1,71 (s, 6H), 1,88-1,94 (m, 2H), 2,27-2,30 (m, 1H),
2,37 (s, 3H), 2,53-2,65 (m, 4H), 3,12 (s, 3H), 3,13-
3,18 (m, 2H), 7,05-7,17 (m,2H), 7,34-7,41 (m, 5H),
7,51-7,56 (m, 1H), 12,3 (s, 1H). IEP-MC (MH+): 572.

Mpuknag A(101): [4-(2-{2-UuknoneHTun-5-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumiganH-2-
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in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)-2-eTundpeHinjaueToHiTpun

Hs%__»_
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CHy

Oo PO34MHY {4-[2-(2-umknoneHTun-4,6-
JiokcoTeTpariapo-2H-nipax-2-in)etun]-2-
etundenintauetoHitpuny (200mr, 0,57mmon, npwu-
knag A(102)) y 6essogHomy MeOH (6mn) npu kiMHa-
THin Temneparypi Aonasanu 5,7-
anvetnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
kapbanbgerig (120mr, 0,68mmon). Cymiw nepemiluy-
Banu NpoTsAromMm 5 xBuUnuH nepeq gogaBaHHAM 6op-
AvmMeTunamiHoBoro komnnekcy (37wmr, 0,62mmon).
PeakuinHy cymill nepemiwlyBanu npu ui Temnepary-
pi npotarom 15 roguH i racunu gogasaHHsaM 1,0N
HCI. PO34MHHMK Buaansanu Ta 3anuliok ouuLianu
BEPX gns oTpumanHa noTpibHoro npoaykty (60mr,
21% Buxoay). 'H AMP (300Mru, AMCO-de): & 1,03 (t,
J=7,5y, 3H), 1,32-1,64 (m, 8H), 2,06 (m, 2H), 2,36-
2,55 (m, 12H), 2,73 (d, J=17,9I'u, 1H), 3,64 (d,
J=16,1I"y, 1H), 3,77 (d, J=16,4T'u, 1H), 3,89 (s, 2H),
6,95 (s, 1H), 7,00 (s, 1H), 7,04 (d, J=7,7T"u, 1H), 7,17
(d, J=7,7T'u, 1H), 10,81 (s, 1H).

Mpuknag A(102):  {4-[2-(2-UuknoneHTnn-4,6-
JiokcoTeTpariapo-2H-nipaH-2-in)etnn]-2-
eTundeHin}aueToHiTpun

CH,

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(2), npudomy (4-6pom-2-eTun-ceHin)-
aueToHITpMN (eTan 4 HWXKYe) 3aCTOCOBaHO 3aMicTb 4-
6pom-2-eTur-5-MeTokeu-nipuanHy (etan 6). 'H SMP
(300Mrlu, CDCls): 6 1,25 (t, J=7,5Iu, 3H), 1,41-1,83
(m, 8H), 1,97 (m, 2H), 2,27 (m, 1H), 2,65 (m, 4H),
2,78 (s, 2H), 3,43 (s, 2H), 3,67 (s, 2H), 7,01 (m, 2H),
7,29 (d, J=8,3I'y, 1H).

Etan 1: 4-Bbpom-2-eTun-6eH3oiiHa KucroTa
(4641-144)

Br
OE

CHa

3aronoBHy crnonyky oTpuMmysanu criocobom 3 J.
Med. Chem., 1997,40,2017-2034.
Etan 2: (4-bpom-2-eTun-geHin)-metaHon
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Br
HQ,E?
CH;

[o po3uvHy 4-6poM-2-eTuUn-6eH30MHOI KUCNoTH
(115mmon) y 6e3sogHomy TI® (380mn) npu 0°C go-
pasanu komnnekc BH3 TT® (1,0N posuuH y TIo,
230mn1) npoTarom 30 XBWAWH. YTBOPEHY CyMill MOBi-
NbHO HarpiBanu o KiMHaTHoOI TemnepaTtypu Ta nepe-
MiwyBsanu npotarom 15 roguH. PeakuiiHy cymiw
00epexxHO racunu MOBIMbHUM  AOAABaHHAM  BOAMW.
Po3unHHVMK BMOansanM Ta 3anuvwoK nepeHocunu y
EtOAc. OpraHiynmn wap npomusanu 1,0N HCI, H20,
poscornom Ta cywunu MgSOs. Po3unHHUK Bugansanm,
OTPUMYIOUM MOTPIOHMI NpodykT. (22r, 89% Buxogy).
'H AMP (300Mru, CDCla): & 1,23 (t, J=7,5Mu, 3H),
2,64-3,01 (m, 2H), 4,68 (s, 2H), 7,24-7,26 (m, 1H),
7,32-7,36 (m, 2H).

Etan 3: 4-bpom-1-6pommeTun-2-etnn-6eH3on

re

CHa

[o posunHy (4-6pom-2-eTun-geHin)-metaHony
(7,9r, 36,7mmon) y 6essogHomy CHCIs (122mn1) po-
paesanu PBrs (4,2mn, 44,1mmon). YTBOpPEHY CyMill
nepemillyBanu npu KiMHaTHIA TemnepaTypi NPOTArom
2 rogvH i racunu gogasaHHAM Boan. OpraHiyHWn wap
npomueanu NaHCOs, posconom Ta cywunn MgSOa.
PoO3unHHMK BMAansnu nig BakyyMoM Ta 3anuwiok oi-
nbTpyBanu 4Yepes wap cunikareno 3 20% EtOAc y
rekcaHax. PO3uMHHMK BuOananM nig  Bakyymom,
OTPUMYKOUM MOTPIBHMIA MPOAYKT (8,4r, 83%). 'H AMP
(300Mrlu, CDCls): 6 1,29 (t, J=7,5Iu, 3H), 2,71-2,78
(m, 2H), 4,48 (s, 2H), 7,17-7,20 (m, 1H), 7,29-7,32
(m, 1H), 7,36-7,38 (m, 1H).

Etan 4: (4-bpom-2-eTun-deHin)-aueToHiTpun

% -Br
N

CH,

Ho po3unHy  4-6pom-1-6pommeTun-2-eTun-
6eH3ony (2,0r, 7,25mmon) y AM®/HO (30mn/6mn)
Jofasanu kaniv uiavig (471mr, 7,25mmon). Peakuini-
Hy cymiw rpinn go 45°C npotsarom 3 roauH nepeq
OXOMOOXKEHHAM [0 KiMHaTHOi Temnepatypu. Cymiw
posbasnanu Et;O Ta npommeanu H2O, poscornom Ta
cywmnun MgSOs. PO34MHHMK BUAANSnu nig Bakyymom
Ans oTpumaHHsa noTpibHoro npoaykty (1,33r, 80%
Buxogy). 'H SIMP (300Mru, CDCly): & 1,26 (t,
J=7,5T"u, 3H), 2,60-2,67 (m, 2H), 3,66 (s, 2H), 7,23-
7,26 (m, 1H), 7,35-7,36 (m, 1H), 7,38-7,40 (m, 1H).

Mpuknapg, A(103): [4-(2-{2-umknoneHTnN-4-
rigpokcn-5-[(6-metun[1,2,4]Tpnasono[1,5-
a]nipumiguH-2-in)metun]-6-okco-3,6-gurigpo-2H-
nipaH-2-in}eTnn)-2-eTundeHinjaueToHiTpun



3aronoBHy Cronyky OTPMMYBanu aHarnoriyHo

npuknagy A(101), npuyomy 6-
metun[1,2,4]tpnasono[1,5-a]nipumianH-2-
kapbanbaerig 3acTOCOBaHO 3aMicTb 5,7-

anveTnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
kapbanbaerigy. 'H AMP (300My, AMCO-ds): & 1,15
(t, J=7,5I'y, 3H), 1,38-1,71 (m, 8H), 2,11 (m, 2H), 2,38
(s, 3H), 2,42-2,66 (m, 6H), 2,82 (d, J=18,2I'y, 1H),
3,76 (d, J=16,2l'y, 1H), 3,84 (d, J=16,1T"u, 1H), 3,98
(s, 2H), 7,11 (m, 2H), 7,27 (d, J=8,3I'y, 1H), 8,71 (s,
1H), 8,96 (s, 1H), 10,88 (s, 1H).

Mpwuknag A(104): N-[4-(2-{2-unknoneHTnn-5-(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcn-6-okco-3,6-gurigpo-2H-nipaH-2-
in}etun)-2-etundeHin]meTaHcynbgoHamig

HaG
N —CH
IR

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(101), npuyomy N-{4-[2-(2-umknoneHTun-
4,6-piokco-TeTparigpo-nipaH-2-in)-etun]-2-eTun-
deHin}-meTaHcynboHaMia 3acTOCOBaHO 3aMicTb {4-
[2-(2-umknoneHTnn-4,6-piokcoTeTparigpo-2H-nipaH-2-
in)eTun]-2-eTnndeHin}aueToHiTpuny. 'H AMP
(300Mly, AMCO-de): 6 1,11 (t, J=7,5'y, 3H), 1,41-
174 (m, 8H), 2,13 (m, 2H), 2,47 (s, 3H), 2,51-2,70 (m,
9H), 2,83 (d, J=17,7T'y, 1H), 2,98 (s, 3H), 3,74 (d,
J=16,4I"y, 1H), 3,85 (d, J=16,2I'y, 1H), 7,04 (s, 1H),
7,11 (m, 2H), 7,20 (d, J=8,6l'y, 1H), 8,94 (s, 1H),
10,86 (s, 1H).

Mpuknag A(105):  N-{4-[2-(2-umknoneHTun-4,6-
JiokcoTeTpariapo-2H-nipaH-2-in)etnn]-2-
eTnndeHiniMeTaHcynbgoHamiz

o
0
Q.0
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CHy

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(2), npuyomy N-(4-6pom-2-eTun-ceHin)-
MeTaHCyNbgOHaMi[ 3acTOCOBaHO 3aMicTb 4-Opom-2-
etur-5-meTokeu-nipuavHy  (etan  6). 'H  AMP
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(300Mly, AMCO): 8 1,07 (t, J=7,5Iy, 3H), 1,46-1,70
(m, 8H), 1,89-1,95 (m, 2H), 2,27-2,38 (m, 1H), 2,56-
2,73 (m, 4H), 2,96 (s, 3H), 3,42-3,49 (m, 4H), 4,99 (s,
1H), 7,00-7,03 (m, 1H), 7,09-7,11 (m, 1H), 7,17-7,19
(m, 1H). MC (IPE) (M+Na"): calcd ansi Cz1H2oNOsS:
430, sHangeHo: 430.
Etan 1:
MeTaHcynbgoHamig

Br
HSC’S“N’E?/
H
CH;,

4-Bbpom-2-eTun-aHiniH (2mn, 14mmorn) y 6e3Boga-
HOMY MipuawuHi (35mMn) npu KiMHaTHIN TemnepaTypi
06pobnsanu  meTuncynbdoHinxnopugom  (1,3mn,
16,8mMon). PeakuinHy cymil nepemiliysanu npu Lin
Temnepatypi npotsarom 15 roavH nepen po3baBneH-
HaMm EtOAc. Cymiw npommusanu H2O, posconom Ta
cywmnun MgSOs. PO34MHHMK BMAANSnu nig Bakyymom
Ta 3anuwok ounwanu dnew-xpomatorpadieto (SiOo,
5-30% EtOAc y rekcaHax), OTpUMYylOUYM MOTPIOHWI
npoaykt (3,1r, 81% Buxoay). 'H SAMP (300Mru,
CDCl3): & 1,25 (t, J=7,5I'y, 3H), 2,61-2,68 (m, 2H),
3,02 (s, 3H), 6,36 (s, 1H), 7,36-7,39 (m, 3H).

Mpuknag  A(106):  N-[4-(2-{2-uvknoneHTnn-4-
rigpokcn-5-[(6-metun[1,2,4]Tpnasono[1,5-
a]nipumiguH-2-in)meTun]-6-okco-3,6-gurigpo-2H-
nipaH-2-in}etnn)-2-etTnndeHinjMmetTaHcynboHamig,

N-(4-bpom-2-eTun-ceHin)-

3aronoBHy Cronyky OTPMMYBanu aHarnoriyHo

npvknagy A(104), npuyomy 6-
metnn[1,2,4]tpnasorno[1,5-a]nipumignH-2-
kapbanbaeria 3acTOCOBaHO 3aMicTb 5,7-

aumetun[1,2,4]tprasono[1,5-a]nipumignH-2-
kapbanbaerigy. 'H AMP (300MIy, AMCO-ds): & 0,93
(t, J=7,3ly, 3H), 1,19-1,54 (m, 8H), 1,88 (m, 2H), 2,18
(s, 3H), 2,28-2,55 (m, 6H), 2,62 (d, J=17,0l"y, 1H),
2,79 (s, 3H), 3,56 (d, J=15,8Iy, 1H), 3,65 (d,
J=16,1I"y, 1H), 6,90 (d, J=7,54T'u, 1H), 6,93 (s, 1H),
7,01 (d, J=7,9I'u, 1H), 8,51 (d, J=2,4I'y, 1H), 8,75 (s,
1H), 6,79 (s, 1H), 10,69 (s, 1H).

Mpuknag  A(107):  N-(4-{2-[2-uuknoneHTun-4-
riapokcu-6-okco-5-([1,2,4]Tpmasono[1,5-a]nipumignx-
2-inmeTtun)-3,6-aurigpo-2H-nipaH-2-inletun}-2-
eTnndeHin)MeTaHcynbgoHamiz



3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(104), npwyomy [1,2,4]Tpnasono(1,5-
a]nipyumignH-2-kapbanbgerig 3 eTany 2 Hk4e 3acTo-
coBaHO 3amicTb 5,7-gumetun[1,2,4]tpnasono[1,5-
aJnipumiauH-2-kapbanbaerigy. 'H SMP  (300Mrwu,
OMCO-ds): 6 1,08 (t, J=7,2I'y, 3H), 1,27-1,71 (m, 8H),
2,11 (m 2H), 2,48-2,75 (m, 6H), 2,83 (d, J=17,1T"y,
1H), 2,99 (s, 3H), 3,78 (d, J=15,8I"y, 1H), 3,87 (d,
J=16,2ly, 1H), 7,08 (d, J=6,2I'y, 1H), 7,13 (s, 1H),
7,21 (d, J=8,3'uy, 1H), 7,27 (dd, J=6,6, 4,3y, 1H),
8,81 (d, J=4,3,1,9I'y, 1H), 8,95 (s, 1H), 9,07 (dd,
J=6,8,1,9I"y, 1H), 10,9 (s, 1H).

Etan 1: [1,2,4]Tpuasono[1,5-a]nipumianH-2-
inmeTtaHon

M _f
Ho A 7N

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
etany 7 npuknagy A(1), npuyomy ManoHanbAeriay
Gic(ogumeTunaueTanb) 3acToCOBaHO 3amicTb 2,4-
NeHTaHOioHy.
Etan 2:
kapbanbaerig

[1,2,4]Tpnasono[1,5-a]nipumianH-2-

N'N/=>
Hg,l’\N’}_N

3aronoBHy Cnomyky OTpUMYBanu aHanoriyHo
eTany 8 npuknagy A(1), npu4omy
[1,2,4]Tpnasono[1,5-a]nipumignH-2-inmeTaHon 3acTo-
CoBaHO 3aMmicTb 5,7-gumetnn-[1,2,4]tpnasono[1,5-
a]nipyMiguH-2-in)-meTaHony.

Mpuknag A(108): N-[4-(2-{2-umknoneHTnn-5-(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
in}etun)-2-etundpeHin]etTaHcynsgoHamig

N
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(104), npuyomy eTaHCyrnb(OHOBOI KUCIO-
T (4-6pom-2-eTun-geHin)-amig 3acTocoBaHO 3aMiCTb

88909 178

MeTaHCyNb(OHOBOI KMCroTh (4-6pom-2-eTnn-ceHin)-
amigy. 'H AMP (300Mru, OMCO-de): & 1,02 (t,
J=7,5I'y, 3H), 1,05 (t, J=7,5I'y, 3H), 1,29-1,67 (m,
9H), 2,02-2,09 (m, 2H), 2,38 (s, 3H), 2,48 (s, 3H),
2,51-2,56 (m, 2H), 2,57-2,64 (m, 2H), 2,71-2,77 (m,
1H), 2,95-3,02 (m, 2H), 3,62-3,80 (m, 4H), 6,95-6,96
(m, 1H), 7,00-7,04 (m, 2H), 7,06-7,09 (m, 1H).

Etan 1: ETtaHcynbdoHoBOI kucrotn (4-6pom-2-
eTun-ceHin)-amig,

Br
Hac\,qé;‘@
H CH;

3aronoBHy cnomyky OTpPUMYBanu aHamnoriyHo
etany 1 npuknagy A(105), npnyomy eTuncynbgOHin-
Xropua 3aCcTOCOBAHO 3aMiCTb METWUCYMbMOHINXMo-
puay. 'H AMP (400MIy, CDCls): & 1,26 (t, J=8,0r,
3H), 1,39 (t, J=8,0l'y, 3H), 2,60-2,66 (m, 2H), 3,12-
3,18 (m, 2H), 7,32-7,37 (m, 3H).

Mpuknag A(109): N-[4-(2-{2-uuknoneHTnn-5-[(5,7-
aumetun[1,2,4]Tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rinpokcu-6-okco-3,6-aurigpo-2H-nipaH-2-
in}etun)-2-etundeHin]nponax-1-cynbgoHamiza

Ha%_\_
W:}_ 2ty
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(104), npnyomy nponaHcyrnbdOHOBOI Ku-
cnotn  (4-6pom-2-eTun-peHin)-amig  3acTocoBaHoO
3aMiCTb  METaHCYNb(OHOBOI  kucnotn (4-6pom-2-
etun-cperin)-amigy. 'H AMP (300Mru, AMCO-de): &
1,00 (t, J=7,5T"y, 3H), 1,11 (t, J=7,5I'y, 3H), 1,55-1,81
(m, 11H), 2,11-2,17 (m, 2H), 2,47 (s, 3H), 2,57 (s,
3H), 2,62-2,72 (m, 6H), 3,02-3,07 (m, 2H), 3,71-3,88
(m, 2H), 7,04 (s, 1H), 7,10-7,18 (m, 3H).

Etan 1: T[ponaH-1-cynbdoHoBOI Kucrotn (4-
6pom-2-eTun-ceHin)-amig

Br
5T

CH;

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
etrany 1 npuknagy A(105), npwyomy nponaH-1-
CynbOHINXNopma 3acTOCOBaHO 3aMiCTb METUIICY-
nbcoHinxnopuay. 'H AMP (400Mru, CDCls): & 1,04
(t, J=8,0l'y, 3H), 1,25 (t, J=8,0ry, 3H), 1,81-1,91 (m,
2H), 2,60-2,66 (m, 2H), 3,07-3,10 (m, 2H), 6,29 (s,
1H), 7,32-7,37 (m, 3H).

Mpuknag A(110): 6-LnknoneHtun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-{2-[3-etun-4-(1H-1,2,4-tpnason-1-
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inmeTun)derin)etun}-4-rigpokcn-5,6-gurigpo-2H-

nipaH-2-oH
HGH
-N —CH
N
N
HO
O

&S

NN
CH,

3aronoBHy Cnomyky OTpPUMYBanu aHamnoriyHo
npuknagy A(101), npuyomy  1-(4-6Gpom-2-eTun-
6eH3un)-1H-[1,2,4]Tpnason 3actocoBaHo 3aMiCcTb {4-
[2-(2-umknoneHTUn-4,6-aiokco-TeTparigpo-nipaxH-2-in)-
eTun]-2-eTun-geHin}-aueToHiTpuny. 'H AMP
(300Mly, AMCO-dg): 6 0,95 (t, J=7,5uy, 3H), 1,31-
1,62 (m, 8H), 2,03 (m 2H), 2,31 (s, 3H), 2,35-2,62 (m,
9H), 2,74 (d, J=19,8I'y, 1H), 3,64 (d, J=16,6Iu, 1H),
3,76 (d, J=17,5I'u, 1H), 5,33 (s, 2H), 6,92 (d, J=8,5I'L,
1H), 6,94 (s, 1H), 6,98 (s, 1H), 6,99 (d, J=9,2I'y, 1H),
7,93 (s, 1H), 8,54 (s, 1H), 10,77 (s, 1H).

Etan 1: 1-(4-bpom-2-eTnn-6eH3mn)-1H-
[1,2,4]tpnason

Tpuason (275wr, 3,99mmon) y 6e3sogHomy AMP
(15mn) o6pobnann NaH (60%, 153wmr). Yepes 5 xBu-
nvH poaasanu 4-6pom-1-6poMmMeTun-2-eTun-6eH3on.
PeakuinHy cymiw rpinu go 75°C npotsdrom 5 roguH
nepen OXOMNOMKEHHAM [0 KiMHaTHOI TemnepaTypu.
Cymiw posbasnanu Et,0 ta npommsanu HO, posco-
nom, cywmnu MgSO,. Po3unHHUK Bugansanu nig Ba-
KyyMOM, OTPUMYIOUN NOTPiOHUIA npoaykT (580Mr, 55%
Buxogy). 'H SIMP (300Mru, CDCls): & 1,10 (t,
J=7,5Tu, 3H), 2,68-2,73 (m, 2H), 5,46 (s, 2H), 7,01-
7,04 (m, 1H), 7,38-7,46 (m, 2H), 7,97-8,01 (m, 2H).

Mpuknapg, A(111): 6-LnknoneHtun-3-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumiganH-2-
in)metun]-6-[2-(3-etun-4-metnndeHin)etun]-4-
rigpokcn-5,6-gurinpo-2H-nipaH-2-oH

H;%_Br
N-N CHj

I@-ﬁ

o  po3uuny
MeTun-geHin)-2-rigpokcn-eytun]-2,2-gumeTnn-
[1,3]aiokcnH-4-ony (1,0r, 1,94mmon) gogasanu KoCOs
(1,07r, 7,75mmon). Cymiw rpinu go 45°C npotsarom 45
XBUIMUH Mepen OXOMOOXKEeHHAM A0 KiMHaTHOI Temne-

6-[2-umnknoneHTun-4-(3-etun-4-
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patypu. PeakuinHy cymiw posbasnsanu H,O Ta npo-
MuBanu isonponinosum etepoM. BogHuin wap nigkuc-
noBanu go pH 1 1,0N HCI ta ekctparysanm EtOAc.
OpraHiyHmn wap npomusanu H,O, posconom, cywiu-
nm MgSOs Ta KOHUEHTpyBanM nig 3MEHLIEHUM TUc-
KOM, OTpuMytouM noTpibHWMn npogykt. (0,63r, 71%
Buxogy). 'H AMP (300Mru, AMCO-dg): & 0,98(t,
J=7,5I'y, 3H), 1,32-1,64 (m, 8H), 2,04 (m, 2H), 2,12
(s, 3H), 2,33-2,51 (m, 12H), 2,71 (d, J=17,5I'y, 1H),
3,64 (d, J=16,0r'y, 1H), 3,74 (d, J=16,2l'y, 1H), 6,83
(d, J=7,7T'u, 1H), 6,84 (s, 1H), 6,92 (d, J=7,3I"u, 1H),
6,96 (s, 1H), 10,75 (s, 1H).

Etran 1: (4-Bpom-2-etun-6eH3unnokcu)-TpeT-
OyTnn-gumeTun-cunaH

Br
TBSO\/(?/

CHy

[o po3uunHy (4-6pom-2-eTun-geHin)-meTaHony y
6e3BogHomy MO nopasanu TBSCI (1,5ekB.) Ta imi-
pason (1,5eks.). Cymil nepemiluyBanu npu Lin Tem-
nepatypi npotarom 12 roavH nepen po3baBneHHsM
Bogoto. Cymiw ekctparyBanu Et,O Ta noegHaHi opra-
HiYHi wapu npommeanu HyO, posconom, cywunu
MgSO4. PO3uMHHMK BuAansanu nig BakyymoM, OTpwW-
MylouM MOTPIGHMA MpoaykT. (93% Buxoay). 'H AMP
(300MrIy, CDCls): 6 0,09 (s, 6H), 0,92 (s, 9H), 1,20 (t,
J=7,5T'u, 3H), 2,57 (q, J=7,5Ty, 2H), 4,67 (s, 2H),
7,29 (s, 3H).

Etan 2: 6-{4-[4-(TpeT-ByTUn-gumeTun-
cunaHinokcumeTun)-3-etun-geHin}-2-uuknoneHTnn-2-
riapokcn-0yT-3-mHin}-2,2-gumetun-[1,3]aiokcmH-4-oH

i O
CHy
oo
OH

P

CH,

[o posuvHy (4-6pom-2-eTnn-6eH3nnoKcn)-Tpet-
oyTun-gumeTun-cunady (1,0r, 3,05mmon) ta 6-(2-
LMKIONEHTUN-2-TigpoKCcnbyT-3-WHin)-2,2-aumeTnn-
4H-1,3-giokcnH-4-oHy (671mMr, 2,54mmon) popasanu
giisonponinamiH (7mn) Ta OM® (7mn) PdCIy(PPhs),
(71mr, 4mon%) Ta Cul (14mr, 3mon%). Cymiw npogy-
Banu aproHom Ta rpinun go 90°C npotsirom 30 XBUNuH
nepen OXONOMXEHHSAM [0 KiMHaTHOI TemnepaTypw.
PeakuinHy cymiw posdasnanu H,O Ta ekcTparysanu
EtOAc. lMoegHaHi opraHivHi wapu npomwmeann H-O,
poscornom, cywunm MgSOs Ta KOHUeHTpyBanu nig
BaKyymMOM . 3arnuLIoK o4umLLiany KOIOHKOBOK dneLu-
xpomaTtorpadieto (SiO2, 5-30% EtOAc y rekcaHax),
oTpumMytodn noTpibHuin npogaykt (1,0r, 60% Buxody).
'H AMP (300Mru, CDCls): & -0,10 (s, 3H), 0,00 (s,
3H), 0,83 (s, 9H), 1,11 (t, J=7,5I"y, 3H), 1,49-1,74 (m,
8H), 1,62 (s, 3H), 1,64 (s, 3H), 2,11-2,18 (m, 1H),
2,44-2,62 (m, 4H), 4,63 (s, 2H), 5,37 (s, 1H), 7,08-
7,13 (m, 2H), 7,28-7,31 (m, 1H).
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Etan 3: 6-[2-UnknoneHtun-4-(3-etun-4-metun-
deHin)-2-rigpokcn-6yTun]-2,2-gumetun-[ 1,3]0iokcuH-
4-oH

Ho PO34MHY 6-{4-[4-(TpeT-OyTHn-gumeTuUn-
cunaHinokcumeTun)-3-eTun-eHin]-2-LUuknoneHTnn-2-
rigpokcu-0yT-3-uHin}-2,2-gumetun-[1,3]aiokcunH-4-oHy
(1,0r) y EtOH (50mn) gopasanu Pd(OH)2 (20mac.%,
100mr). PeakuiviHy cymiw nepemiwyBanu nig BOAHEM
npotsarom 15 roguH. PeakuinHy cymiw cinbTpysanu
Yyepes wap BGpoyHMINepuTy Ta PO3YMHHUK BMOANSANM
nig 3MEHLUIEHMM TUCKOM, OTPUMYHOUYM NOTPIOHMIA npo-
aykt. "H SIMP (300Mru, CDCls): & 1,19 (t, J=7,5M,
3H), 1,43-1,69 (m, 8H), 1,71 (s, 6H), 1,79-1,85 (m,
2H), 2,05-2,16 (m, 1H), 2,27 (s, 3H), 2,44-2,66 (m,
6H), 5,37 (s, 1H), 6,89-6,95 (m, 2H), 7,04-7,08 (m,
1H).

Mpuknapg, A(112): 6-LnknoneHtun-3-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumianH-2-
in)metun]-6-{2-[3-etun-4-(1H-nipason-1-
inmeTun)deHinletun}-4-rigpokcn-5,6-gurigpo-2H-

nipaH-2-oH
Ht:
N o
':1 rf_d s

Q

3aronoBHy Cnomyky OTpPUMYBanu aHamnoriyHo
npuknagy A(1), npuiomy 1-(4-6pom-2-eTun-6eH3unn)-
1H-nipason 3 etany 1 HWK4Ye 3aCTOCOBaHO 3aMicTb 1-
6eH3unokcu-2-eTnn-4-noa-5-nponokcu-6eHsony 3
etany 4 Toro npuknagy. 'H AMP (400Mru, OMCO-
ds): 8 1,11 (t, J=7,3I"y, 3H), 1,48-1,80 (m, 8H), 2,18
(m, 2H), 2,46 (s, 3H), 2,51-2,74 (m, 9H), 2,89 (d,
J=17,4"y, 1H), 3,81 (d, J=159Iu, 1H), 3,92 (d,
J=16,1"y, 1H), 5,41 (s, 2H), 6,36 (t, J=2,0u, 1H),
6,98 (d, J=8,3I"u, 1H), 7,11 (m, 3H), 7,56 (s, 1H), 7,79
(d, J=2,1T'u, 1H), 10,95 (s, 1H).

Etan 1: 1-(4-Bpom-2-eTnn-6eH3nn)-1H-nipason

- Br
(A
CH,

Po3unH nipasony (616mr, 9,1Mmon) y 6e3BogHo-
My OM® (30mn) obpobnsnm NaH (60%, 362wmr). 4-
Bpom-1-6pommeTun-2-etun-6eH3on (2,5r, 9,1mmon)
JoAaBany Ta YyTBOPEHUI PO3YMH NepemillyBanu npu
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80°C npotsarom 13 roavH nepern OXONOMKEHHAM [0
KiMHaTHOI Temnepatypu. Cymiw posbasnanu HO0,
ekctparyBanu Et,O. lNoegHaHi opraHiyHi ekcTpaktu
npomusanu H.O, poscornom, cywmunu MgSO4 Ta KoH-
LEeHTpyBanu nig 3MeHLIEeHUM TUCKOM. 3aruLIoK o4u-
wanu neL-KoroHKOBOK  XpomMaTorpadieto, oTpu-
Mytoun MoTPiGHMIA mpoaykT (1,92r, 80% Buxody). 'H
AMP (300MI'y, CDCls): 3 1,15 (t, J=7,5'y, 3H), 2,59-
2,66 (m, 2H), 5,30 (s, 2H), 6,26-6,28 (m, 1H), 6,86-
6,88 (m, 1H), 7,29-7,32 (m, 2H), 7,37-7,38 (m, 1H),
7,54-7,55 (m, 1H).

Mpwuknag A(113): 6-LUnknoneHtun-6-{2-[3-etnn-4-
(1H-nipason-1-inmeTnn)deHinletnn}-4-rigpokcu-3-[(6-
metun[1,2,4]Tpmasono[1,5-alnipumigun-2-in)metnn]-
5,6-aurigpo-2H-nipaH-2-oH

CHg

N-N—_,f)

I —N

N

=

O

S -N
CH,
3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo

npuknagy A(112), npuyomy 6-
metun[1,2,4]tpnasono[1,5-a]nipumianH-2-
kapbanbaerig 3acTOCOBaHO 3aMicTb 5,7-

anveTnn[1,2,4]tpnasonol[1,5-a]nipumiamH-2-
kapbanbaerigy. 'H AMP (400MIy, AMCO-ds): & 0,89
(t, J=7,6I'y, 3H), 1,41-1,54 (m, 8H), 1,89 (m, 2H), 2,21
(s, 3H), 2,27-2,52 (m, 6H), 2,64 (d, J=17,7Ty, 1H),
3,59 (d, J=15,9'y, 1H), 3,67 (d, J=15,6"u, 1H), 5,17
(s, 2H), 6,12 (t, J=15,9I"y, 1H), 6,74 (d, J=7,6l'u, 1H),
6,87 (d, J=7,8I'y, 1H), 6,90 (d, 1H), 7,31 (s, 1H), 7,54
(d, J=2,2I'u, 1H), 8,53 (d, J=2,2l"u4, 1H), 8,80 (s, 1H),
10,72 (s, 1H).

Mpwuknag A(114): EHaHTioMep 1 6-LMKNoneHTun-
3-[(5,7-aumeTnn[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-{2-[3-etnn-4-
(rippokcumeTun)deHinletun}-4-rigpokcu-5,6-gurigpo-
2H-nipaH-2-oH

CHy Enantiomar 1

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-umknoneHTun-3-[(5,7-aumetnn[1,2,4]rpnasono[1,5-
anipymiguH-2-in)meTnn]-6-{2-[3-eTun-4-
(rigpokcnmeTun)deHinletun}-4-rigpokcu-5,6-gurigpo-
2H-nipaH-2-oHy (Mpuknag B(33)) (xipaneHoto BEPX
(ChiralPac OJ-H, 1006ap, 30% MeOH). Yac ytpu-
MaHHA=2,7 xBunuH, 100% e.H.

Mpuknag A(115): EHaHTioMmep 2 6-LUKNoneHTun-
3-[(5,7-anmeTun([1,2,4]tpnasono[1,5-a]nipyumignH-2-
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in)metun]-6-{2-[3-etnn-4-
(rigpokcumeTun)deHinletun}-4-rigpokcu-5,6-gurigpo-
2H-nipaH-2-oH

CHj Enantomer 2

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-umknoneHTun-3-[(5,7-aumetnn[1,2,4]tpmnasono[1,5-
a]nipumiguH-2-in)metun]-6-{2-[3-eTun-4-
(rigpokcumeTtun)deHinletun}-4-rigpokcu-5,6-gurigpo-
2H-nipan-2-oHy (Mpwuknag B(33)) xipanmbHoio BEPX
(ChiralPac OJ-H, 1006ap, 30% MeOH). Yac ytpu-
MaHHA=3,9 xBunuH, 100% e.H.

Mpuknag A(116): ExaHTiomMep 1 [4-(2-{2-
LimknoneHtun-5-[(5,7-gumetun(1,2,4]tpnasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-6-okco-3,6-
avrigpo-2H-nipax-2-in}etun)-2-
eTundeninjaueToHiTpMN

CHS Enanbomer 1

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
[4-(2-{2-umknoneHTun-5-(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-6-okco-3,6-aurigpo-2H-nipaH-2-
injeTun)-2-eTundeHinjaueToHiTpuny (Mpwvknag
A(101)) xipanbHoto BEPX (ChiralPac AD-H, 1406ap,
50% MeOH). Yac ytpumanHsa=3,4 xsunuH, 100% e.H.

Mpuknag A(117): EHanTiomMep 2 [4-(2-{2-
LinknonenTtnn-5-[(5,7-gumeTtnn[1,2,4]tpnasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-6-okco-3,6-
avrigpo-2H-nipax-2-in}etun)-2-
eTundeninjaueToHiTpMN

€H, Enantamer 2

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
[4-(2-{2-umknoneHTun-5-(5,7-

88909 184

anvetnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)-2-eTundeHinjaueToHiTpuny (Mpwuknag
A(101)) xipanbHoto BEPX (ChiralPac AD-H, 1406ap,
50% MeOH). Yac ytpumanHsa=4,7 xsunuH, 100% e.H.

Mpuknag A(118): Metun 4-(2-{2-uvknoneHTunn-5-
[(5,7-aumeTnn[1,2,4]tpmazono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcn-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)-2-eTun6eH3oar

H,CO

3aronoBHy cCnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npuyomy 4-6pom-2-eTun-6eH30MHOI
KMCMOTW METUINOBUI ecTep 3 eTany 1 HukK4e 3acToco-
BaHO 3aMiCTb 1-6eH3unokcu-2-etun-4-non-5-
nponokcu-6eH3ony 3 eTany 4 Toro npuknagy. 'H AMP
(300Mru, CDCls): & 1,18 (t, J=7,5I'y, 3H), 1,38 (s,
1H), 1,63 (m, 10H), 2,00 (m, 2H), 2,37 (m, 1H), 2,66
(s, 3H), 2,72 (m, 2H), 2,78 (s, 3H), 2,92 (q, J=7,4Ty,
2H), 3,85 (s, 3H), 4,08 (d, J=2,8I'uy, 2H), 6,83 (s, 1H),
7,00 (m, 2H), 7,75 (d, J=7,7T'y, 1H). HRMS calcd gns
C30H3sN4O5 (M+H)+: 533,2759, 3HangeHo: 533,2774.

Etan 1: 4-bpom-2-eTun-6eH30MHOI KUCNOTU Me-
TUIOBUN ecTep

Br
HacOW/@/
O

CH;

[o po3uvHy 4-6poM-2-eTuUn-6eH30MHOI KUCNoTH
(1,35r, 5,89mmon) y MeOH (40mn) gogasanu HxSO4
(1 kpanmo). Cymiw nepemiwysanu npu 90°C npoTs-
rom 48 roguH, nicnsa 4Yoro nNeTodi NPOaYKTU BUAANANN
nig BakyymoMm. 3anuwok po3unHanu y Et,0, npomu-
Bann HacuyeHnMm NaHCOsz Ta posconom, Cymnm
MgSO4 Ta KOHUeHTpyBanM [0 NpO30poro Macna
(1,01r, 70%). 'H AMP (300Mry, CDCls): & 1,22 (t,
J=7,5T'y, 3H), 2,95 (q, J=7,5I'y, 2H), 3,87 (s, 3H),
7,36 (dd, J=8,3, 2,1y, 1H), 7,42 (d, J=2,1T"u, 1H),
7,72 (d, J=8,3I'y, 1H).

Mpuknapg, A(119): 6-LiuknoneHTun-6-(2-{4-
[(aumeTnamiHo)meTun]-3-eTundenin}etun)-3-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rinpokcun-5,6-gurinpo-2H-nipaH-2-oH

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npudomy (4-6pom-2-eTun-6eH3nn)-
AVMeTUN-aMiH 3 etany 1 HMX4Ye 3aCTOCOBaHO 3aMiCTb
1-6eH3unokcun-2-etun-4-nog-5-nponokcn-6eH3ony 3
etany 4 Toro npuknaay. 'H SIMP (300MIu, CDCla): &
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1,09 (t, J=7,5I"'y, 3H), 1,38 (s, 1H), 1,55 (s, 5H), 1,69
(s, 2H), 2,10 (s, 2H), 2,49 (m, 7H), 2,54 (s, 3H), 2,65
(dd, J=15,7, 8,2I'y, 4H), 2,74 (s, 3H), 2,76 (s, 3H),
3,74 (q, J= 14,8y, 2H), 4,27 (d, J=5,5I"u, 2H), 7,04
(s, 1H), 7,19 (m, 2H), 7,35 (d, J=7,7T"y, 1H). Ananis:
po3paxoBaHo Ans CsiHa1 H5032,7TPK: C, 52,07; H,
5,25; N, 8,34. 3HanpeHo: C, 51,73; H, 5,56; N, 8,20.
Etan 1: (4-bpom-2-eTun-6eH3un)-gumeTnn-amiH

CH, Br
Wedh

CHj

Ho po3unHy  4-6pom-1-6pommeTun-2-eTun-
6eH3ony (1,12r, 4,03mmon) y MeOH (20mn) gonasa-
nv gumeTtunamin (2,5mn, 40% po3urH y Bogai). Cymiu
nepemillyBanu NpoTarom 1 roguHu, Nicrs Yoro neTto-
Yi MPOAYKTM BMOANANM Mig BakyymoM. 3anuLiok pos-
ynHsanm y EtOAc, npomusanu H.O, cywmnnm MgSO4 Ta
KOHUeHTpyBanu go nposoporo macna (0,910r, 93%).
'H AMP (300Mru, CDCla): & 1,19 (t, J=7,5Mu, 3H),
2,21 (s, 6H), 2,69 (q, J=7,5I'y, 2H), 3,32 (s, 2H), 7,14
(m, 1H), 7,28 (m, 2H).

Mpuknapg, A(120): 6-LnknoneHtun-3-[(5,7-
anveTtni{1,2,4]tpmasono[1,5-alnipumiguH-2-
in)metun]-6-{2-[3-etnn-4-
(meTokcmmeTun)denin)etnn}-4-rigpokcun-5,6-aurigpo-
2H-nipaH-2-oH

OH

R =N CH,

0" 0 N%Né
H N=
CHy
CH,

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy  A(1), npydyomy  4-6pom-2-etun-1-
MeTokcumeTun-6eH3on 3 etany 1 HpK4e 3acTOCOBaHO
3aMicTb 1-6eH3nnokcn-2-eTun-4-roa-5-nponokcu-
GeHsony 3 eTary 4 Toro npuknaay. 'H AMP (300Mrw,
OMCO): 6 1,15 (t, J=7,5I'y, 3H), 1,45 (s, 1H), 1,63 (s,
5H), 1,78 (s, 2H), 2,05 (s, 6H), 2,60 (m, 10H), 3,35 (s,
3H), 3,88 (q, J=16,2I'y, 2H), 4,44 (s, 2H), 5,82 (s,
1H), 7,09 (d, J=8,1T'u, 2H), 7,24 (d, J=7,7Tu, 1H).
AHanis: pospaxoBaHo Ans CsoH3sN4O4-0,2TOK: C,
67,43; H, 7,11; N, 10,35. 3nangeHo: C, 67,73; H,
7,18; N, 10,46.

Etan 1: 4-bpom-2-eTun-1-meTokcumeTun-6eHson

{ -Br
Ha

CHay

[o posunHy (4-6pom-2-eTun-geHin)-metaHony
(0,700r, 3,25mmon) y OM® (30mn) gogasann NaH
(0,156r, 60% Agucnepcia y MiHepanbHOMY Machi,
3,90mmon), a notim Mel (0,22mn, 3,58Mmmon). Cymil
nepemiwysanu npotarom 16 roguMH Ta Todi posnogi-
nsanu mik Bogoto Ta EtOAc. BogHwuii wap ekctpary-
Banu EtOAc Ta opraHiyHWi wap npomuBanu po3co-
nom, cywmunu NaxSO4 Ta KOHLEHTpyBanu 4o KOBTOro
Macrna. OuncTka hreL-KonoHKOBOK Xxpomatorpadi-
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eto (0% po 4% EtOAc y rekcaHax) gana NpoaykT sk
nposope macrio (0,51r, 69%). 'H SMP (300Mru,
CDCls): 6 1,15 (t, J=7,6I'y, 3H), 2,58 (q, J=7,5I'y, 2H),
3,32 (s, 3H), 4,35 (s, 2H), 7,12 (m, 1H), 7,24 (m, 1H),
7,27 (d, J=2,1T"y, 1H).

Mpuknag A(121):  4-(2-{2-umknoneHTnn-5-(5,7-
anumetun[1,2,4]tpnasono[1,5-a]nipumiganH-2-
in)metun]-4-rigpokcn-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)-2-etun-N-meTnnbeHsamig

=y =N CHy
H [ v N% \S
e CH,
o]

CHy

3aronoBHy Cnomyky OTpPUMYBanu aHamnoriyHo
npuknagy A(1), npuyomy 4-6pom-2-etun-N-meTtun-
6eH3amig 3 eTany 2 Hwk4e 3aCTOCOBAHO 3aMicTb 1-
6eH3unnokeu-2-etun-4-rnog-6-nponokcun-6eHsony 3
etany 4 Toro npuknagy. 'H-AMP (300MIy, AMCO): &
1,09 (t, J=7,4I"y, 3H), 1,41 (s, 1H), 1,58 (s, 6H), 1,72
(s, 2H), 2,12 (d, J=7,0l"u, 2H), 2,48 (m, 2H), 2,55 (s,
3H), 2,65 (m, 5H), 2,75 (d, J=4,3I'y, 3H), 2,82 (m,
1H), 3,18 (s, 2H), 3,80 (q, J=17,3I'y, 2H), 7,05 (s,
1H), 7,11 (m, 2H), 7,21 (m, 1H), 8,10 (d, J=4,5I"y,
1H). AHanis: pospaxoBaHo ansi CsoHzzNsO4 1,5TOK:
C, 56,40; H, 5,52; N, 9,97. 3HangeHo: C, 56,68; H,
5,57; N, 9,97.

Etan 1: 4-bpom-2-eTun-6eH3oinxnopug

Br
(o]

CHa

Po3unH  4-6pom-2-eTnn-6eH30MHOT  KMCMoTH
(1,72r, 7,51mmon) y SOCI, (50mn) rpinu go 90°C Ta
nepemillyBanu npoTsaroMm 2 roguH. JleTiodi NnpoaykTu
BMAananu nig BakyymoM, ' OTPUMYKOUM KOPUYHEBUN
TBepauit mpoaykT (1,80r, 96%). 'H AMP (300Mrwu,
CDCls): 6 1,22 (t, J=7,4I'y, 3H), 2,89 (q, J=7,5I'y, 2H),
7,49 (m, 2H), 8,03 (d, J=9,0ly, 1H).

Etan 2: 4-bpom-2-eTun-N-metun-6eHsamia

H Br
Hee ™
Qo

CHg

Oo posunHy 4-6pom-2-eTun-6eH3oinxnopuay
(1,00r, 4,04mmon) y CH2Cl, (20mn) gogasanun me-
Tunamid (0,70mn, 40% po3unH y Bogi, 8,08mmorn).
Cymilw nepemiwyBanu NpoTaroM 3 roguH, micns 4Yoro
neTodi NPoAyKTW BUAANANM Nig BakyymMoMm . 3anuLiok
po3unHanu y EtOAc, npomuBanm H,O, cywwunu
MgSO4 Ta KOHUeHTpyBanu OO KOPWYHEBOro Macrna
(0,857r, 88%). 'H AAMP (300Mru, CDCls): & 1,21 (t,
J=7,4T'u, 3H), 2,75 (q, J=7,5I'y, 2H), 2,97 (d, J=4,9"y,
3H), 5,74 (s, 1H), 7,17 (d, J=8,1T'y, 1H), 7,32 (d,
J=8,1'u, 1H), 7,39 (s, 1H).

Mpuknapg, A(122): 6-LnknoneHtun-3-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumianH-2-
in)metun]-6-{2-[3-etun-4-(1,3-tiazon-2-
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inokcu)dpeHinletun}-4-rigpokcu-5,6-gurigpo-2H-nipanx-
2-0H

OH
RN =N CH,
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy  A(1), npwiomy  2-(4-6pom-2-eTun-
deHoKcn)-Tia3on 3 eTany 2 HWK4Ye 3acCTOCOBaHO 3a-
MiCTb 1-6eH3nnokcun-2-eTnn-4-noa-5-nponokcu-
GeHsony 3 eTary 4 Toro npuknaay. 'H AMP (300Mrw,
OMCO): & 1,06 (t, J=7,4I'u, 3H), 1,38 (s, 1H), 1,56 (m,
J=3,4'y, 5H), 1,70 (s, 2H), 2,15 (dd, J=11,2,5,0l'y,
2H), 2,50 (m, 10H), 2,64 (m, 3H), 2,81 (m, 1H), 3,79
(9, J=7,4, 2H), 7,04 (s, 1H), 7,19 (m, 5H). Ananis:
pospaxoBaHo Anst CsziH3sN4O4S-1,4TOK: C, 55,36;H,
5,00; N, 9,55. 3HainpeHo: C, 55,12;H, 5,11; N, 9,39.

Etan 1: 4-bpom-2-eTun-geHon

e

CHg

Jo posunHy 2-etundpeHony (2,00r, 16,4mmon) y
CHCI3 (60mn) gogasanu TBABr3 (7,91r, 16,4mmon).
Cymiw nepemiwysanu npotarom 20 XBWMWH, Micns
Yyoro gopaeanu HacuyeHun NaHCO; Ta HacuyeHuin
Na203S,. OpraHiyHuii wap npomuBann po3COrioMm,
cywmnn NapSO4 Ta KoHUeHTpyBanu. PinbTpyBaHHS
yepes SiO, (100% CH2Cl,) gana npoaykT sik npo3ope
mMacro (2,3r, 72%). "H AmMP (300MTry, CDCls3): 8 1,22
(t, J=7,5I"y, 3H), 2,60 (q, J=7,5I"y, 2H), 4,71 (s, 1H),
6,64 (d, J=8,5Iy, 1H), 7,17 (dd, J=8,5,2,4I'u, 1H),
7,25 (m, 1H).

Etan 2: 2-(4-bpom-2-eTun-ceHokcn)-Tiazon

Br
oL
CHy

Oo posunHy 4-6pom-2-eTtun-ceHony (1,00r,
4,97mmon) y OM® (40mn) popaBanu 2-6pomTiason
(0,341mn, 3,82mmon) Ta minko nogpibHeHun K;COs
(3,17r, 22,9mmon). Cymiw nepemiwysanu npn 150°C
npotarom 15 roavH, nicns 4oro rapsyum posymH oi-
nbTpyBanu 4epe3 inbTp paper. PinbTpaT po3das-
nsanm CHCl, ta HO Ta togi mosogunu go pH 6,0
6,0H HCI. BogHwuin wap ekctparysanu CH,Cl, Ta op-
raHiyHui wap npommeanu H,O Ta posconom. OpraHi-
YHMI wap cywmnu NaxSO4 Ta KOHUEHTpyBanu, oTpu-
Mytoum xoBTe Macro (1,0r, 92%). 'H AMP (300MIw,
CDCls): 6 1,19 (t, J=7,6I'y, 3H), 2,62 (q, J=7,5I'y, 2H),
6,79 (d, J=3,8I'u, 1H), 7,10 (d, J=8,5I'y, 1H), 7,19 (d,
J=3,8l'y, 1H), 7,35 (dd, J=8,7, 2,4I'u, 1H), 7,43 (d,
J=2,4T"u, 1H).

Mpuknapg, A(123): 6-LnknoneHtun-3-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumiganH-2-
in)metun]-6-{2-[3-eTnn-4-(MopdoniH-4-
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inmeTun)derinletun}-4-rigpokeu-5,6-gurigpo-2H-
nipaH-2-oH

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npuiomy 4-(4-6pom-2-eTun-6eH3unn)-
MopdoniH 3 eTany 1 HWX4Ye 3aCTOCOBAHO 3aMiCTb 1-
6eH3unokcu-2-eTnn-4-noa-5-nponokcu-6eHsony 3
etany 4 Toro npuknagy. 'H AMP (300Mry, AMCO): &
1,09 (t, J=7,4I"y, 3H), 1,39 (s, 1H), 1,55 (s, 5H), 1,69
(s, 2H), 2,10 (m, 2H), 2,49 (s, 7H), 2,54 (s, 3H), 2,63
(s, 2H), 2,75 (m, 3H), 3,25 (s, 4H), 3,65 (s, 1H), 3,74
(m, 2H), 3,94 (d, J=10,9'y, 2H), 4,33 (s, 2H), 7,04 (s,
1H), 7,19 (m, 2H), 7,39 (d, J=7,7Tu, 1H). Awnanis:
po3paxoBaHo AnsA CszszHasNs504-2,2TOK: C, 54,47;H,
5,53; N, 8,49. 3HanpeHo: C, 54,45;H, 5,67; N, 8,46.

Etan 1: 4-(4-Bpom-2-eTnn-6eH3unn)-mopdoniH

Ho po3unHy  4-6pom-1-6pommeTun-2-eTun-
6eH3ony (3,67r, 13,2mmon) y CH3CN (66mn) gopasa-
nM TpuetunamiH (2,76mn, 19,8mmon) Ta mopdhoniH
(1,38mn, 15,8mmon). Cymiw nepemiwyBany NnpoTsrom
1,5 roavH, nicnsa Yoro neTodi NPOAYKTU BUAANANM nig,
BakyymMOM 3 OTPUMaHHAM Onigo-XoBTOro TBEpOoro
npoaykty (3,71, 97%). 'H AMP (300Mru, CDCls): &
1,19 (t, J=7,5I'y, 3H), 2,40 (m, 4H), 2,68 (q, J=7,7Ty,
2H), 3,40 (s, 2H), 3,65 (m, 4H), 7,13 (m, 1H), 7,22 (d,
J=2,1'u, 1H), 7,30 (d, J=2,1T"y, 1H).

Mpuknapg, A(124): 6-[2-(6-AmiHO-5-eTUN-2-
MeTunnipuamH-3-in)etnn]-6-umknonentun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-5,6-gurigpo-2H-nipaH-2-oH

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npuyomy 3-eTun-5-nog-6-metun-
nipuauH-2-inamiH 3 etany 1 HWx4ye 3acTOCOBaHO 3a-
MiCTb 1-6eH3nnokcun-2-eTnn-4-noa-5-nponokcu-
GeHsony 3 eTary 4 Toro npuknaay. 'H AMP (300Mrw,
OMCO): 6 1,06 (t, J=7,3Iy, 3H), 1,36 (s, 1H), 1,56 (s,
5H), 1,72 (s, 2H), 2,03 (m, 2H), 2,27 (s, 3H), 2,49 (m,
8H), 2,52 (d, J=1,5I'u, 6H), 3,73 (g, J=16,2,2H), 7,04
(s, 1H), 7,46 (s, 2H), 7,62 (s, 1H). MC-BP po3spaxo-
BaHo Ans CogH3sNsO3 (M+H)+: 505,2922, 3HangeHo:
505,2936.

Etan 1: 3-ETun-5-noa-6-metun-nipuanH-2-inamiy
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CHg
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CHy

[o posunHy 2-amiHO-3-eTun-6-meTnnnipuanHy
(3,00r, 21,6mmon) y OM® (100mn) popmasanu N-
noacykumHimig (4,86r, 21,6mmon). Cymiw nepemiluy-
Banu y tempsBsi npotarom 15 roguH Ta Todi posnogi-
nsanm mik Et;0 1a H20. OpraHivynnia wap npoMusanu
poscornom, cywmunu MgSO, Ta KOHUEHTpYyBanu, oTpy-
MYIOUM KOPUYHEBMIA TREpANIA NPOayKT (4,6r, 79%). 'H
AMP (300MI'y, CDCl3): & 1,19 (t, J=7,5I'y, 3H), 2,35
(q, J=7,4T'u, 2H), 2,49 (s, 3H), 4,44 (s, 2H), 7,52 (s,
1H).

Mpuknapg, A(125): 6-{2-[4-(AmiHOMEeTUN)-3-
etundeHinletun}-6-unknoneHTun-3-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-5,6-aurigpo-2H-nipaH-2-oH
poxropug

rig-

O
N)N-N CHG
00 %N_
HeN CHy
HCI CHy
TpeT-byTun 4-(2-{2-unknoneHTun-5-(5,7-

anveTnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
injetnn)-2-etunbeHannkapbamat (35mr, 0,06mmon,
npuknag A(126)) posunHsanu y guxiopmetaHi (1mn)
Ta 4H HCI y giokcaHi (0,5mMn) Ta nepemiwysany npu
KiMHaTHIN Temnepatypi 2 roguH. PO34nH KOHUEHTpY-
Banu, OTPUMYOUMN GinyBaTtun TBEpOUA NpPOOYKT
(30Mr, 96%). 'H AMP (300MIwy, CDCls): & miH™" 1,14
(t, J=7,54I'uy, 3H), 1,37-1,49 (m, 1H), 1,52-1,66 (m,
6H), 1,67-1,77 (m, 2H), 2,05-2,16 (m, 2H), 2,58 (s,
4H), 2,60-2,70 (m, 6H), 2,74-2,80 (m, 1H), 3,80 (d,
J=14,51T"u, 2H), 4,02 (q, J=5,78I"u, 2H), 7,07 (s, 1H),
7,13 (s, 1H), 7,16-7,21 (m, 1H), 7,32 (d, J=7,72ly,
1H), 8,15 (s, 3H). MC (IPE): 504 (M+H)".

Mpuknapg, A(126): TpeT-bytun 4-(2-{2-
uuknonenTun-5-[(5,7-gumetun[1,2,4]tpunasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-6-okco-3,6-
avrigpo-2H-nipaH-2-in}etun)-2-etunbeHsunkapbamar

OH
N CHy
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npudomy (4-6pom-2-eTun-6eH3nn)-
KapbaMoBoOi KMCMOTK TpeT-OyTurnoBuii ectep 3 etany
1 HWXYe 3acTOCOBaHO 3aMiCTb 1-O6eH3unokcn-2-eTun-
4-nop-5-nponokcn-6eH3ony y ToMmy X npuknagi 3a
BUHATKOM 00pobkn, e o6pobnsnu po3bdaBneHo
HCI(BogH.) (0,1H). "H AMP (300Mrw, CDCl3): & MrH™
1,20 (t, 3H), 1,40 (d, J=6,78I'y, 2H), 1,45 (s, 9H), 1,59

88909

190

(d, J=3,20l"y, 2H), 1,60-1,71 (m, 10H), 1,88-1,99 (m,
2H), 2,27 (d, J=3,20l"y, 2H), 2,57-2,69 (m, 4H), 2,72-
2,80 (m, 2H), 3,39-3,50 (m, 2H), 4,30 (d, J=4,52I"y,
2H), 4,59-4,73 (m, 1H), 6,88-7,01 (m, 3H), 7,16 (d,
J=5,84I", 1H). MC (IPE): 582 (M+H)".

Etan 1: (4-Bpom-2-eTnn-6eH3nn)-kap6amoBoi ku-
CrnoTu TpeT-0yTUNoBuUiA ectep

HyC. O

o %E““E?

o po3unHy 4-6pom-2-eTnn-6eHsunamidy (830mr,
3,9vmon, 3 etany 2 npuknagy A(131)) Ta Tpuetuna-
MiHy (815mkn, 5,8mmon) y TI® (5mn) npu KiMHaTHINA
TemnepaTtypi jgopjasanu gi-TpeT-0yTungunkapboHaT
(1,26r, 5,8mmor). Po3umH nepemiliyBanu npotarom 3
rogvH, po3baBnsanM BOAOK Ta ekcTparyBanu etuna-
uetatom. OpraHiyHWiA LWwap npoMuBanM Hacu4eHUM
HaTpi rigpokapOoHATOM, TOAI HACUY4EHUM HaTpin
xropugoMm, cywunm (NaxSO.), dinbTpyBanu Ta KoH-
LeHTpyBanu nig Bakyymom, OTpUMy04M cupun Giny-
BaTU TBepaui mpoaykT (1,4r). 'H AMP (300MIw,
CDCls): & mrn™" 1,22 (t, J=7,63w, 3H), 1,45 (s, 9H),
2,64 (q, J=7,54T'y, 2H), 4,29 (d, J=5,65Iu, 2H), 4,67
(s, 1H), 7,12 (d, J=8,10ly, 1H), 7,28 - 7,32 (m, 1H),
7,33 (d, J=1,88Iu, 1H).

Mpuknapg, A(127): 6-LinknoneHTnn-6-[2-(4-
{[(umknonponinmeTun)amiHolMeTun}-3-
etundenin)etun]-3-(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumignH
in)metun]-4-rigpokcun-5,6-gurigpo-2H-nipaH-2-oH
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3aronoBHy Cnomyky OTpUMYyBanu aHamnoriyHo
npuknagy A(1), npuwyomy cupun (4-6pom-2-eTun-
6eH3un)-umknonponinMeTun-kap6amoBoi Kncnotu
TpeT-6yTMNOBMI ecTep 3 eTany 2 HUX4Ye 3aCTOCOBAHO
3aMicTb 1-6eH3nnokcn-2- eTvm -4-noa-5-nponokcu-
GeHsony y Tomy x npuknagi. 'H AMP (300Mru, Me-
OH): & mnH™" 0,40-0,48 (m, 2H), 0,70-0,78 (m, 2H),
1,22 (t, J=7,54I'u, 3H), 1,45-1,57 (m, J=7,35I"4, 1H),
1,58-1,70 (m, 5H), 1,73-1,80 (m, J=12,06, 4,14y,
2H), 2,06-2,18 (m, 2H), 2,50 (s, 1H), 2,69-2,78 (m,
12H), 3,00 (d, J=7,54I"u, 2H), 3,61-3,68 (m, 1H), 4,02
(d, J=8,20l"u, 2H), 4,24 (s, 2H), 7,13-7,20 (m, 2H),
7,36 (d, J=7,91Tu, 1H), 7,42 (s, 1H). MC (IPE): 558
(M+H)".

Etan 1: 4-bpom-2-eTun-6eH3anbaerig

CH,

MopdoniH-N-okeug (5,0r, 43mmon) nepemilyBsa-
nn y guxnopmetadi (30mn) npotarom 3A 30 xBUnuUH
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nig asoTtom. (4-bpom-2-etun-deHin)-metaHon (3,1r,
14,4mmon), ToAi TeTpanponinamoHii neppyTeHar
(250mr, 0,72mMmon) popaeanu. Po3unH nepemillyBa-
nn 2 roavHn, Todi inbTpyBanu yepes wap okcuay
cunidito. Okeung, cunidito npommeanu 30% eTunaueTa-
Ty y rekcaHax Ta OpraHiyHi MpoAyKTW NOeAHyBanw.
Po3unH KoHueHTpyBanu nig BaKyyMOM, OTPMMYyI04N
cBiTno-xoBTe Macno (3,4r). 'H AMP (300Mru,
CDCl3): & mnH' 1,28 (t, J=7,54My, 3H), 3,04 (q,
J=7,54I"y, 2H), 7,47 (d, J=1,70ruy, 1H), 7,49-7,53 (m,
1H), 7,69 (d, J=8,29I'u, 1H), 10,23 (s, 1H).

Etan 2: ((4-bpom-2-eTnn-6eH3un)-
LMKnonponinmMeTnn-kap6amoBoi  KMCNOTU TpeT-
6yTunoswuit ectep

Hsc\[‘i'&-ls

airiq“'

CHy

Ho 4-6pom-2-eTun-beH3anbaerigy (3,0r,
13,4mmon) Ta  umknonponinmetunamiHy  (1,0r,
14,1mmon) y amxnopmeTtadi (150 mn) gpogasanu mar-
Hin cynbdat (6e3sogHuin, 200Mr) Toai HaTPIN UiaHo-
6oprigpua (2,2r, 35mmon). Cymiw neemiwysBanu npu
KiMHaTHIN TemnepaTypi 16 roguH. Cymiw po3basnsanm
BOAOK Ta po3ginsanu. OpraHiyHMi Wwap npomMuBanu
Hacu4eHum HaTpi xnopugom, cywunu (MgS0O.), di-
NbTpyBanu Ta KOHUEHTPyBanu Mig BakyyMOM [O CU-
poro GesbapBHoro macna (3,44r). 3anuwok 3HOB
po34unHAnM y guxnopmetadi (100mn) Ta TpuetTnnamii
(3,6mn, 26mmon) Toai Aogasanu Oi-Tpet-6yTnn guka-
pboHat (3,5r, 16,25Mmon). Po3uvH nepemiliyBanu
npy KiMHaTHIM TemnepaTypi NpoTArom 2 roguH, ToAi
po36aBnsanv BoAOK Ta ekcTparyBanu eTunaueraTtom.
OpraHiyHun Wwap NnpoMuBanuM HacM4eHUM HaTpin rig-
pokapOoHaToOM, TOAi HAaCU4EHUM HaTpil XIOPUAOM,
cywmnn (NaxSOs), dinbTpyBanu Ta KOHUEHTpyBanm
nig BakyymoMm, OTpumytoun (4-6pom-2-etun-6eHann)-
LuknonponinmeTun-kap6amosoi KMCnoTu TpeT-
OyTunos ectep (3,6r) sik cMpe macro.

Mpwuknag A(128): N-[4-(2-{2-unknoneHTnn-5-(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumianH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)-2-eTun6eH3nn]meTaHcynbdoHaMia
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npuyomy N-(4-6pom-2-eTnn-6eH3nn)-
MeTaHcynbdoHamig 3 etany 1 HwkK4e 3acTocoBaHO
3aMicTb 1-6eH3nnokcn-2- eTvm -4-noa-5-nponokcu-
6eH3ony y Tomy x npuknagi. 'H AMP (300Mru,
CDCls): & mnn" 1,21 (t, J=7,54Iw, 3H), 1,36-1,46 (m,
1H), 1,52-1,67 (m, 7H), 1,96-2,06 (m, 2H), 2,38 (s,
1H), 2,48-2,57 (m, 1H), 2,62-2,73 (m, 8H), 2,79 (s,
3H), 2,89 (s, 3H), 4,02-4,15 (m, 2H), 4,27-4,32 (m,
2H), 4,32-4,40 (m, 1H), 5,30 (s, 1H), 6,85 (s, 1H),
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6,96-7,03 (m, 2H), 7,19 (d, J=7,72l'y, 1H). MC (IPE):
582 (M+H)".
Etan 1: N-(4-Bpom-2-eTnn-6eH3un)-

MeTaHcynbgoHamig

B
H r
Hal. -
%

CHg

Jo 4-6pom-2-eTun-6eH3unamiHy (650mr, 3mmorn)
Ta Tpuetunaminy (500mkn, 3,6mmon) y AuxnopMeTaHi
(5Mn) npw KiMHaTHIN TemnepaTtypi AodaBanu MeTa-
HcynbdoHinxnopug (283mkn, 3,6mMmon). Po3unH ne-
pemiwyBanu 1 roguHy, po3baBnsanu Bogo Ta eKcT-
parysanu eTunaueTaTom. OpraHiyHunin wap
NPOMMBaNu Hacu4eHUM HaTpi rigpokapboHaToMm,
ToAj Hacn4YeHNM HaTpin xnopuaom, cywmnu (NazS0O,),
(inbTpyBanu Ta KOHUEHTpyBanu nig BakyymMoM OO
6inysaToro TBepAoro npoaykty (880mr, 100%). 'H
AMP (300MIu, CDCls): & mnH" 1,25 (t, J=7,54Tu,
3H), 2,69 (q, J=7,54'u, 2H), 2,90 (s, 3H), 4,27-4,31
(m, 2H), 4,40-4,50 (m, 1H), 7,21 (d, J=8,10lu, 1H),
7,32-7,40 (m, 2H).

Mpuknag A(129): ExaHTiomep 1 N-[4-(2-{2-
uuknoneHTun-5-[(5,7-gumetun[1,2,4]tpunasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-6-okco-3,6-
avrigpo-2H-nipax-2-in}etun)-2-
eTnnbeHsun]MeTaHcynboHamig,

H;,H
NN D—CHy
I N

HO. A0
3 O

H
HSO?SE' N
CH, Enanhomer 1

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
N-[4-(2-{2-umknoneHtnn-5-[(5,7-
aumetun[1,2,4]Tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)-2-etun6exann]metaHcynbgoHamigy  (Mpu-
knag A(128)), 3actocoBytounm xipaneHy BEPX
(Chiralpak OJ-H, 1206ap, 25% MeOH). (4,619 xBu-
nYH Yac ytpumanHs, 100% e.H.).

Mpuknag A(130): EwnanTiomep 2 N-[4-(2-{2-
uuknoneHTun-5-[(5,7-gumetun[1,2,4]tpunasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-6-okco-3,6-
avrigpo-2H-nipax-2-in}etun)-2-
eTnnbeH3un|meTaHcynboHamig,

Hﬁc\”&—
[}|~N;,r CHj

»—N
N

CH; Enantorner 2
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3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
N-[4-(2-{2-umknoneHtTnn-5-[(5,7-
aumetun[1,2,4]Tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
in}eTun)-2-etun6ex3nn]meTaHcynbdoHamia (Mpw-
knag A(128)), 3actocoBytounm XxipaneHy BEPX
(Chiralpak OJ-H, 1206ap, 25% MeOH). (6,413 xBu-
nYH Yac ytpumanHs, 100% e.H.).

Mpwuknag A(131): N-[4-(2-{2-unknonenTnn-5-(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
injeTun)-2-etun6eH3nnjauetamis,

OH

NN CH3
oo NX _
HaCu N
3CT CHy
0 CHy

3aronoBHy Cnomyky OTpPUMYBanu aHamnoriyHo
npuknagy A(1), npuyomy N-(4-6pom-2-eTnn-6eH3nn)-
aueTtamig 3 etany 3 HWKYe 3aCTOCOBaHO 3aMiCcTb 1-
6eHannokcu-2-eTnn-4-rog-5nponokcn-6eH3ony y
ToMy X npuknagi. 'H SMP (300MIy, CDCls): & MriH™
1,18 (t, J=7,54T"y, 3H), 1,40 (dd, J=8,19, 6,12y, 1H),
1,51 -1,67 (m, 7H), 1,97-2,05 (m, 6H), 2,32-2,44 (m,
1H), 2,56 (d, J=3,58I'y, 1H), 2,58-2,73 (m, 8H), 2,79
(s, 3H), 4,02-4,15 (m, 2H), 4,40 (d, J=5,09I"y, 2H),
5,51 (s, 1H), 6,85 (s, 1H), 6,94-7,02 (m, 2H), 7,12 (d,
J=7,72I"y, 1H). MC (IPE): 546 (M+H)".

Etan 1: 2-(4-Bpom-2-eTnn-6eH3nn)-izoingon-1,3-
AioH

Ried

CHy

Ho 4-6bpom-1-6pommeTun-2-etnn-6enHsony (4,0r,
14,2mmon) y gumeTtundopmamigi (100mn) npy kimHa-
THI TemnepaTtypi godasanu kanin dtanimig (2,9r,
15,6mmMon) Ta posumH rpinu npu 80°C npoTtarom 5
roguH. Po3unH oxonomkyBanu A0 KiMHATHOI Temne-
paTypv Ta BunvBanu y sogy. BogHui posdmH exkctpa-
rysanu etunauerartom. NoegHaHi opraHidHi NpoayKTK
NpOMMBaNu HacWYeHUM HaTpi XIOPWAOM, CYLUUMK
(Na2S04), dinbTpyBanu Ta KOHUEHTPYBanu Mig Baky-
YMOM /10 KOBTOrO TBEPAOro MpoaykTy (4,0r, 82%). 'H
AMP (300MIu, CDClz): & mnH™' 1,27 (t, J=7,54r,
3H), 2,85 (q, J=7,60r'u, 2H), 4,84 (s, 2H), 7,14-7,18
(m, 1H), 7,24-7,27 (m, 1H), 7,34 (d, J=2,07T'u, 1H),
7,73 (dd, J=5,46, 3,01y, 2H), 7,86 (dd, J=5,56,
3,11y, 2H).

Etan 2: 4-bpom-2-eTun-6eH3unamin

8r
HzM \/@

CHj

2-(4-bpom-2-eTun-6eH3un)-isoiHgon-1,3-gioH (4r,
11,7mmon) Ta rigpasuH (1,8mn, 58,3mmon) y xnopo-
dopmkeTaHoni (1:1,5, 250mn) rpinu npu KuniHHI nig
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3BOPOTHUM XOroAaunbHUKOM npoTtsrom 4 roguH. Cy-
Mill oxonomxyBanuM A0 KiMHaATHOI TemnepaTypu Ta
GinbTpyBanu Yepe3 wap OGpoyHMinepuTy. Po3umH
po3baBnanu Bogow Ta posnoinanu. OpraHivyHuiA
lwap npomMuBany BOOOK, HACUYEHUM HaTpin rigpoka-
pGoHaToM, ToAi HAaCUYEHUM HATPI XITOPUAOM, CyLLU-
nm (NazSO4), cinbTpyBanu Ta To4i KOHUEHTpyBamm
nin BakyyMOM [0 oBToro macra (2,2r, 88%). 'H
AMP (300MIu, CDClz): & mnH' 1,23 (t, J=7,54I,
3H), 1,65 (s, 2H), 2,66 (g, J=7,60I'y, 2H), 3,84 (s,
2H), 7,19-7,23 (m, 1H), 7,30-7,34 (m, 2H).
Etan 3: N-(4-bpom-2-eTun-6eHsun)-auetamig

H Br
Hacmfnu/@r
Q

CHj

Ho 4-6pom-2-eTun-6eH3nnamiHy (700wr,
3,3mmon) Ta Tpuetunamidy (600mkn, 4,3mmon) y au-
xrnopmeTaHi (5Mn) nNpu KiMHaTHIN TemnepaTtypi goaa-
Banu auetunxiopua (310mkn, 4,5mMmon). PosunH
nepemiwysanu npotarom 1 roguHu, po3tasnsnu Bo-
OO0 Ta ekcTparyBanu eTunauetratoMm. OpraHiyHui
Wwap NpoMMBaNU HacWMYEHUM HaTpin rigpokapOoHa-
TOM, TOAi HaCMYEeHUM HaTpi XNOpuAOM, CyLUWUNU
(Na2S04), dinbTpyBanu Ta KOHLEHTPYBanu nig Baky-
ymoMm Ao 6Ginyeatoro TBepgoro npoaykty (820wr,
97%). "H AAMP (300Mru, CDCl3): & 1,20 (t, J=7,54Iw,
3H), 2,00 (s, 3H), 2,62 (q, J=7,54'u, 2H), 4,38 (d,
J=5,46y, 2H), 5,59 (s, 1H), 7,09 (d, J=8,10l"y, 1H),
7,26-7,31 (m, 1H), 7,34 (d, J=1,88Iu, 1H).

Mpuknag A(132): EHaHTiomep 1 of N-[4-(2-{2-
uuknoneHTun-5-[(5,7-gumetun[1,2,4]tpunasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-6-okco-3,6-
avrigpo-2H-nipaH-2-in}etun)-2-etunbeHsunlauetamis

H30>_3_
N J—CHg

I 2N
N
HO A 0

HQCTN
O
CHj Enanbomer 1

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
N-[4-(2-{2-umknoneHtnn-5-[(5,7-
anvetnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
infetnn)-2-etunbexannjauetamigy (Mpuknag A(131)),
3actocoBytoun XxipanbHy BEPX (Chiralpak AS-H,
1406ap, 50% MeOH). (4,924 xBUnWH Yac yTpyUMaHHsi,
100% e.H.).

Mpuknag A(133): EHaHTiomep 2 of N-[4-(2-{2-
uuknoneHTun-5-[(5,7-gumeTtnn[1,2,4]tpnasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-6-okco-3,6-
avrigpo-2H-nipaH-2-in}etun)-2-etunbeHsunlauetamis
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H
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H
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CH3 Enantiomet 2

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
N-[4-(2-{2-umknoneHtnn-5-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-6-okco-3,6-aurigpo-2H-nipaH-2-
infetnn)-2-etunbexannjauetamigy (Mpuknag A(131)),
3acTtocoBytoun xipanbHy BEPX (Chiralpak AS-H,
1406ap, 50% MeOH). (6,947 xBUNWH Yac yTpUMaHHsi,
100% e.H.).

Mpuknapg A(134): 6-umnknoneHTUn-3-[(5,7-
aumetun[1,2,4]tprnasono[1,5-a]nipumignH-2-
in)metun]-6-{2-[3-etun-4-(1,3-okcason-2-
in)dpenin)eTnn}-4-rigpokcun-5,6-aurigpo-2H-nipaH-2-oH

OH
’NN CHy
o"v0 “‘(N_}
Y ot

CHa

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npuyomy 6-umknoneHTun-6-{2-[3-
eTtun-4-(1,3-okcason-2-in)dexinjeTnn}gurigpo-2H-
nipaH-2,4(3H)-gion (Mpuknag A(135)) 3actocoBaHO
3amicTb  6-umknoneHTun-6-[2-(5-etnn-4-rigpokcu-2-
NpOonoKcu-goeHin)-eTun]-avrigpo-nipan-2,4-aioHy y
TOMY X npuknagi. Buxig: (35mr, 8%). 'H SAMP
(300Mry, CDCls): & mMnH" 1,19 (t, J=7,44Tu, 3H),
1,50-1,57 (m, 3H), 1,57-1,64 (m, J=8,29I'u, 2H), 1,65-
1,77 (m, 3H), 1,99-2,07 (m, J=17,33I'y, 1H), 2,33-
2,44 (m, 1H), 2,51-2,59 (m, 1H), 2,65 (s, 3H), 2,68-
2,80 (m, 7H), 3,03 (q, J=7,41T"y, 2H), 4,09 (s, 2H),
6,83 (s, 1H), 7,03-7,09 (m, 2H), 7,23 (s, 1H), 7,69 (s,
1H), 7,80 (d, J=7,91I"y, 1H). MC (IPE): 542 (M+H)".

Mpuknag A(135): 6-LUnknoneHtmn-6-{2-[3-etnn-4-
(1,3-okcason-2-in)deHinleTnn}aurigpo-2H-nipax-
2,4(3H)-gioH

o

o0
N

L

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(2), npudomy 2-(4-6pom-2-eTun-ceHin)-
okcason 3 etany 1 HWK4Ye 3acTOCOBaHO 3aMicTb 4-
B6pom-2-eTun-5-meTokeu-nipuagnHy 3 etany 6 TOro
npuknagy. '"H AMP (300MIu, CDCls): & mrn™ 1,21 (t,
J=7,44'y, 3H), 1,42-1,57 (m, 2H), 1,58-1,74 (m, 6H),
1,96-2,04 (m, 1H), 2,14-2,22 (m, 1H), 2,24-2,35 (m,
1H), 2,67-2,78 (m, 2H), 2,80 (s, 2H), 2,89-2,98 (m,

CHy
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2H), 3,46 (s, 2H), 7,11-7,17 (m, 2H), 7,44-7,53 (m,
1H), 7,77 (d, J=8,29I"y, 1H), 7,84 (s, 1H). MC (IPE):
382 (M+H)".

Etan 1: 2-(4-bpom-2-eTnn-ceHin)-okcason

Br
e

CH,

4-Bpom-2-eTunn-6eH301Hy Kncnoty (6,8r,
30mmon), pgiisonponinetunamid (7,8mn, 44,7Mmon),
O-(7-a3abensotpuaszon-1-in)-N,N,N',N'-
TeTpameTunypoHiv rekcadpnyopdocdar (HATU, 14r,
37mmon) Ta amiHoaueTanbaerin OUMETUNOBUIA eTep
(4mn, 37mmon) 'y cymiwi  2:1  guxnopme-
TaH/gnmetundpopmamig (120mn) 5 roguH npm KimHaT-
Hi TemnepaTypi. Po3unH npommBanu kinbkoma nop-
uissmm Boaw, Toai 1H HClgogH.) Ta HAacU4eHUM HaTpin
xnopugom, cywmunu (NazSO4), dinbTpyBanu Ta KoH-
LeHTpyBanu nig BakyymMoM A0 CUPOro CBiTNO-KOBTOrO
Macna. 3anuwoK 3HOB PO3YMHANWU y peareHTi IToHa
(P20s y meTaHcynbdoHoBin kucnoti, 100mn) Ta pos-
YuH rpinv npu 135°C nig aproHOM NpoTArom 6 roguH.
Po3unH oxonomkyBanu 4o KiMHaTHOI TemnepaTypu Ta
obepexxHo BunmBanu Ha nig. Cymiw ekcTparyBanm
ONXIOPMETAHOM Ta OpraHiyHun wap 6yn back npo-
MMBaNM HaCW4eHUM HaTpi  XIMOPWMAOM, CyLUUMK
(Na2SO4), dinbTpyBanu Ta KOHUEHTPYBanu nig Baky-
YMOM [0 CMPOro macria. 3anuiok 3HOB pO3UYMHSANN B
eTunaueTaTi Ta NpoMmMBanu HacM4eHUM HaTpin rigpo-
KapboHaTOM, TOAI HacMYeHMM HaTpill XIopuaoM, Cy-
wunu (NaxS0O4), dinbTpyBanu Ta KOHLEHTPYBanu nig
BaKyyMOM [0 YMCTOI KOpU4HeBOi piauHu (3,16r, 44%)-
"H AMP (300Mru, CDCls): & mnH™" 1,24 (t, J=7,54T,
3H), 3,09 (q, J=7,54T"'u, 2H), 7,27 (s, 1H), 7,42 (dd,
J=8,38,1,98I'y, 1H), 7,48 (d, J=2,07T"y, 1H), 7,74 (s,
1H), 7,81 (d, J=8,48Iu, 1H).

Mpwuknag A(136): 6-LinknoneHtmn-6-{2-[3-etnn-4-
(1,3-okcason-2-in)deHin]etnn}-4-rigpokcn-3-
([1,2,4]tpnazono[1,5-alnipumignn-2-in - metun )-5,6-
aurigpo-2H-nipaH-2-oH

OH
N
C N
oo N _}
{f N
° CH3
3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo

npuknagy A(1), npuyomy 6-umknoneHTUn-6-{2-[3-
eTtun-4-(1,3-okcason-2-in)dexinjeTnn}gurigpo-2H-
nipaH-2,4(3H)-gion (Mpuknag A(135)) 3actocoBaHO
3amicTb  6-umknoneHTun-6-[2-(5-etnn-4-rigpokcu-2-
NponoKcu-goeHin)-eTun]-avrigpo-nipan-2,4-aioHy y
TOMY X npuknagi, a MmeTokcu-[1,2,4]tpnasono[1,5-
anipyMianH-2-in-MeTaHon 3acTocoBaHO 3aMmicTb 5,7-
anmetun-[1,2,4]tpuasono[1,5-alnipumigun-2-
kapbanbgerigy. Buxia: g57mr, 11%). 'H AMP
(300Ml'y, CDCls): 8 maH" 1,20 (t, J=7,44Ty, 3H),
1,53-1,67 (m, 8H), 2,00-2,11 (m, 2H), 2,35-2,47 (m,
1H), 2,51-2,63 (m, 1H), 2,65-2,72 (m, 2H), 2,72-2,83
(m, 2H), 3,04 (q, J=7,54T"u, 2H), 4,14 (d, J=3,77Tu,
2H), 7,04-7,10 (m, 2H), 7,14-7,20 (m, 1H), 7,25 (s,
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1H), 7,71 (s, 1H), 7,82 (d, J=7,91I"y, 1H), 8,84 (d,
J=5,46I"1, 2H). MC (IPE): 514 (M+H)".

Mpuknag A(137): 6-LnknoneHtun-6-{2-[3-etnn-4-
(1,3-okcason-2-in)dpeHin)etnn}-4-rigpokcn-3-[(6-
meTtun[1,2,4]tpnasono[1,5-a]nipumignH-2-in)meTun]-
5,6-gurigpo-2H-nipaH-2-oH

OH

=Ny
) N‘“(N}CHa
N
o

CHg

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npuyomy 6-umknoneHTUn-6-{2-[3-
eTtun-4-(1,3-okcason-2-in)dpexinjeTnn}gurigpo-2H-
nipaH-2,4(3H)-gion (Mpuknag A(135)) 3actocoBaHO
3amicTb  6-umknoneHTun-6-[2-(5-etnn-4-rigpokcu-2-
NponoKcu-goeHin)-eTun]-avrigpo-nipan-2,4-aioHy y
TOMy X npuknagi, a 6-metun-[1,2,4]tpnasonol[1,5-
a]nipumigunH-2-kapbanbgeria  3acTocoBaHO  3aMiCTb
5,7-OnmeTtun-[1,2,4]tpuasono[1,5-ajnipumignH-2-
kapbanbaerigy. Buxig: (58wr, 11%). 'H SMP
(300Mru, CDCls): 6 MnH™ 1,19 (t, J=7,44Tw, 3H), 1,40
(d, J=4,33Iy, 1H), 1,53-1,67 (m, 8H), 2,01-2,10 (m,
2H), 2,39 (s, 1H), 2,45-2,49 (m, 3H), 2,54-2,64 (m,
1H), 2,71 (dd, J=11,87, 5,46I'y, 2H), 2,76-2,85 (m,
1H), 3,01 (q, J=7,47Ty, 2H), 4,10 (s, 2H), 7,05-7,11
(m, 2H), 7,29 (s, 1H), 7,73 (s, 1H), 7,78 (d, J=7,91T"y,
1H), 8,61 (s, 1H), 8,68 (d, J=2,07Tu, 1H). MC (IPE):
528 (M+H)".

Mpwuknag A(138): EHaHTiomep 1 6-LinknoneHTun-
3-[(5,7-anmeTun([1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-{2-[3-eTun-4-(1,3-okcason-2-
in)dpeHin]etun}-4-rigpokcu-5,6-gurigpo-2H-nipaH-2-oH

Hy
 >CHy
N
CHS Enantiomer 1

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-umknoneHTun-3-[(5,7-aumetnn[1,2,4]tpmnasono[1,5-
a]nipumiguH-2-in)metun]-6-{2-[3-etun-4-(1,3-okcason-
2-in)dpeHinletun}-4-rigpokcn-5,6-gurigpo-2H-nipax-2-
oH (Mpuknag A(134)), 3acTocoBytoumn xipansHy BEPX
(Chiralpak AS-H, 1406ap, 50% MeOH). (1,968 xBu-
nYH Yac ytpumanHs, 100% e.H.).

Mpwuknag A(139): EHaHTiomep 2 6-LinknoneHTun-
3-[(5,7-anmeTun([1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-{2-[3-etun-4-(1,3-okcason-2-
in)dpenin)etnn}-4-rigpokcun-5,6-aurigpo-2H-nipaH-2-oH
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CHg Enantiomer 2

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-umknoneHTun-3-[(5,7-aumetnn[1,2,4]tpnasono[1,5-
a]nipumiguH-2-in)metun]-6-{2-[3-eTun-4-(1,3-okcasorn-
2-in)dpenHin]etun}-4-rigpokcn-5,6-gurigpo-2H-nipax-2-
oH (Mpuknag A(134)), 3acTocoBytoumn xipaneHy BEPX
(Chiralpak AS-H, 1406ap, 50% MeOH). (3,537 xBu-
TVH Yac yTpumaHHs, 95% e.H.).

Mpuknapg A(140): 6-LnknoneHtun-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-6-{2-[3-etnn-4-(niponiclin-1-
inmetun)deHinletun}-4-rigpokeu-5,6-gurigpo-2H-
nipaH-2-oH

OH
i =N CHy
S S A Al
N CHy

CH,

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npuiomy 1-(4-6pom-2-eTun-6eH3nn)-
niponiavH 3 etany 1 HWX4Ye 3aCTOCOBAHO 3aMiCTb 1-
6eH3unokcu-2-eTnn-4-noa-5-nponokcn-6eHsony 3
etany 4 Toro npuknagy. 'H AMP (300Mry, AMCO): &
1,05 (t, J=7,3I"y, 3H), 1,34 (s, 1H), 1,50 (s, 5H), 1,66
(m, 2H), 1,81 (m, 2H), 2,02 (m, 4H), 2,44 (m, 7H),
2,62 (m, 7H), 3,07 (m, 2H), 3,37 (m, 2H), 3,75 (q,
J=16,2l'y, 2H), 4,30 (d, J=5,3I'y, 2H), 6,99 (s, 1H),
7,12 (m, 2H), 7,33 (d, J=7,7T'y, 1H). MC-BP po3spaxo-
BaHo Ans CssHasNsO3 (M+H)+: 558,3439, 3HamgeHo:
558,3446.

Etan 1: 1-(4-Bpom-2-eTnn-6eH3nn)-niponianH

Ho po3unHy  4-6pom-1-6pommeTun-2-eTun-
6eH3ony (2,00r, 7,19mmon) y CHCl, (30mn) gopasa-
nu kpannamu niponiguH (1,19mn, 14,4mmon). Cymiw
nepemiwysanu npotarom 15 roanH Ta ToAi posnogi-
nsanm mix Et;0 1a H20. OpraHivynnia wap npoMusanu
posconom, cywunn MgSO, Ta KOHUEHTpyBanu, oTpu-
Mytoum oBTe Macro (1,3r, 68%). 'H AMP (300MIw,
CDClI3): & 1,19 (t, J=7,5'y, 3H), 1,76 (m, 4H), 2,47
(m, 4H), 2,69 (q, J=7,5T"u, 2H), 3,54 (s, 2H), 7,19 (m,
1H), 7,25 (m, 1H), 7,29 (d, J=1,9I"y, 1H).

Mpuknag A(141):  2-[4-[2-(2-UuknoneHTun-4,6-
JiokcoTeTpariapo-2H-nipax-2-in)etnn]-2-
(TpucbnyopmeTun)deHin]-2-meTnnnponaHHiTpun
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3aronoBHy cCnomyky OTpUMYBanu aHamnoriyHo
npvknagy A(2), npuyomy 2-(4-6pom-2-
TpucbnyopmeTun-geHin)-2-MeTun-nponioHiTpurn 3
eTany 3 HK4e 3aCTOCOBaHO 3aMiCTb 4-6pom-2-eTuri-
5-meToKCU-NipnanHy 3 etany 6 Toro npuknagy. 'H
AMP (400MIy, OMCO-ds) &: 1,50-1,86 (m, 14H),
1,94-1,98 (m, 2H), 2,27-2,30 (m, 1H), 2,73-2,80 (m,
4H), 3,44 (d, J=4,3l'y, 2H), 7,36 (dd, J=8,2, 1,6I'L,
1H), 7,54 (d, J=1,6l"y, 1H), 7,65 (d, J=8,2I'y, 1H).
(M+H)" MC (IPE): 422 (M+H)".

ETan 1: 4-Bpom-1-6pommeTun-2-
TpudnyopmeTun-6eH3on

Br
BI’\/Q/

CF3

Cymiw 4-metun-3-tpudnyopbpombeHsony (25r,
104,59mmon), N-6poMcyKLmMHIMIgy (18,62r,
104,59vmmon) Ta  GeHsoin  nepokcuagy  (1,27r,
5,23mmon) y CCly (35mn) rpinu npun 90°C npotsrom 4
roavH. PeakuinHy cymiw oxonomkysanu go 0°C ta
Todi hinbTpyBanu Yyepesa cneyeHe CkNo, MPOMMBAOYM
CH2Cl,. ®inbTpaT KOHUEHTpyBanu Ta TOAI ounwanu
dneLu-konoHkoBoo xpomatorpadiieto (0% fo 5%
EtOAC y rekcaHax), OTpUMyLO4M NPOAYKT SIK Npo3ope
mMacno, Lo KpucTanidyBanocs npu ctosHHi (33,26r,
100%). "H AMP (400MIu, CDCl3) & 4,57 (s, 2H), 7,46
(d, J=8,3r'u, 1H), 7,67 (d, J=8,3I'u, 1H), 7,78 (s, 1H).

Etan 2: (4-Bpom-2-Tpucbnyopmetnn-ceHin)-
aueToHITpunN

Br
o
CFa

Cymiw 4-meTun-3-tTpmdpnyopbpombeHsony
(33,26r, 104,261mmon) 3 etany 1 Buwe, KCN (20,43r,
313,67mmon) Ta TeTpabyTtunamoHin 6pomig (3,37r,
10,45mmon) y cymiwi CH2Cl2/H20 1:1 (300mn) nepe-
MillyBanu npu KiMHaTHIA TemnepaTtypi npotsarom 4
roguH. LWapu po3ginanu Ta opraHiyHuin wap npomMu-
Bann HxO (100mn) 1H HCI (100mn), posconom, cy-
wunm NaxSO4 Ta Todi KOHLEHTPYBanu 4O KOPUYHEBO-
ro macrna, KoTpe ouuwanu ¢neL-KoroHKOBO
xpomaTtorpadieto (0% go 20% EtOAc y rekcaHax),
OTPUMYIOUM NPOAYKT K npo3ope macno (14,9r, 54%).
'H AMP (400Mru, CDCls) & 3,91 (s, 2H), 7,57 (d,
J=8,3l'y, 1H), 7,75 (dd, J=8,3, 2I'y, 1H), 7,84 (d,
J=2I"y, 1H).

Etan 3: 2-(4-Bpom-2-Tpudpnyopmetun-geHin)-2-
MEeTUN-NPOonioHITPUN

FsC Br
n?gﬂ
H;C CH4
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NaH 95% (2,28r, 94,7mmon) cycneHgyBanu y
OM® (25mn) Ta oxonomkysanm go 0°C. (4-bpom-2-
TpucbnyopmeTun-geHin)-aLeToHiTpun (5r,
18,94mmon) 3 eTany 2 Buwe, po3ynHann y TIo
(35mMn) Ta MoBINMbHO JopdaBanu Yepe3 KaHMO A0
cycneHsii NaH. PeakuiiHy cymilw nepemiliysanu npo-
Tarom 20  XBUMWH. Metuniogng  (11,79mn,
189,36MMon) gogaBany Ta yTBOPEHY CyMill nepemi-
LwyBanu NPoOTAroM HoYi Npu KiMHaTHIN Temnepatypi.
PeakuinHy cymiw racunm H2O (100mn). Po34mHHMKM
BMAANanNu nig BakyymMOM Ta 3anuLoK po3noginsnu
mixx EtOAc ta 1H HCI (100mn). OpranivHy dasy cy-
wunu NaSO4 Ta BunaptoBanu. Cupuin opraHiuyHun
NpoAayKT ounwanu ¢neL-KofIoHKOBOK Xpomatorpa-
dieto (5% EtOAc y rekcaHax), OTPUMYIO4M MPOAYKT
(4,14r, 75%) Ak nposope macno. H AMP (400MIu,
CDCI3) 6 1,6 (s, 6H), 7,46 (d, J=8,3I'y, 1H), 7,67 (d,
J=8,3l'uy, 1H), 7,78 (s, 1H).

Mpuknag  A(142):  [4-[2-(2-UuknoneHTun-4,6-
JiokcoTeTparigpo-2H-nipaH-2-in)etnn]-2-
(TpucbnyopmeTun)deHinjaueToHiTpun

0

CN CFy

3aronoBHy cCnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(2), npuwdomy 4-6pom-1-6pommeTun-2-
Tpucbnyopmetun-6eHson 3 etany 2 npuknagy A(141)
3acTOoCOBaHO 3aMicTb  4-6pom-2-eTun-5-mMeToKcu-
nipuguHy 3 etany 6 TOro npuknagy. 'H amP
(400Mrl'u, CDCI3) &: 1,48-1,82 (br m, 8H), 1,94-1,97
(m, 2H), 2,24-2,30 (m, 1H), 2,69-2,84 (m, 4H), 3,44
(d, J=4,04T"u, 2H), 3,92 (s, 2H), 7,40 (d, J=8,08Iu,
1H), 7,47 (s, 1H), 7,60-7,62 (m, 1H). MC (IPE): 394
(M+H)".

Mpuknag A(143): [4-(2-{2-UuknoneHTtnn-5-(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rinpokcu-6-okco-3,6-aurigpo-2H-nipaH-2-
injetun)-2-(Tpudnyopmetun)deHinlaueToHitpun

CN CFy

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npuyomy [4-[2-(2-umknoneHTun-4,6-
JiokcoTeTpariapo-2H-nipax-2-in)etnn]-2-
(TpucbnyopmeTun)deHinjaueToHiTpun (npuknag,
A(142)) 3acTocoBaHO 3aMiCTb 6-LuKnoneHTun-6-[2-(5-
€TUN-4-TiAPOKCU-2-NPONoKCU-gIEHIN)-eTUnN]-aurigpo-
nipaH-2,4-gioHy TOro npuknagy. 'H AMP (400Mrw,
OMCO-ds) &: 1,38-1,74 (br m, 10H), 2,13-2,23 (m,
1H), 2,49-2,58 (m, 7H), 2,73-2,87 (m, 3H), 3,76 (d,
J=16ly, 1H), 3,85 (d, J=16I'u, 1H), 4,16 (s, 2H), 7,06
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(s, 1H), 7,64-7,77 (m, 3H), 10,87 (s, 1H). Ananis:
po3paxoBaHo ans CxoH3oF3NsO3,H.0: C, 61,91; H,
5,55, N, 12,45; 3HanmpeHo: C, 62,00; H, 5,85, N,
12,65. MC (IPE): 554,1 (M+H)"

Mpuknag A(144): 1-[4-[2-(2-UuknoneHTun-4,6-
JiokcoTeTpariapo-2H-nipax-2-in)etun]-2-
(TpucbnyopmeTun)deHinumnknonponaHkapOoHITpun

O
Q

CN CF,

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(2), npuyomMy 1-(4-6pom-2-
TpucbnyopmeTun-geHin)-LuknonponaHkapOoHiTpun 3
eTany 1 HMXYe 3aCTOCOBAHO 3aMiCTb 4-6pom-2-eTun-
5-meToKCU-NipnanHy 3 etany 6 Toro npuknagy. 'H
AMP (400Ml'y, CDCI3) &: 1,41-1,43 (m, 2H), 1,53-
1,77 (m, 10H), 1,93-1,97 (m, 2H), 2,25-2,30 (m, 1H),
2,72-2,80 (m, 4H), 3,44 (d, J=4,8I'u, 2H), 7,33-7,35
(m, 1H), 7,47-7,49 (m, 2H). MC (IPE): 420 (M+H)".

Etan 1:1-(4-Bpom-2-TpucbnyopmeTnn-ceHin)-
LmKronponaHkapboHiTpun

Br
" Ja
CFy

Mpu nepemiwyBaHHi [0 po3unHy (4-6pom-2-
TpndnyopmeTun-ceHin)-aLeToHiTpuny (3,33r,
12,61mmon) 3 etany 2 npuknagy A(141), 6eH3unTpu-
eTtunamoHin xnopugy (0,057r, 0,25mmon) ta 1-6powm-
2-xnopetaHny (1,57r, 10,94mmon), noaaeanu Kpanns-
mn po3unH NaOH 40% (3mn). PeakuinHy cymiw ne-
pemiwysanu 6 roguH npu 50°C. lMicna peakuiriHy cy-
miw racunm 1H HCI (30mn) Ta ekctparysanun EtOAc
(3x30mn). OpraHivHy casy cywmnu Na,SO4 Ta Buna-
ptoBanu. Cupuin  opraHiyHWA NPOAYKT  o4umLianu
dneLu-konoHKoBo xpomaTorpadieto (10% EtOAc y
rekcaHax), oTpumytoum npogykt (3,1r, 86%) sk npo-
30pe macno. H amp (400Mru, CDCI3) 6 1,4-1,44 (m,
2H), 1,76-1,80 (m, 2H), 7,44 (d, J=8,3I'y, 1H), 7,69
(dd, J=8,3, 2I'u, 1H), 7,84 (d, J=2I'y, 1H).

Mpuknag A(145): 1-{4-(2-{2-UnknoneHTnn-5-[(5,7-
anumetun[1,2,4]tpnasono[1,5-a]nipumianH-2-
in)metun]-4-rinpokcu-6-okco-3,6-aurigpo-2H-nipaH-2-
injetun)-2-
(TpucbnyopmeTun)deHinjumnknonponaHkapboHiTpun

#
I =N

CN CFy

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npuyomy 1-[4-[2-(2-umknoneHTnn-4,6-

JiokcoTeTpariapo-2H-nipax-2-in)etnn]-2-
(TpucbnyopmeTun)deHin]umnknonponaHkapOoHITpun
(npuknag  A(144)) 3actocoBaHO  3amicTb  6-
LMKnoneHTun-6-[2-(5-etun-4-rigpokcu-2-nponokcu-
deHin)-eTnn]-gurigpo-nipaH-2,4-0ioHy Toro npuknagay.
'H AMP (400Mru, IMCO-dg) &: 0,86-0,90 (m, 2H),
1,27-1,79 (m, 12H), 2,11-2,16 (m, 1H), 2,48-2,59 (m,
7H), 2,76-2,80 (m, 3H), 3,75 (d, J=16I'u, 1H), 3,86 (d,
J=16ly, 1H), 7,07 (s, 1H), 7,65-7,70 (m, 3H), 10,87
(s, 1H). AHania: po3paxoBaHO ans
Cs1H32F3N503,1,0H201 C, 62,30; H, 5,73, N, 11,72;
3HanpgeHo: C, 62,40; H, 5,85, N, 11,90. MC (IPE):
580,1 (M+H)".

Mpuknag A(146): 2-[4-[2-(2-UuknoneHTun-4,6-
JiokcoTeTparigpo-2H-nipax-2-in)etnn]-2-
(TpucbnyopmeTun)deHin]-2-eTnbyTaHHiTPUN

0
0
HsC

Hy CN CF;

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(2), npuyomMy 2-(4-6pom-2-
TpucbnyopmeTun-geHin)-2-eTun-0yTMpoHiTpun 3 eta-
ny 1 HWK4Ye 3acTOCOBaHO 3aMiCcTb 4-6pom-2-eTun-5-
MEeTOKCU-NipuanHy 3 eTany 6 Toro npuknagy. 'H AMP
(400Mrlu, CDCls) 6: 0,95 (t, J=7,2l'u, 6H), 1,45-1,78
(m, 8H), 1,96-2,31 (m, 7H), 2,74-2,80 (m, 4H), 3,44
(d, J=8,03I'u, 2H), 7,35 (del, J=8,08,1,77T'u, 1H), 7,56
(s, 1H), 7,70 (d, J=8,08, 'y 1H). MC (IPE): 450
(M+H)".

Etan 1: 2-(4-Bpom-2-Tpndnyopmetun-geHin)-2-
eTuUN-0yTUPOHITPMN

F Br
NC

Hy CHy

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
etany 3 npuknagy A(141), npyyoMy mopeTaH 3acTto-
COBaHO 3aMiCTb MeTuUnnoamnay y Tomy X npukragi. 'H
AMP (400MI'y, CDCls) & 0,75 (t, J=7,2l'y, 6H), 1,3-
1,4 (m, 4H), 7,46 (d, J=8,3I'u, 1H), 7,67 (d, J=8,3'y,
1H), 7,78 (s, 1H).

Mpuknag A(147): 2-{4-(2-{2-UnknoneHTtnn-5-(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumianH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
in}etun)-2-(Tpudnyopmetun)deHinl-2-
eTunbyTaHHITpMN

HaC)_»
N )—CH
h!‘N/)—-N s

HiC

- N
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npudomy 2-[4-[2-(2-unknoneHTun-4,6-
JiokcoTeTpariapo-2H-nipaH-2-in)etnn]-2-
(TpucbnyopmeTun)derin]-2-etunbytanHitpun  (npu-
knag A(146)) sactocoBaHO 3aMiCTb 6-LIMKNONEeHTUM-6-
[2-(5-eTun-4-rigpokcu-2-nponokcu-geHin)-eTur)-
aurigpo-nipan-2,4-gioHy Toro npuknagy. 'H AMmP
(400Mly, AMCO-dg) 6: 0,77 (t, J=7,2l'y, 6H), 1,28-
1,62 (m, 10H), 1,90-2,10 (m, 5H), 2,36-2,50 (m, 7H),
2,58-2,74 (m, 3H), 3,62 (d, J=16l'y, 1H), 3,74 (d,
J=16ly, 1H), 6,97 (s, 1H), 7,58-7,67 (m, 3H), 10,77
(s, 1H). MC (IPE): 610 (M+H)".

Mpuknag A(148): EHaHTiOoMep 1 6-LiMknoneHTun-
6-(2-{4-[(aumeTunamiHo)meTnn]-3-eTundpeHin}eTnn)-
3-[(5,7-ammeTun([1,2,4]tpnasono[1,5-a]nipyumignH-2-
in)metun]-4-rigpokcun-5,6-aurigpo-2H-nipaH-2-oH

CH

CHa Enanbormer 1

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-uuknoneHTUN-6-(2-{4-[(ammetmunamiHo)metunn]-3-
etundeHin}etun)-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rinpokcu-5,6-gurinpo-2H-nipaH-2-oH
(238wmr, Mpuknag A(119)), 3acTocoBylouM XipanbHy
BEPX (Chiralpak AS-H, 1406ap, 35% MeOH/0,1%
Tpuetnnamix). (31,7mr, 2,108 XBWUMMH Yac yTpumaH-
HAA, 100% e.H.).

Mpwuknag A(149): EHaHTiomep 2 6-LinknoneHTun-
6-(2-{4-[(aumeTunamiHo)meTun]-3-eTundenin}eTnn)-
3-[(5,7-anmeTun([1,2,4]tpnasono[1,5-a]nipyumignH-2-
in)metun]-4-rigpokcun-5,6-gurigpo-2H-nipax-2-oH

HsC” N

CH, Enantomer 2

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-uuknoneHTUN-6-(2-{4-[(ammeTmunamiHo)metunn]-3-
etundeHin}etun)-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rinpokcu-5,6-gurigpo-2H-nipaH-2-oH
(238wmr, Mpuknag A(119)), 3acTocoBytouM XipanbHy
BEPX (Chiralpak AS-H, 1406ap, 35% MeOH/0,1%
Tpuetnnamid). (20,7mr, 3,754 XBWMWH Yac yTpumaH-
HAA, 100% e.H.).

Mpuknag A(150): EHanTiomMep 1 [4-(2-{2-
LinknoneHntun-5-[(5,7-gumetun[1,2,4]tpnasonol[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-6-okco-3,6-
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avrigpo-2H-nipax-2-in}etun)-2-
(TpucbnyopmeTun)deHinjaueToHiTpun

HaG
By oo
h'l N»‘>—N 3

NC

CFy
Enanbomer 1

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
[4-(2-{2-umknoneHTun-5-(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-6-okco-3,6-aurigpo-2H-nipaH-2-
in}etun)-2-(Tpndnyopmetmn)deHinjaueToHiTpuny
(490wmr, Mpuknag A(143)), 3acTocoBykouM XipanbHy
BEPX (Chiralpak AS-H, 1406ap, 50% MeOH).
(100wmr, 1,64 xBUnuH 4ac yTpumanHs, 100% e.H.)

Mpuknag A(151): EHanTiomMep 2 [4-(2-{2-
LinknonenTtnn-5-[(5,7-gumeTtnn[1,2,4]Tpnasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-6-okco-3,6-
avrigpo-2H-nipaH-2-in}etun)-2-
(TpucbnyopmeTun)deHinjaueToHiTpun

chs__\ﬁ
N )CHy

N

Y

N
O

NG

CFy

Enantiomer 2

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
[4-(2-{2-umknoneHTun-5-[(5,7-
anveTnn[1,2,4]tpuasonol1,5-a]nipumiamH-2-
in)metun]-4-rigpokcun-6-okco-3,6-aurigpo-2H-nipaH-2-
in}etun)-2-(Tpndnyopmetmn)deHinjaueToHiTpuny
(490wmr, Mpuknag A(143)), 3acTocoBylouM XipanbHy
BEPX (Chiralpak AS-H, 1406ap, 50% MeOH). (75wmr,
3,67 xBunuH vac ytpumanHs, 100% e.H.).

Mpuknag A(152): Ewnantiomep 1 1-[4-(2-{2-
LimknoneHTtun-5-[(5,7-gnumetun(1,2,4]tpnasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-6-okco-3,6-
avrigpo-2H-nipax-2-in}etun)-2-
(TpucbnyopmeTun)deHinumnknonponaHkapOoHITpun

H
-N

CH,

CN CF;

Enanbomer 1

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
1-[4-(2-{2-umknoneHTnn-5-[(5,7-
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anveTtnn[1,2,4]pnasono[1,5-a]nipumignH-2-in)metnn]-
4-rigpokcu-6-okco-3,6-gurigpo-2H-nipaH-2-injetnn)-2-
(TpucbnyopmeTun)deHin]uuknonponaHkapOoHiTpuny
(250mr, Mpuknag A(145)), 3actocoBytoun xipanbHy
BEPX (Chiralpak AS-H, 1406ap, 50% MeOH). (95wmr,
1,66 xBunuH yac ytpumanHs, 100% e.H.).

Mpuknag A(153): EnanTiomep 2 1-[4-(2-{2-
LnknoneHtun-5-[(5,7-gumetun[1,2,4]tpnasonol[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-6-okco-3,6-
avrigpo-2H-nipax-2-in}etun)-2-
(TpucbnyopmeTun)deHinumnknonponaHkapOoHITpun

CN CF,

Enanwemer 2

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
1-[4-(2-{2-umknoneHTnn-5-[(5,7-
anvetnn[1,2,4]tpuasonol[1,5-a]nipumiamH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)-2-
(TpudpnyopmeTun)deHin]uuknonponaHkapOoHiTpuny
(250mr, Mpuknag A(145)), 3actocoBytoun XipanbHy
BEPX (Chiralpak AS-H, 1406ap, 50% MeOH). (67wmr,
5,36 xBunuH vac ytpumanHs, 100% e.H.).

Mpuknag A(154): EwnaHnTiomep 1 2-[4-(2-{2-
LimknoneHtun-5-[(5,7-gnumetun(1,2,4]tpnasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-6-okco-3,6-
avrigpo-2H-nipax-2-in}etun)-2-
(TpucbnyopmeTun)deHin]-2-eTnbyTaHHiTpUN

oV
o

CH,

-4

HaC
H3

CN CF,

Enantiomer 1

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
2-[4-(2-{2-UpknoneHTun-5-[(5,7-
aumetun[1,2,4]Tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-6-okco-3,6-aurigpo-2H-nipaH-2-
in}etun)-2-(Tpudnyopmetun)deHinl-2-
etunoytanHiTpuny (180mr, Mpuknag A(147)), 3acto-
coBytoun xipaneHy BEPX (Chiralpak AS-H, 1406ap,
30% MeOH). (62,27wmr, 2,47 XBUMWH Yac YTPUMaHHs,
100% e.H.).

Mpuknag A(155): EHaHTiOMep 2 2-[4-(2-{2-
LinknoneHntun-5-[(5,7-gumetun[1,2,4]tpnasonol[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-6-okco-3,6-
avrigpo-2H-nipax-2-in}etun)-2-
(TpucbnyopmeTun)deHin]-2-eTnbyTaHHiTpUN

Cxema 2: LLnsax Xek-tuny
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) Enanbormer 2

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
2-[4-(2-{2-UpknoneHTun-5-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
in}etun)-2-(Tpudnyopmetmn)deHinl-2-
etnnoytanHiTpuny (180mr, Mpuknag A(147)), 3acto-
coBytoun xipaneHy BEPX (Chiralpak AS-H, 1406ap,
30% MeOH). (180mr, 7,57 XBWNUH 4Yac YTpUMaHHs,
100% e.H.).

Mpuknag A(156): EHaHTiomep 1 6-LiuknoneHTun-
3-[(5,7-anmeTun([1,2,4]tpnasono[1,5-a]nipyumianH-2-
in)metun]-6-{2-[3-etnn-4-(MopdoniH-4-
inmeTun)deHinletun}-4-rigpokcu-5,6-gurigpo-2H-
nipaH-2-oH

H
=N CHg
OL:L 00 N*’(NN;?
Chy
CHy Enanbomer 1

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-umknoneHTun-3-[(5,7-aumetnn[1,2,4]tpnasono[1,5-
a]nipumignH-2-in)meTun]-6-{2-[3-eTnn-4-(mopdonin-4-
inmetun)deHinletun}-4-rigpokcu-5,6-gurigpo-2H-
nipaH-2-ony (151mr, Mpwuknag A(123)), 3acTocoBytoum
xipansHy BEPX (Chiralpak AS-H, 1406ap, 40% Me-
OH). (32wmr, 3,302 xBunuH 4Yac yTpumanHs, 100%
€.H.).

Mpwuknag A(157): EHaHTiomep 2 6-LinknoneHTun-
3-[(5,7-anmeTun([1,2,4]tpnasono[1,5-a]nipyumignH-2-
in)metun]-6-{2-[3-eTnn-4-(MopdoniH-4-
inmeTun)deHinletun}-4-rigpokcn-5,6-gurigpo-2H-
nipaH-2-oH

OH
“n =N CHy
@ ooy
N
CH,
CH, Enanbormer 2

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
6-umknoneHTun-3-[(5,7-aumetnn[1,2,4]rpnasono[1,5-
anipymiguH-2-in)meTnn]-6-{2-[3-eTun-4-(Mmopdonin-4-
inmeTun)deHrin)etun}-4-rigpokcn-5,6-gurigpo-2H-
nipaH-2-oHy (151mr, Mpuknag A(123)), 3acTocoBytoumn
xipansHy BEPX (Chiralpak AS-H, 1406ap, 40% Me-
OH). (34wmr, 9,004 xBunuH 4vac yTpumanHs, 100%
€.H.).
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Mpuknapg B(1): 6-{2-[3-Xnop-4-
(meTuncynbgoHin)deHinleTnn}-6-umMknoneHTun-3-
[(5,7-aumeTnn[1,2,4]Tpnaszono[1,5-a]nipumignH-2-
in)metun]-4-rinpokcu-5,6-gurigpo-2H-nipaH-2-oH

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A1), npuyomy 6-{2-[3-xnop-4-
(meTuncynbdoHin)deninletnn}-6-
umknoneHtungurigpo-2H-nipan-2,4(3H)-gion  (Mpw-
knap B(2)) sactocoBaHo 3amicTb 6-LuknoneHTun-6-[2-
(5-eTnn-4-rigpokcu-2-nponokcn-geHin)-eTnn]-
aurigpo-nipan-2,4-gioHy y TOMy X npuknagi. 'H AMP
(300MrI'u, CDClI3): 6 1,45-2,22 (m, 11H), 2,56 (s, 3H),
2,70-2,99 (m, 7H), 3,02 (m, 2H), 3,26 (s, 3H), 6,99 (s,
1H), 7,01 (s, 1H), 7,25 (s, 1H), 7,36 (m, 2 H). AHanis:
po3paxoBaHo anst Co7Hs1 1aOsS: C, 58,01;H, 5,59; N,
10,02. 3HanpeHo: C, 58,05;H, 5,50; N, 9,89.

Mpuknapg, B(2): 6-{2-[3-Xnop-4-
(meTuncynbdoHin)deninletnn}-6-
umknoneHTungurigpo-2H-nipax-2,4(3H)-apioH

O
O

HaCn
B &

MetunauetoaueTtar (1,03mn, 9,5Mmon) gogaea-
nm go oxonomkeHoi go 0°C cycnensii NaH (0,38r,
9,5mMmon, 60% Agucnepcia y MiHepanbHOMY macni) y
Tr® (30mn). Yepes 15 xsunuH gopgasanu H-Buli
(3,8mn, 9,5mMmon, 2,5M y rekcaHax). YTBOpeHun fgia-
HiOH nepemiwysanu npoTtarom we 30 XBUNuH Ta Toai
06pobnsanu po3unHom 3-(3-xnop-4-meTaHcynboHin-
deHin)-1-umknoneHT1N-nponax-1-oHy (1,0r,
3,18vmon, 3 etany 2 Hwk4e) y TI® (20mn). Micna
nepemiwysaHHsa npoTtsarom 30 xsunuH npu 0°C Ta Toai
npu KiMHaTHIN TemnepaTypi NPOTAromM 2 roAvH peak-
uinHy cymiw racunmn 1H HCI Ta ekctparysanu EtOAc.
OpraHiyHi Wwapn nNpomMMBanu pO3COMOM, CyLUUMK
Na SO, Ta KOHUeHTpyBanM OO XXOBTOro macna, Lo
3actocoByBanu 6e3 ouncTkn. Macno posuvHanm y
meTtaHoni (100mn), obpobnsanu kanin kapboHaTom
(1,0r, 7,2mMmon) Ta rpinu Npv KUMiHHI Nig 3BOPOTHUM
XONMOAMNBHUKOM i a30ToM NpoTArom 60 XBWUMKWH.
PeakuinHy cymiw posnoginanu mix sogoto Ta IMME.
BoaHun wap nigkmucnioanu 1H HCI Ta ekctparysanu
EtOAc. OpraHiyHi Wwapu npomuBanu po3cofioMm, Cy-

88909 208

o

1. NaH, nBuli, THF 0
2. MeOH, KoCO3

wunm NaxSO4 Ta KOHUEHTpyBanu, OTPUMYHOYM MpPO-
AykT (0,9r, 71% Buxoay). 'H AMP (300Mru, CDCls): &
1,25-2,30 (m, 11H), 2,75-3,16 (m, 6H), 3,26 (s, 3H),
7,21 (s, 1H), 7,40 (m, 2H).

Etan 1: 4-Bpom-2-xnop-1-meTaHcynbgOoHin-
6eH3on

Br
HzC. /©,
‘5)%0 Cl

lFgpasnH moHorigpat (1,51mn, 48mmon) gogasa-
nn po oxonomkeHoro Ao 0°C posumHy 4-6pom-2-
xrop6eH3oncynedoHinxnopugy (5r, 17,2mmon) y
Trd (50mn). PeakuiiiHy cymiw nepemiwyBanu npwu
KiMHaTHIN TemnepaTtypi NpoOTAroMm 2 roauvH Ta ToAi
PO3YMHHUK BMAAnNanu nig BakyymoMm, oTpumytoumn Oi-
nuin TBepANA NpoaykT. TBepaun NPoAyKT PO34MHANN
y EtOH (100mn) Ta obpobnsnu HaTpii auetaTom
(6,56r, 80mmon), a noTim MeTunoguaomMm (4,9mn,
79vMon). PeakuiiHy cymiw rpinM npy KUMiHHI nig
3BOPOTHUM  XOMNOAMIBbHUKOM MPOTSAroM 18 roguH.
Po3unHHWMK BMZananu nig BakyymMoOM, OTPUMYIOUM
3anuwok, wo po3snoginsanu mix 1H HCI ta EtOAc.
OpraHiynun wap cywmnnm MgSO4 Ta KOHUEHTpyBanu.
Cupy cymiw oumwanu creL-KonoHKOBO Xpomaror-
pachieto, oTpumytoun mpoaykT (1,51, 32%). 'H SMP
(300Mry, CDCls): & 3,26 (s, 3H), 7,63 (dd,
J=8,5,1,9I'y, 2H), 7,74 (d, J=1,9ruy, 1H), 8,02 (d,
J=8,5I'u, 1H).

Etan 2: 3-(3-Xnop-4-meTtaHcynbdoHin-geHin)-1-
LMKNONeHTUN-NponaH-1-oH

HaC-
d Ci

Cymiw 4-6pom-2-xrop-1-meTaHCyNbAOHiInM-
6eH3ony (1,5r, 5,6mmon), 1-UMKNoONeHTUN-2-NponeH-
1-ony (0,88r, 6,96mMMon) Ta HaTtpin auetaty (0,57r,
6,9vmon) y DMAC (20mn) npoayBanu asoTom npoTs-
rom 30 xeunuH. [Managin () auetatr (25wr,
0,11mmon) popasanu Ta cymiw rpinu go 90°C nig
asotom npoTtaroM 16 roguH. PeakuiiHy cymill posro-
ainanm mixx 1H HCI ta EtOAc. OpraHiyHi wapwv npo-
muBanm HacudeHuMm NaHCOs, poscomom, cywmnm
Na,SO. Ta KOHUEHTpyBanu OO KOPUYHEBOrO Macna.
Ouunctka doneLu-koroHKoBo xpomaTtorpadieto (0%
8o 20% EtOAc y rekcaHax) gana noTpibHui NpoayKT
(1,2r, 69%). 'H AMP (300Mry, CDCl): & 1,56-1,85
(br m, 8H), 2,83 (m, 3H), 2,96 (t, J=7,5I'y, 2H), 3,25
(s, 3H), 7,29 (dd, J=8,1, 1,5I'uy, 1H), 7,39 (d, J=1,5I"y,

H), 8,04 (d, J=8,1T"u, 1H).

Mpuknapg, B(3): 6-LimknoneHTtnn-6-{2-[4-
(meTuncynbdoHin)-3-(tpudpnyopmetunn)deHin]-
etunjaurigpo-2H-nipan-2,4(3H)-gioH
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy B(2), npuyomy 4-6pom-1-meTaHcynbdoHin-
2-TpucprnyopmeTun-6eH3on 3acTtocoBaHO 3aMicTb 4-
6pom-2-xropbeH3oncynbdoHinxnopuagy 3 etany 1
Toro npuknagy. 'H SMP (300Mru, CDCls): & 1,50-
2,40 (m, 11H), 2,80-3,46 (m, 9H), 7,52 (d, J=1,56Iy,
1H), 7,78 (s, 1H), 7,90 (d, J=1,08Iu, 1H).

Mpuknag B(4): 6-LmknoneHtnn-3-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcn-6-{2-[4-(meTuncynbdoHin)-3-
(Tpndnyopmetun)deHinletvn}-5,6-gurigpo-2H-nipaH-
2-0H

A
G 0 cr,

3aronoBHy Cnomyky OTpPUMYBanu aHamnoriyHo
npuknagy A(1), npuyomy 6-umknoneHTun-6-{2-[4-
(meTuncynbdoHin)-3-
(TpudpnyopmeTnn)dpeHin]etun}auvrigpo-2H-nipaH-
2,4(3H)-pioH (Mpuknag B(3): 3acTtocoBaHo 3amicTb 6-
UMKoneHTun-6-[2-(5-eTun-4-riapokcu-2-nponokcu-
deHin)-etTun]-gurigpo-nipaH-2,4-0ioHy y TOMy X npu-
knagi. 'H AMP (400Mru, CDCls): & 1,35-2,19 (m,
11H), 2,40 (m, 5H), 2,73 (m, 5H), 3,04 (t, J=12,57Ty,
2H), 3,13 (s, 3H), 7,03 (s, 1H), 7,52 (d, J=1,52Iy,
1H), 7,80 (s, 1H), 7,90 (d, J=2,56I"y, 1H). AHanis:
po3paxoBaHo ans CpsHszi HaOsSF3: C, 56,74; H,5,27;
N, 9,45. 3HalpeHo: C, 56,50;H, 5,40; N, 9,04.

Mpuknag B(5): Metun 4-[2-(2-uuknoneHTun-4,6-
JiokcoTeTpariapo-2H-nipaH-2-in)etnn]-2-
dnyopbeHsoat

O F

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy B(2), npuiomy 4-6pom-2-conyop-6eH30mHoi
KMCNOTU METUIOBUIA ecTep 3acTOCOBaHO 3aMicTb 4-
6pom-2-xropbeH3oncynboHinxnopugy 3 etany 1
Toro npuknagy. 'H SMP (300Mru, CDCls): & 1,38
2,30 (m, 11H), 2,80-3,15 (m, 6H), 3,88 (s, 3H), 6,91
(d, J=7,91I"u, 1H), 7,17 (m, 1H), 7,93 (d, J=7,56IU,
1H).

Mpuknag, B(6): 4-[2-(2-UnknoneHtun-4,6-
JiokcoTeTpariapo-2H-nipaH-2-in)etnn]-2-
dnyopbeH3orHa kucnoTa

88909
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MeTun 4-[2-(2-unknoneHTunn-4,6-
JiokcoTeTpariapo-2H-nipax-2-in)etnn]-2-
dnyopbeHsoat (npuknag B(5)) (300mr) obpobnsnm
4H NaOH (10mn) Ta nepemiwyBanu NpoTarom 4 ro-
OVH Mpy KiMHaTHIA TemnepaTypi. Cymiw ToAi nigkuc-
mosarm 1H HCI (20mn) Ta npogykT ekcTparyBanu
etunauetatom (2x20mn). MNMoegHaHi opraHiyHi wapm
CylumMnuM MarHin cynbdaTom Ta KOHLEeHTpyBanu [0
TBEPAOro NPoAyKTy. TBepAvn NpoayKT nepekpucTani-
30ByBanu 3 AieTUoBOro etepy, OTPMMYOYM 3arofios-
Hy cronyky sk Ginuit TBepauin npoaykT (120mr). 'H
AMP (300MI'u, MeOD): & 1,38-2,30 (m, 11H), 2,80-
3,12 (m, 6H), 6,91 (d, J=7,19I'u, 1H), 7,17 (m, 1H),
7,86 (d, J=719y, 1H).

Mpuknapg, B(7): Metun 2-xnop-4-[2-(2-
LuuknoneHTun-4,6-giokcoretparigpo-2H-nipax-2-
in)eTun]6eHsoat

Hy
o

3aronoBHy Cnomyky OTPUMYBanu aHamnoriyHo
npuknagy B(2), npuyomy 4-6pom-2-xnop-6eH30MHoI
KMCNOTU METUIOBUIA ecTep 3acTOCOBaHO 3aMicTb 4-
6pom-2-xnopbeH3oncynbdoHinxnopuagy 3 etany 1
Toro npuknagy. 'H SMP (300Mru, CDCls): & 1,38
2,30 (m, 11H), 2,78-3,15 (m, 6H), 3,98 (s, 3H), 7,10
(s, 1H), 7,19 (d, J=1,58y, 1H), 7,62 (d, J=1,56IU,
1H).

Mpuknag B(8): Metun 4-(2-{2-umknoneHTun-5-
[(5,7-oumeTun([1,2,4]tpnasono[1,5-a]nipyuMignH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)-2-conyopbeH3oat

HyG
«N>=¥CH
0 p?_'i 3

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npudomy metun 4-[2-(2-umknoneHTun-
4,6-piokcoTeTparigpo-2H-nipaH-2-in)etnn]-2-
dnyopbeHsoaTt (npuknag B(5)) 3actocoBaHo 3amicTb
6-umknoneHTUN-6-[2-(5-eTun-4-rigpokcmn-2-nponokcu-
deHin)-eTun]-gurigpo-nipaH-2,4-0ioHy y TOMy X npu-
knagi. "H AMP (300Mry, CDCls): 5 1,25-1,85 (m, 8H),
2,01-1,10 (m, 3H), 2,58-2,80 (m, 10H), 3,10 (t
J=12,57T'u, 1H), 3,88 (s, 3H), 6,91 (d, J=2,57T'u, 1H),
6,99 (s, 1H), 7,15 (d, J=1,58Iu, 1H), 7,92 (m, 1H).



211
AHanis: pospaxoBaHo anst CysHsq1 naOsF: C, 64,36;H,
5,98; N, 10,72. 3HangeHo: C, 64,50;H, 5,40; N, 10,70.
Mpuknapg B(9): Metun 2-xnop-4-(2-{2-
uuknoneHTun-5-[(5,7-gumeTtnn[1,2,4]tpnasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-6-okco-3,6-
avrigpo-2H-nipaH-2-in}etun)6exHsoat

Hy
N~
|
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N
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o
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npuyomy meTtun 2-xnop-4-[2-(2-
uuknoneHTun-4,6-giokcoteTparigpo-2H-nipaH-2-
in)etun]6ensoat (npuknag B(7)) 3actocoBaHo 3a-
MiCTb 6-uuknoneHTun-6-[2-(5-etnn-4-rigpokcu-2-
NponoKcu-goeHin)-eTun]-avrigpo-nipan-2,4-aioHy y
ToMy X mpuknagi. 'H SIMP (300Mru, CDCls): 5 1,25-
1,85 (m, 8H), 2,01-1,10 (m, 3H), 2,58-2,80 (m, 10H),
3,10 (t, J=12,57Ty, 1H), 3,88 (s, 3H), 6,91 (d,
J=2,57T"y, 1H), 6,99 (s, 1H), 7,10 (s, 1H), 7,19 (d,
J=1,8luy, 1H), 7,62 (d, J=1,56I"y, 1H).

Mpuknag B(10): 2-Xnop-4-[2-(2-uuknoneHTun-
4,6-piokcoTeTparigpo-2H-nipaH-2-in)eTnn]6eH3olHa
Kucrota

o Q

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy B(6), ne wmemun  2-xnop-4-[2-(2-
uuknoneHTun-4,6-giokcoTteTparigpo-2H-nipaH-2-
in)etun]6ensoat (npuknag B(7)) 3actocoBaHo 3a-
MiCTb MeTun 4-[2-(2-umknoneHTnn-4,6-
JiokcoTeTpariapo-2H-nipaH-2-in)etnn]-2-
thryopGeH30aT y Tomy X npuknagi. 'H AMP (300Mru,
CDCls): 6 1,38-2,30 (m, 11H), 2,78-3,15 (m, 6H), 7,10
(s, 1H), 7,19 (d, J=1,58y, 1H), 7,62 (d, J=1,56IU,
1H), 12,30 (s, 1H).

Mpuknag B(11):  4-(2-{2-UuknoneHTtun-5-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcn-6-okco-3,6-gurigpo-2H-nipaH-2-
in}etun)-2-dnyopbeH3oriHa kncnota

O F

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npudomy 4-[2-(2-unknoneHTun-4,6-
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JiokcoTeTpariapo-2H-nipax-2-in)etnn]-2-
dnyopbeHsoiHy kncnoty (Mpuknag B(6): 3actocosa-
HO 3aMicTb 6-LuknoneHTun-6-[2-(5-etnn-4-rigpokcu-2-
NpOonoKcu-goeHin)-eTun]-avrigpo-nipan-2,4-aioHy y
ToMy X mpuknagi. 'H SIMP (300Mru, CDCls): & 1,25-
1,85 (m, 8H), 2,01-1,10 (m, 3H), 2,58-2,80 (m, 10H),
3,10 (t, J=12,57T'u, 1H), 6,94 (d, J=2,57Tu, 1H), 6,99
(s, 1H), 7,20 (d, J=8,29I"y, 1H), 7,90 (m, 1H).

Mpuknag B(12): 2-Xnop-4-(2-{2-uvknoneHtunn-5-
[(5,7-aumeTnn[1,2,4]tpmnazono[1,5-a]nipumigunH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
in}eTun)beH3omnHa kucrnoTa

E
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npvknagy A(1), npuyomy 2-xnop-4-[2-(2-
LMKroneHTun-4,6-giokcotetparigpo-2H-nipaH-2-
in)eTnn]6eH3onHy kucnoty (npwknag B(10)) 3actoco-
BaHo 3aMmicTb 6-umknoneHTun-6-[2-(5-etnn-4-
rinpOKcm-Z-npochm-cbeHin)-eTan-,qmriupo-nipaH-
2,4-pioHy y Tomy X npuknagi. H AMP (300Mlw,
CDCls): 6 1,25-1,85 (m, 8H), 2,01-1,10 (m, 3H), 2,58-
2,80 (m, 10H), 3,10 (t, J=12,57T'u, 1H), 6,99 (s, 1H),
7,10 (s, 1H), 7,22 (d, J=7,26l'u, 1H), 7,60 (d,
J=7,56I"y, 1H).

Mpwuknag B(13): ETun 2-[(6-{2-[3-xnop-4-(1-uiaHo-
1-meTuneTnn)deHin]eTnn}-6-umnknoneHTnn-4-
rifgpokcn-2-okco-5,6-aurigpo-2H-nipax-3-
in)metun][1,2,4]tpuasono[1,5-a]nipumianH-6-

kapbokcunat
—CH,
qu - #
2—N
N
o
O
H
Hy
N Cl

3aronoBHy Cnomyky OTpPUMYBanu aHamnoriyHo
npuknagy  A(1), npu4omy 2-{2-xnop-4-[2-(2-
UuKnoneHTun-4,6-giokco-Tetparigpo-nipaH-2-in)-
etun]-deHin}-2-meTnn-nponioHiTpun 3 etany 5 npu-
knagy B(22) sactocoBaHO 3amicTb 6-LMKNONEHTUM-6-
[2-(5-eTun-4-rigpokcun-2-nponokcu-eHin)-etnn]-
aurigpo-nipax-2,4-aioHy, a 2-chbopmin-
[1,2,4]Tpnazono[1,5-]nipumianH-6-kap6oHOBOI  KUCIO-
TV eTUNOBUIA ecTep 3 eTany 2 HWx4e 3acTOoCOBaHO
3aMicTb 2,5-gumeTtun-2H-[1,2,4]Tpnason-3-
kapBanbaerigy y Tomy x npuknagi. 'H AMP (300Mrw,
CDCls): 6 1,36 (t, J=7,56,l'y, 3H) 1,42-1,68 (m, 8H),
1,85 (s, 6H), 2,00-2,25 (m, 5H), 3,24-3,48 (m, 5H),
4,24 (q, J=12,06l'y, 2H), 6,89-7,39 (m, 5H). Ananis:
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po3spaxoBaHo ans Cz1H34CINsOs: C, 62,89;H, 5,79; N,
11,83. 3HangeHo: C, 6294H 5,73; N, 11,46.

ETan 2-igpokcumeTun-
[1,2,4]Tpnazono[1 ,5]n|pV|M|,u,MH -6-kapbOHOBOI KMCMOTU
€TUNoBuN ectep

/_c%\ s

HO.\J\'f_N

5-AmiHo-1H-[1,2,4]tpna3on-3-in)-meTtaHon  (Bru-
Magniez et al. US (1995) US 5387747 A19950207)
(7,9r, 41,6mmon) 3miwyBanu 3 2-dopmin-3-okco-
NponioHOBOI K1CNOoTU eTunoeum ectepom (Torri Sigeri
et al. Synthesis (1986) 5 pg 400-402), (6,0r,
41,6mmon) B ouToBiv kucroTi (30mn). PeakuinHy cy-
Miw rpinn go 60°C npotarom 18 rogumH. lMicna uboro
CyMilLl OXOMNopKyBanu 40 KiMHaTHOI TemnepaTypu Ta
po3baenanu gietunosum etepom (200mn). Mpogykt
BUNagae 3 posduHy. TeBepAi npoayktn Todi dinbTpy-
Banu Ta npomuBanu gietunosum etepom (200mn),
NPOAYKT CyLIMMK Yy BakyyMHi wadi npotarom 5 ro-
OVIH, OTPMMYIOUM 3arorfiloBHyY CMonyky sk Ginuin TBep-
Avit ipoaykT (8,0r). "H AMP (300MIu, CDCla): & 1,47
(t, J=6,97,I'u, 3H), 3,00 (bs, 1H), 4,53 (q, J=7,16lL,
2H), 5,00 (s, 2H), 9,40 (d, J=2,07,l'y, 1H), 9,50 (d,
J=2,07,l'y, 1H).

ETan 2: 2-®opmin-[1,2,4]tpnasono[1,5-
]nipuMignH-6-kapbOHOBOI KMCNOTY ETUMOBUIA ecTep

O/—CHS
N—-N/__?

o

2-TppokcumeTun-[1,2,4]tpnasono[1,5]nipumiamH-
6-kap6oHoBOi kncnotu etunos ectep (1,0r, 4,5mMmon)
amiwyBarim 3 TEMPO (75wmr, 7,5% by wt) Ta
Phi(OAc), (1,59r, 4,95mmon) y auxnopmeTaHi
(7,5mn). PeakuinHy cymiw nepemillyBanu npu KiMHa-
THIN Temnepatypi npotarom 18 roauH, nicns 4oro
peakuinHy cyMill ounwanu gneL-KonoHKOBOK Xpo-
matorpadieto (0% go 70% EtOAc y reKcaHax) Aana
nNpoayKT sik Ginui TRepauit npoaykT (800mr). 'H AMP
(300Mrl'u, CDCl3): 8 1,42 (t, J=6,97,I'u, 3H), 4,48 (q,
J=6,97T'y, 2H), 5,00 (s, 2H), 9,39 (d, J=2,26,I'u, 1H),
10,12 (d, J=2,26,uy, 1H), 10,20 (s, 1H).

Mpuknag B(14): 2-(2-Xnop-4-{2-[2-uuknoneHTun-
4-rigpokcu-5-(imigaso[1,2-b][1,2,4]TpnasunH-6-
inmeTunn)-6-okco-3,6-aurigpo-2H-nipax-2-
in]eTnn}deHin)-2-meTunnponaHHiTpun

CH CI
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OTtpumaHo aHanoriyHo npuknagy A(1), 3actoco-
BytouM imigaso[1,2-b][1,2,4]tpnasmnH-6-kapbanbaerig
(47mr, 0,34mmon, 3 eTany 2 Hwk4e) 3amicTb 5,7-
aumetun-[1,2,4]tpuasono[1,5-a]nipumigun-2-
kapbanbgerigy, a 2-{2-xnop-4-[2-(2-umknoneHTnn-4,6-
Jiokco-TeTparigpo-nipan-2-in)-eTun]-geHin}-2-meTur-
nponioHiTpun (87mr, 0,22mmon 3 etany 5 npuknagy
B(22)) 3amicTb 6-uuknoneHTUn-6-[2-(5-etun-4-
ri,D,pOKCVI-Z-I'IpOI'IOKCI/I-(beHiJ'I)-eTMJ'I1]-,D,I/IFi,D,p0-I'IipaH-
2,4-pioHy. Buxig: 10mr, 8,7%. H AMP (400Mrwu,
CDCI3) & 1,24-1,74 (m, 8H), 1,83 (s, 6H), 1,98-2,02
(m, 2H), 2,39 (t, J=8,84I'y, 1H), 2,50 (d, J=17,68Iu,

H), 2,63-2,71 (m, 2H), 2,76 (d, J=17,94I"u, 1H), 4,02
(d, J=3,03Iy, 2H), 7,06 (dd, J=8,08, 1,77y, 1H), 7,20
(d, J=1,77T'u, 1H), 7,34 (d, J=8,08I'u, 1H), 7,89 (s,
1H), 8,44 (dd, J=21,73, 2,02l'u, 2H).

Etan 1: Imigaso[1,2-b][1,2,4]TpmasnH-6-
KapOOHOBOI KUCMOTW ETUITOBUI eCTEP

MooN O
G
N &

N chc:-ua

Po3unH 3-amiHo-1,2,4-TpuasuH (5,0r, 52mmon) Ta
etun6bpomnipysaTty (11mn, 88mmon) B etaHoni (50mn)
rpini 0o KuWMiHHA Mg 3BOPOTHUM XOSNOAUSTBHUKOM
npotsarom 20 xBunuH. PeakuinHy cyMmill OXonomKysa-
nn Ao KiMHATHOI TemnepaTtypu Ta ToAi po3noinsanu
mix 200mn EtOAc Ta 200mn Bogu. LWapwu posginsnu
Ta opraHiyHun wap cywmnnu MgSO,. TBepgi npoayKkTm
Buaananu inbTpyBaHHAM Ta ToAi PO3YMHHWUK BUAa-
AN POTOPHUM BUMNAPOBaHHAM. 3anuLoK ovuLiani
xpomatorpadieto (90r SiOz, 50-70% EtOAc y rekca-
Hax), oTpuMmytoun noTpibHu npogykT (181mr, 1,8%).
MC (IPE): 192,4 (M+H)".

Etan 2: Imigaso[1,2-b][1,2,4]TpnasunH-6-
kapbanbgerig

NN O
L,

[Jo  posunny  imigaso[1,2-b][1,2,4]TpmasuH-6-
kapboHOBOI kMcnotn etunosoro ectepy (500wmr,
2,6mmon, 3 etany 1 Buwe) y CH2Cly (15mn), oxorno-
keHomy po -78°C, popgasanu fiizo6yTvnantomiHin
rigpna (2,6mn, 1,5M y Tonyoni). PeakuiiHy cymiw
nepemillyBanu NpoTarom 1 rognHu Ta Todi Aogasanu
JoaaTtkoBui fiisobytunantominiv rigpug (1mn, 1,5M).
Yepes binbLlie 20 XBUMWH, XONMOAHY peakuiiHy CyMmiL
racunn EtOAc (10mn) Ta Ttogi MeOH (10mn). Micns
HarpiBaHHA peakuinHol CyMmili OO0 KiMHaTHOI Temne-
patypu gogasanu 30mn 0,3M HCI. Wapw posginsanu.
BoaHy casy ekctparyBamm Tpu pasu 10mn CHoCl..
Micns opraHiyHi Wwapy MOEAHYBanuM Ta CyLIMnn
MgSOs4, TBepai npogyKT BMAANSANM inbTpyBaHHSAM.
OpraHiyHy piguHy KOHLEHTpyBanum pOTOPHUM Buna-
plOBaHHAM Ta YTBOPEHe Macfio xpomaTorpadysanu
(40r SiOy, 50-100% EtOAc y reKcaHax) OTPUMYHOUM
NOTPIGHNI NpoaykT (47mr, 12%). 'H AMP (400MIw,
CDCIs) 6 8,48 (s, 2H), 8,62 (d, J=1,77Tu, 1H), 10,25
(s, 1H).

Mpuknapg, B(15): 6-[2-(5-Xnop-2,4-
AnMeToKeudeHin)eTun]-6-umnknoneHTun-4-rigpokcu-3-
[(1-meTun-3-nipa3un-2-in-1H-1,2,4-Tpnason-5-
in)metun]-5,6-gurigpo-2H-nipaH-2-oH
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a¥

Po3unH

6-[2-(5-xnop-2,4-gumeToKcu-eHin)-
€Tun]-6-uuKnoneHTunN-aurigpo-nipax-2,4-aioHy
(0,300r, 0,78vmmon, 3 eTany 6 Hwk4e) y rapsyomy
isonponaHoni (5mn) 06pobnanu (CHs)2NHBH3 (48wmr,
0,815mmon, 1,04exBiB.), ToAi PO34YMHOM 2-MeTUN-5-
nipa3vH-2-in-2H-[1,2,4]tpnason-3-kapbanberig auri-
apoxnopua  MoHorigpaty  (229mr,  0,819mmon,
1,05ekBiB., 3 eTany 3 Hwkue) y isonponaHoni (3mn),
Wwo Mmictutb TpuetunamiH (0,230mn, 2eksiB.). Peak-
LinHy cyMill nepemilyBanu nNpu KiMHaTHi Temnepa-
Typi, MOBHe nepeTBOpeHHs yepe3 1 roguHy. Cymiw
nigkucnosanu 1M sogH HCI go pH 2, nepemiwysanu
npotarom 10 XBUNWH Ta KOHLUEHTpyBanu nig Bakyy-
MOM, OTpuMytoun cmony. Lle posbasnsnu Bogow Ta
eKkcTparyBanu AuxiiopmetaHoMm, wo Mictuts 10%
MeTaHony (3x15mn). Ekctpakt cywmnu NaSOa, di-
NbTpyBanu Ta KOHUEHTPYBanu, OTPUMYIOUM CUPUIA
npoaykt (410wmr). Llen maTepian nepekpucraniaoBy-
Banu 3 raps4oi Cymilwi MeTuneHxnopua/etep, ToAi
YyTBOPEHWI TBEPAMI NPOAYKT po3TUpany 3 aLeToHOM,
O MIiCTUTb NeTponenHun etep, inbTpyBanu Ta cy-
LMK, OTPUMMYHOUM  3aronoBHU  npogykt (107wmr,
24%). "H AMP (300Mru, AMCO-dg): & 1,26-1,75 (m,
8H), 1,78-2,13 (m, 2H), 2,37 (m, 1H), 2,45-2,50 (m,
2H, nepekputo OMCO-ds), 2,65 (d, J=17,9u, 1H),
2,73 (d, J=17,9I"y, 1H), 3,73 (s, m nepekputo, 5H),
3,80 (s, 3H), 3,95 (s, 3H), 6,63 (s, 1H), 7,05 (s, 1H),
8,6 (m, nepekputo, 2H), 8,93 (s, 1H), 11,07 (br s, 1H).
PX-MC (XIAT) pospaxoBaHo Ansi CazgH32CINsOs:
553,21, 3HanigeHo: (M+HI): 554,4 m/z.
Etan 1: N'-Metunnipa3suH-2-kapboriapazoHamig

HaC

HN‘[%}_{;_—:}

Konby Ha 2n 3aBaHTaxyBanu po3nfaBrneHuMm 2-
uiaHonipasuHom (50,0r, 0,48mon), meTunrigpasnHom
(80,0r, 1,7mon, 3,6ekgiB.) Ta eTaHonom (300mn). Cy-
MilLl nepemillyBany MNpu KiMHaTHIA Temnepatypi nig
a30TOM MpOTAroM 3 FOAMH, MiCMs YOro 3aBepLUEHHS
peakuii BusBnanu PX/MC. >KoBTi ronku, KOTpi BUKpY-
cTanisyBanocs, ginbTpyBanu Ta npoMmBanu renta-
HOM ONsi BUAArneHHs HenpopearyBaBLUOro MeTwiria-
pasuvHy. ®inbTpaT KOHUEHTpyBanu nig BakyymMom A0
HeBenukoro o6'eMy 3 yTBOpeHHSIM [OOATKOBOrO oca-
ay. QinbTpyBaHHs, MPOMMBAHHA Ta KOHLEHTpaLito
NoBTOPIOBanNu Tpu pasun, OTPUMYIOYM JOA4aTKOBI NapTil
npoaykty. MNoegHaHi napTil cycneHayBanu y rentaHi
(400mn), nepemiwysanu npoTaroMm 1 roguHu, inbT-
pyBanu, NpoMMBany renTaHoMm Ta CyLUMNu Mig Bakyy-
Mom npu 50°C NpOTSAroM HOuYi, OTPMMYIOYM 3arofio.-
HWit amigpasoH (55,41, 76%). 'H AMP (300Mru,
CDCls): 6 3,01 (s, 3H), 3,80 (br s, 1H), 5,04 (br s, 2H),
8,41 (s, 1H), 8,48 (s, 1H), 9,32 (s, 1H). MC (XIAT)
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pospaxoBaHo pana  CegHoNs: 151,09, 3HainpgeHo:
(M+H"): 152,1.

Etan 2: 2-(5-OietokcmmeTnn-1-meTnn-1H-
[1,2,4]Tpnason-3-in)-nipa3vH

HGo N =y
G0 o4, 2
s}
)
CH;

Konby Ha 1n 3aBaHTaxyBanu AieTOKCiaLeTOHiT-
punom (25,0r, 0,19mon), po34MHOM HaTpii MeToKCuay
y wMetaHoni (4,32r 25mac.% posuuH, 0,02mon,
10mon%) Ta metaHonom (200mn). Cymiw nepemiwly-
Banu npv KiMHaTHIN TemnepaTypi npoTtsaroMm 20 roguH,
OTPUMYIOYM PO3YMH iMiJATHOrO ecTepy, 2,2-AieToKCu-
aueTUMIZHOI KUCIOTU METUMNOBOrO ecTepy. PeakuinHy
cymiw 0bpobnsanu amigpasoHom, N'-meTunnipa3unH-2-
kapborigpasoHamigom (28,7r, 0,19mon, 1ekBiB.), 3
etany 1 Ta outoBow kucrotoio (18,0r, 0,30mon,
1,5ekBiB.). CymiWw nepemilyBanu nNpu KiMHaTHIA TeM-
nepaTtypi NpoTArom 3 roguH, Micns 4Yoro peakuis 3a-
Bepwunacst 3a gaHumu PX/MC. JleTiodi mpoayktu
BMOANANM nig BakyymMoM, OTPUMYIOYM FycTe Macro.
Lle nignyxysanu 20% Na>COs3 (100mn) Ta Hacu4anm
NaHCO3 (200mn) i ekcTparyBanu Kifnbka pasiB eTe-
pom (2n 3aranom). Etep a3z npomuBanu Bogow
(1x200mn), cywwmnu NaxSO4, ginbTpyBanu Ta Buna-
ptoBanu, OTPMMYOUM 3arofioBHUIA aueTarnb siK XKOBTe
Macno (44,6r, 89%). 'H AMP (300Mry, CDCls): &
1,24 (t, J=6I'y, 6H), 3,62 (5-niHe pattern, J=6I"y, 2H),
3,79 (5-niHe pattern, J=6I"y, 2H), 4,08 (s, 3H), 5,68 (s,
1H), 8,56 (m, 1H), 8,63 (m, 1H), 9,34 (s, 1H). MC
(XIAT) pospaxoaHo anst Ci2H17NsO2: 263,14, 3Han-
aeHo: (M+H"): 264,1.

Etan 3: 2-Metun-5-nipa3uH-2-in-2H-
[1,2,4]Tpnason-3-kapbanbaerig Aurigpoxnopug MoHo-
rigpat

HiC,\

Auetane 3 etany 2, 2-[5-(gieTokcumeTtun)-1-
metun-1H-1,2,4-tpnason-3-injnipasuvH (44,5r,
0,17mon) posunHanu y Bogi (150mn) Ta koHu. HCI
(30,0mn 12M, 0,36mon, ~2ekBiB.). Po3unH gerasyBa-
NN a30TOM MPOTArOM 2 XBUIWH Ta rpinv y MacnsHin
6aHi npu TemnepaTypi 60°C npoTarom 2 roguH Ao
NOBHOrO rigponisy auetanto. JleTiodi NpoaykTn Buaa-
nanu nig BakyyMOM, OTPUMYKOUM XXOBTUW TBEpAun
npoaykT (49,8r). Lle cycneHagyBanu y OnxropMeTaHi
(1n), rpinu Npu KUMiHHI Nig 3BOPOTHUM XONOAMITBHU-
KOM Mig azoTom npoTtarom 1 roavHu, Todi inbTpyBa-
nn while we rapsay. Wap Ha ¢inbTpi npomuBanu anx-
nopmeTaH Ta cywwunu nig Bakyymom npu 50°C
nNpoTAroM 4 roguH, OTPMMYIOYM 3arofioBHUIA NPOAYKT
(41,0r, 81%) sk rirpockoniYHUIA XXOBTUI TBEPAUIA MpPO-
aykT. 'H AMP (300MIy, AMCO-de): & 4,21 (s, 3H),
8,50 (br s, 4H), 8,75 (m, 2H), 9,27 (s, 1H), 10,01 (s,
1H). MC (XIAT) pospaxoaHo ans CgHzNsO: 189,07,
sHaiigero: (M+H'): 190,1, 208,1 (rigpat); AHanis:
pospaxoBaHo ans CsHq1Cl2NsO2: C, 34,30; H, 3,96;
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N, 25,00; O, 11,42; Cl, 25,31. 3HangeHo: C, 33,43; H,
3,98; N, 24,70; 0,11,17; Cl, 25,44.
Etan 4: 1-UpnknoneHTun-3-(2,4-aMumeTokcu-
deHin)-nponaH-1-oH

Hy

HC.

PosunH  2,4-gumeTokcubensanbaerigy  (10,27r,
45Mmon) Ta  METUN-UMKNONeHTUn-keToHy  (6,06r,
54mmon) y 6essogHomy eTaHon (81mn) obpobnsnm
5M NaOH (BogH.) (18mn, 90mMmon) Ta cymiw nepemi-
WwyBanuM npu KiMHaTHIX Temnepatypi npotarom 18
roguH. JleTiodi npoaykTv BMAananu nig BakyyMoOM .
3anuwok ekctparysanu etepom (100mn) Ta ekcTpakT
npomuBanu Bogow (3x60mn), Togi po3conom. Etep-
HUIN po3ynH cywmnnu MgSOs, dinbTpyBanu Ta KoHue-
HTpyBanu nig BakyyMOM, OTPVMMYKYM HaniBNpoaykT
xanbKoH, Buxia: 14,63r. Cvpun HanisnpoaykT (14,52r)
po3unHanu y 110mn etunauetarty, obpobnanu nna-
TMHa okcugom (5Mon.%) Ta nepemiwysanu npu 1
aTtMocdepi BOAHIO NpU KIMHATHIM Temnepatypi NpoTs-
rom Houi. Pt inbTpyBanu 4epes rycty nivky 3i cne-
YeHOro ckna Ta YOpHWIA 3anuLIOK NpoMMBann etTuna-
uetatoM. ®DinNbTpaT KOHUEHTpyBanu nig BakyymMOM,
OTpUMyIOYM XOBTyBaTy cmony. Cmony xpomarorpa-
dyBanu, 3acTocoBylouM cunikarens Ta 6:1 cymiw
rekcaHu/etunauetat, oTpumytoumn 6,02r (41%) keToHy
sik GeaGapsHe macrio. 'H AMP (CDCls): & 1,48-1,81
(m, 8H), 2,67 (m, 2H), 2,80 (m, 3H), 3,76 (s, 3H), 3,75
(s, 3H), 6,37 (dd, J=8,1, 2,1y, 1H), 6,41 (d, J=2,1T"y,
1H), 7,00 (d, J=8,1I'u, 1H). MC(XIAT) po3paxoBaHO
ans CqeH2203: 262,2; 3HaaeHo: (M+H+): 263,1.

Etan 5: 6-UuknoneHtun-6-[2-(2,4-gumetokcu-
deHin)-eTnn]-gurigpo-nipaH-2,4-aioH

Q

HaC.,

HyC.

Metunauetoauetart (1,63mn, 15,1mMmon) posuu-
HANKM y cyxomy TI® (42mn) Ta oxonogKyBanu 00
0°C. NaH (60% y miHepanbHomy Mmachi, 0,604r,
15,1MMon) obepexxHO AofaBany Ta peakuiliHy CymiLl
nepemiwysanu npotsarom 20 xBunuH. Po3uuH BuLi y
rekcaHax (1,6M, 9,44mn, 15,1mMmon) gogasanu kpan-
NAMKU Ta YTBOPEHY CyMill nepemillyBany A0AaTKOBI
20 xBunuH. PosunH  3-(2,4-gumeTtokcudpenin)-1-
umknoneHTunnponax-1-ox (2,33r, 7,55mMmon) 3 etany
4 Buwe y TId (37mn) gopasanu kpannsamu. [Nicns
nepeMillyBaHHs 1 roavHy peakuiiHy Cymill racunm
HacudeHum BogH. NH4Cl (100mn) Ta ekcTparyBanu
Et;O (600mn). OpranivyHy a3y cywunn MgSOs Ta
BMNaptoBanu. 3anuwok Todi nepemiwyBanu npoTs-
rom Hodi y cymiwi 0,AM NaOH (370mn) ta TI®
(37mn). Micna popasaHHA 10% BOAHOTO PO3YMHY
KHSO4 (50mn), yTBOpeHy cymiw nepemiwysanu 30
XBWMWH Ta ToAi ekctparyBanu Et,O (600mn). OpraHi-
YHy hasy npomMuBanu poscomnom, cywmnum MgSO4 Ta
BMNaptoBanu. 3anuwok ovmwany gneL-KoroHKOBO
xpomaTtorpadieto (50% EtOAc y rekcaHax), oTpumy-
loun mpoaykT (1,54r, 52%) sk Giny niny. 'H SMP
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(CDCl3) & 1,43 (m, 2H), 1,78 (m, 8H), 2,33 (m, 1H),
2,58 (m, 2H), 2,78 (s, 2H), 3,43 (s, 2H), 3,78 (s, 6H),
6,37 (s, 1H), 6,47 (s, 1H), 6,93 (d, J=7,93I'y, 1H). MC
(XIAT) pospaxoBaHo ans CooH2605:346,2; 3HanaeHo:
(M+1): 347,0.

Etan 6: 6-2-(5-Xnop-2,4-gumetokcu-deHin)-
eTun]-6-uuknoneHTuUn-aurigpo-nipaH-2,4-0ioH

HyC..
O
HBCNO
Cl
Po3unH 6-[2-(2,4-gnmeTokendeHin)etun]-6-

umknoneHTunaurigpo-2H-nipan-2,4(3H)-giony (3 erta-
ny 5, suwe) (4,50r, 13mmon) y CH2Cl, (20mn) oxono-
AxyBarmm go -5°C ta obpobnsnu posdmHom SO,Cl
(1,94r, 14,3mmon) y CHoCl, (10mn) kpannsmu nig
a3oToM. PeakuiHy cymiw nepemillyBanu nNpoTsrom
we 15 xsunuH npu -5°C, Todi HarpiBanm NocTynoBo
0o KiMHaTHOI Temnepatypu. [licns 3araneHoro yacy
peakuii 2 rognHn BogHui po3dmH NaHCOs (5mac.%)
ponasanu go pH 8 y BogHin dasi. JleTiodi npogykTu
BMAananu nig sakyymom. 3anuwok obpobnsinu Bo-
[0l Ta ekcTparyBanu etunauetatom (3x25mn). lMo-
€dHaHUM eTunaueTaTHUN ekCcTpakT nigkucrnoBany go
pH 2, 3actocosytoun 2H HCI, Togi npomuBanm Bo-
poto. OpraHiyHy dasy cywmnu NaxSOs, ginbTpyBanu
Ta KOHLUEHTpyBanu 4o KOBTYBaToOro TBeEpAOro npogy-
kTy. lNepekpuctanisaui 43 eTepy gana 3aronoBHUN
Ginuin  TBepamiA npomykT (2,18r, 44%). 'H AMP
(CDCl3) & 1,74 (m, 8H), 2,32 (m, 1H), 2,58 (m, 2H),
2,78 (s, 2H), 3,43 (s, 2H), 3,82 (s, 3H), 3,92 (s, 3H),
6,44 (s, 1H), 7,07 (s, 1H). MC-BP pospaxoBaHo Ans
CooH2505Cl (M+H+): 381,1469, 3HangeHo: 381,1475.
Mpuknag, B(16): 6-[2-(5-Xnop-2,4-
AnmeTokcudeHin)etun]-6-umnknoneHTun-4-rigpokeu-3-
[(1-meTun-3-nipuann-2-in-1H-1,2,4-tpnason-5-
in)metun]-5,6-gurigpo-2H-nipaH-2-oH

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy B(15), 3actocoByloun 2-meTun-5-nipnamH-
2-in-2H-[1,2,4]Tpuason-3-kapbanegerin 3 etany 3
HWX4Ye 3aMicTb 2-meTnn-5-nipasuH-2-in-2H-
[1,2,4]Tpnaszon-3-kapbanbaeria Aurigpoxnopua MoHo-
rigppaty Ta 6e3 TpuetunamiHy. Cupwuin matepian,
OTpMMaHui nicnst BogHoi 06pobku (425mr), xpomaTto-
rpadpyBanu Ha cunikareni, 3acTOCOBYKOYWU TPafieHT
etunauetaty 1% metaHony go 15% metanony. lMpo-
OYKT, WO MIiCTUTb COpakLii, KOHUEeHTpyBanu Ta yTBO-
peHui TBepaui MNPOAYKT nepekpucTanizoByBanu 3
rapsi4oi cymili guxnopmeTaH/etep, oTpumyodm 43mr
(10%) 3aronoBHOro NPOAYKTY 5K rigpaToBaHWM rigpo-
xnopug. H amp (300MrI'y, AMCO-ds): & 1,15-1,6 (m,
8H), 1,6-1,9 (m, 2H), 2,05 (m, 1H), 2,15-2,45 (m, 4H,
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nepekputo), 3,6-3,75 (s, rn nepekputo, 5H), 3,80 (s,
3H), 3,95 (s, 3H), 6,67 (s, 1H), 6,92 (s, 1H), 7,3 (br m,
1H), 7,85 (br m, 2H), 8,92 (br m, 1H). PX-MC (XIAT)
po3paxoBaHo Anst CagH33CIN4Os: 552,21, 3HanaeHo:
(M+H"): 553,4 m/z. Ananis: pospaxoBaHo AnS
C29H36CI2N4Os: C, 57,33;H, 5,97; N, 9,22; 3HanaeHo:
C, 57,46;H, 5,41; N, 8,12.

Etan 1: N'-MetunnipngmH-2-kap6origpasoHamig,

HaC
D
HN N

Lito cnonyky oTpumyBanu MoamdikaLieto BigoMo-
ro cnocoby (J. Het Chem. 1975, 12, 855): Kpyrno-
OOHHY Tpuropny komnby Ha 2n 3aBaHTaxyBanun 2-
uiaHonipugnHom (40r, 0,384mon), meTunrigpasnHoOM
(93,7r, 5,3ekBiB., 2,035mon) Ta etaHonom (200mn).
PeakuinHy cymiw nepemiwyBanu nig asotoM npoTs-
romMm Houi Mpu KiMHaTHI Temnepartypi. LWe eksiB. rig-
pasuHy popasanu (6,3ekBiB. 3aranoM y peakuiviHin
CyMilli) Ta nepemiwysBany NPOTAroM LWwe 2-3 roamHu
npu kiMHaTHIM Temnepatypi. EtOH Tta Hagnuwok rig-
pasuHy BigraHsanu nig BakyyMoM, OTPMMYHOUM XXOBTUN
KpUcTaniyHun TBepaun npoaykT. KoBTun TBEpaun
NpoayKT po3Tvpanu 3 6eH3010M, OTPUMYHOYUM KaLLKy
6innx kpucTanis. Kpuctanu cinbTpyBanu, npomMmmsanm
MiHiIManbHO KinbKiCTIO OEH30My Ta Cylunnu y Bakyy-
MHin wadi npu 50°C. Buxig peakuii 41,33r (71,6%)
npoaykTy sik Ginux kpuctanis. 'H SIMP (300Mrw,
CDCls): 6 2,97 (s, 3H), 4,02 (br s, 1H), 5,30 (br s, 1H),
7,20 (m, 1H), 7,66 (m, 1H), 8,08 (m, 1H), 8,45 (m,
1H). MC (XIAT) pospaxoBaHo ans C7H1oN4: 150,09,
sHaiigeHo: (M+H"): 151,3.

Etan 2: 2-(5-OietokcmmeTnn-1-meTnn-1H-
[1,2,4]Tpnason-3-in)-nipnauH

CH;

KpyrnogoHHy Tpuropny konby Ha 11 3aBaHTaxy-
Banu poO34YMHOM, OTPUMaHWM Bif HATPIN MeToKcuay
(9,41r, 0,174 mon, 0,9ekBiB.) y 6€3BOAHOMY MeTaHON
(150mn).  PosuvH  pieTokciaueToHiTpuny  (25r,
0,193mon) y 6e3soHomy meTaHon (70mn), gogasanu
00 pO34MHYy MeToKcuAay MOBIifbHO, NPOTAroM 15 xBu-
NUH Yepes ninky. PeakuiiHy cymilw Toai nepemillyBsa-
NN NPOTArOM Hodi NpW KiMHATHIA Temnepatypi Ta
HaAnUWOK MeTaHomy BWMaploBanu nig BaKyyMoOM .
YTBOpeHe macno po3baBnsnm BOAOK Ta ekcTparysa-
M etunauetatoM  (2x250mn), Tomi  CH.CI,
(2x250mn1). OpraHiyH has3v noegHyBanm Ta CyLInnm
Na SO., dinbTpyBanu Ta KOHUEHTPYBanu nig Bakyy-
MOM oTpumytoun 9r (29%) cuporo meTtun  2,2-
JieTokcieTaHimigoarty, wo maB Ynctoty 80-85% 3a 'H
AMP. Lle 3actocoByBanu Ha HacTynHomy etani 6e3
oumncTkn. KpyrnogoHHy konby Ha 0,5n 3aBaHTaxyBa-
nm  posumHoM amigpasoHy 3 etany 1, N-
MeTunnipuanH-2-kapoorigpasoHamigy (22r,
0,0548mon) y metaHoni (75mn), pasoM 3 po3yYMHOM
cuporo imigaTtHoro ectepy (8,84r, 0,0548mon) y me-
TaHoni (75mn). Cymiw obpobnanu nbogsHoOK ouTo-
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BOK kucroTow (4,75mn, 1,5ekBiB.) Ta nepemillyBanu
npy KiMHaTHIA TemnepaTypi NPOTAroM HOYi NpU KOHT-
poni PX/MC cTocoBHO 3HMKHEHHS amigpa3oHy. MeTa-
HOM BMNaploBanu Mig BakyyMOM Ta yTBOpPEHe Macrio
HemTpanisyBanu HacuyeHum BogHum NaHCOs. [lMpo-
AYKT ekcTparyBanu etunauetatom (3x150mn) Ta op-
raHiyHy dpasy cywmunm NaxSOs, dinbTpyBanu 1a KoH-
LeHTpyBanu, oTpumytoumn xosTe macno (11,06r, 76%
CMpOro BMUXOdy) aueTanbHOro HamiBMPOAYKTY, LWO
3acTOCOBYBanu Ha HacTynHoMmy etani 6e3 ouncTku.
Etan 3: 2-MeTtun-5-nipuanH-2-in-2H-
[1,2,4]Tpnason-3-kapbanbaeria

Auetanb 3 etany 2, 2-[5-(gietokcumertun)-1-
metun-1H-1,2,4-tpnason-3-injnipuauvH (11,06r,
0,042mon) posunHsanu y 1,5eksiB. 2H HCI (BogH.) Ta
nepemiwysanu npu 40-50°C, npotarom Houi. Cymiw
KOHLIEHTPYyBanu, oTpUMYyIoun rycte mMacro, KoTpe ToAi
nignyxysann go pH 10, 3acTtocoByouM Hacu4eHumn
BogHun NaxCOs. Cymil Todi ekcTparysanu, 3acToco-
BYylOuM etunauetaT (4x200mn), opraHiyHuiA wap cy-
wum NapSOs, dinbTpyBanu Ta KOHLEHTpPyBanu OO
)KOBTOro TBEPAOro MpoaykTy. TBepaun nNpodykT pos-
YMHANM Y MiHIManbHIA KiNbKOCTi rapsyoro etunauera-
Ty Apsinanu Ta po3baensany rekcaHamy Ans nepekpu-
cTanizauii  npoaykty, oTpumytoum  3,6r  (45%)
noTpibHoro anbaerigy sk KOBTUIA MOPOLLIOK. 'H AMP
(300Mr'u, CDCl3): 5 4,28 (s, 3H), 7,46 (m, 1H), 7,82
(m, 1H), 8,15 (m, 1H), 8,78 (m, 1H), 10,08 (s, 1H).
MC (XIAT) pospaxoBaHo anst CgHgN4O:188,07, 3Har-
peHo: (M+H): 189,3.

Mpuknag, B(17): 6-[2-(5-Xnop-2,4-
AnmeTokeudeHin)eTun]-6-umnknoneHTun-4-rigpokcu-3-
[(1-meTun-3-deHin-1H-1,2,4-Tpnazon-5-in)metnn]-
5,6-gurigpo-2H-nipaH-2-oH

-0

HaC.

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy B(15), 3acTtocoByioun 2-metun-5-geHin-
2H-[1,2,4]Tpnazon-3-kapbanbderig rigpoxnopug rig-
paT 3 eTany 1 HWk4Ye 3aMiCTb 2-MeTun-5-nipasuH-2-in-
2H-[1,2,4]Tpnazon-3-kapbanbgeria ~ gurigpoxnopug
MoHorigpaTy, Ta 3acTOCOBYOUM OAWH eKBiBaneHT
TpMeTUnamiHy 3amictb 4Box. Buxia: 100mr (23%). 'H
AMP (300MI'y, AMCO-dg): & 1,30-1,77 (m, 8H), 1,88
(m, 1H), 2,1 (m, 1H), 2,35 (m, 1H), 2,45-2,55 (m, 2H,
nepekputo OMCO-ds), 2,68 (d, J=17,6l'y, 1H), 2,73
(d, J=17,6l'u, 1H), 3,65-3,7 (s, nepekputo ABQ,
J=16,7T'y, 3aranom 5H), 3,82 (s, 3H), 3,86 (s, 3H),
6,65 (s, 1H), 7,12 (s, 1H), 7,28 (m, 3H), 7,71 (d,
J=8I"y, 2H). 10,98 (br s, 1H). PX-MC (XIAT) po3paxo-
BaHo Ans CsoH34CIN3Os5:551,22, 3HangeHo: (M+H+):
552,4 m/z.
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Etan 1: 2-Metun-5-cpeHin-2H-[1,2,4]Tpnason-3-
kapbanbgerig rigpoxnopug rigpat

HyG.,
NN "
Hm)% et
o

3aronoBHy cCnomyky OTpUMYBanu aHamnoriyHo
etany 3 npuknagy B(15);, 3actocomyioun N'-
meTunbeH3on-kapborigpa3oHamig  (BinbHa OCHOBa
amigpasoHy, onucaHo y: Metz, H.J.; Neunhoeffer, H.
Chem. Ber. 1982, 115, 2807) 3amictb N'™-
MeTunnipasuH-2-kapborigpasoHamigy 3 etany 2 Toro
npuknagy. 'H AMP (300Mru, AMCO-ds): & 4,17 (s,
3H), 7,30 (br m, 3H), 7,48 (m, 3H), 8,02 (d, J=9I'u,
2H), 9,99 (s, 1H). MC (XIAT) pospaxoBaHO Ansi
C10HgN3O: 187,07, 3HanaeHo: (M+H+): 188,3.

Mpuknapg B(18): 6-[2-(5-Xnop-2,4-
AvmeTokeudeHin)etun]-6-unknoneHTun-3-[(1-etnn-
3,5-aumeTnn-1H-nipason-4-in)metun]-4-rigpokcu-5,6-
aurigpo-2H-nipaH-2-oH

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy B(15), 3actocoBytoun 1-etun-3,5-gumeTnn-
1H-nipason-4-kapbanbgerin ~ 3amictb  2-meTun-5-
nipa3vH-2-in-2H-[1,2,4]tpnason-3-kapbanberig auri-
Apoxropua MoHorigpaty Ta 6e3 Tpuetunaminy. MNicns
BOAHOI 0BpobkM MpOAyKT MepekpucTanisoByBanu 3
CyMilli raps4oro etunaueTtaTty, MeTaHony Ta eTepy,
oTpUMytoumM 242Mmr (60%) 3aronoBHOro NpoaykTy. 'H
AMP (300MI'y, OMCO-ds): & 1,14 (t, J=7Iu, 3H),
1,23-1,8 (m, nepekputo, 10H), 2,01 (s, 3H), 2,10 (s,
3H), 2,23 (m, 1H), 2,38 (m, 2H), 2,5 (d, 1H, nepekpu-
To AMCO-ds nik), 2,67 (d, J=17,9"'y, 1H), 3,15 (ABQ,
J=15,2l'y, 2H), 3,74 (s, 3H), 3,82 (s, q nepekpuTo,
3aranom 5H), 6,7 (s, 1H), 7,0 (s, 1H), 10,58 (br s, 1H).
PX-MC (XIAT) po3paxoBaHo ans
C28H37CIN205:516,24, 3HalaeHo: (M+H+): 517,4 m/z.

Mpuknapg, B(19): 6-[2-(3-xnop-4-
isonponokcudeHin)etnn]-6-unknoneHTun-3-[(1-etun-
3,5-aumeTnn-1H-nipason-4-in)metun]-4-rigpokcu-5,6-
aurigpo-2H-nipaH-2-oH

~—CHsg

Cl

PosunH 6-[2-(3-xnop-4-izonponokcu-geHirn)-
€TWn]-6-uuKnoneHTunN-aurigpo-nipax-2,4-aioHy
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(379wmr; 1,0Mmon 3 etany 1 Hwk4ye) Ta 1-eTun-3,5-
anmveTnn-1H-nipason-4-kapbanbgerioy (152wr;
1,1mMmon) y meTtaHoni rpinv npu 40°C npoTsAroMm Houi.
PeakuinHy cymiw obpobnsnu (CHs)NHBH3 (65mr,
1,1ekBiB.) Ta rpinu npu 40°C MpoOTAroM Ho4i 3HOB.
PeakuinHy cymiw posnoginsamu mik EtOAc ta H20.
Wap EtOAc cywwmnu NaxSOs, KOHUeHTpyBanmu Ta
ounanu 3BopoTHo-has3osow BEPX, 3acTocoBytoumn
0,1%HOAc y HO Ta CH3CN. (KonoHka: Water's
Bondapak, C18, po3amip yactuHok: 37-55 MiKpoH po3-
Mip  KonoHku: 47x300MM;  WBWAKICTE  MOTOKY:
70mn/xsunuH; HOetektop: npu 254HM; bydep A:
0,1%HOAc y H.0O; Bydep B: 0,1%HOAc y CH3CN.
KonoHky ypiBHOBaxyBanu y A npoTaroMm 20 XBUIUH.
3pas3k posuuHanuM y 5mn OMCO, dinbtpyBanm Ta
yBOAMNWM Yy KOMOHKY. [papieHT Tpumanu npu
75%A/25% npoTarom 5 xBunuH Ta TOAI NiHiiHO 36i-
newysanu go 55%A/45%B npotarom 15 xBunuH Ta
Todi Tpumanu izokpatuyHo npu 45%B npoTtarom e
25 xBunuH. ToTpibHWMIA NpogykT enoBaBcA Ha 28
xBUNuHI). MpoaykT, Wwo MicTUTb dpakuii niodinisysa-
N1, OTPUMYKOYM 3arofioBHy CMOMyKy $K MNOPOLUK
(196,2mr, 40%), 'H AMP (400MIy, AMCO-dg): & 1,13
(t, 3H), 1,26 (d, m nepekputo, 8H), 1,35-1,63 (m, 6H),
1,75 (m, 2H), 2,02 (s, 3H), 2,10 (s, 3H), 2,21 (m, 1H),
2,39 (m, nepekputo, 3H), 2,61 (d, J=16,4I"y, 1H), 3,1
(m, 2H, nepekputo H2O nik), 3,81 (q, 2H), 4,56 (7
niHe pattern, 1H), 6,90 (d, J=8,8I'u, 1H), 7,00 (d,
J=8,8I'y, 1H), 7,11 (s, 1H). PX-MC (XIAT) po3spaxo-
BaHO Ansa CogH3gCIN2O4: 514,26, 3HanaeHo: (M+H+):
515,3 m/z.

Etan 1: 6-[2-(3-Xnop-4-izonponokcu-geHin)-
eTnn]-6-uunknoneHTuUn-aurigpo-nipaH-2,4-0ioH

o

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npvknagy B(2), npyyomy  4-6pom-2-xnop-1-
izonponokcu-6eH3on 3acTocoBaHo 3amicTe 4-0pom-2-
xnop-1-meTaHcynboHinN-6eH3on 3 eTany 2 TOro npu-
knagy. 'H AMP (CDCls): 6 1,36 (d, J=6,0ru, 6H),
1,52-1,82 (brm, 8H), 1,94 (m, 2H), 2,27 (m, 1H), 2,60
(t, J=7,9I"y, 2H), 2,76 (s, 2H), 3,43 (s, 2H), 4,50 (m,
1H), 6,86 (d, J=8,5Iu, 1H), 6,94 (d, J=8,5Iy, 1H),
7,14 (s, 1H), (m, 3H). AnHani3: pospaxoBaHO Ans
C21H27ClOq4: C, 66,57;H, 7,18. 3HanpeHo: C, 66,33;H,
6,96.

Mpuknag B(20): 2-[4-(2-{2-LUvknoneHTnn-5-[(2-
eTtun-5-okco-5H-[1,3,4]tiagiasono[3,2-a]nipyMiauH-7-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
in}eTun)-2-donyopdeHin]-2-MmeTnnnponaHHiTpun

Gl
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3aronosHy cnomnyky oTpumyBanu Ha 0,5-mmon
scale aHanoriyHo npuknagy B(19): 3a BuHATKOM, 3a-
CTOCOBYHOUM 2-{4-[2-(2-umknoneHTun-4,6-giokco-
TeTparigpo-nipan-2-in)-etun]-2-cnyop-ceHin}-2-
mMeTun-nponioHiTpun 3 etany 3 npuknagy A(84) 3a-
MiCTb 6-[2-(3-xnop-4-izonponokcu-deHin)-eTun]-6-
LUMKNoneHTUN-aurigpo-nipaH-2,4-gioH T1a 2-eTun-5-
okco-5H-[1,3,4]tiagiazono[3,2-a]nipumignH-7-
kapbanbgerig 3 etany 2 Hwx4ye 3amictb 1-eTun-3,5-
anveTnn-1H-nipason-4-kapbanegerin.  Buxig: 10mr
(4%)."H AMP (300Mry, OMCO-dg): & 1,29 (t, 3H),
1,35-1,7 (s, m nepekputo, 14H), 1,99 (m, 2H), 2,38
(m, 1H), 2,63 (m, nepekputo, 3H), 2,75 (d, 1H), 3,03
(9, 2H), 3,48 (ABq, 2H), 6,06 (s, 1H), 7,10 (m, nepe-
kputo, 2H), 7,35 (m, 1H), 10,98 (s, 1H). PX-MC (XI-
AT) pospaxoBaHo Ana CaoHasFN204S: 564,22, 3Han-
peHo: (M+H"): 565,2 m/z.

ETan 1: 7-XnopmeTtun-2-eTus-
[1,3,4]tiapgiaszono[3,2-a]nipumianH-5-oH

.

e
o

o

3aronoBHy cronyky OoTpuMyBanu moaudikaLieto
of procedure, onucaH gnsa axanorie: (J. MeTepoumk-
niyH Chem. 1983, 20, 1053). Tpuropny konby Ha 3n 3
overhead nepeMmillyBaHHS 3aBaHTaXyBanu Harpit
nonidocdatH kucnot (npubnusHo 250r), 2-amiHo-5-
etnn-1,2,4-tiagiason (45,2r, 0,35mon) Ta etun-4-
xnopaueTtoauetaT (86,4r, 0,525mon, 1,5eksiB.). Cy-
Miw rpinv go 110°C 3 eHeprinH nepemillyBaHHA. Ye-
pe3 30 xBunuH, npu exothermic peakui man micue,
yTBOpeH Ao 36inmbleHHs y Temnepatyp go 140°C,
30iMbLUEHHST TYCTUHM Ta MOSIBU TEMHILLOTO KOMbOpy.
HarpiBaHHA 3ynuUHANN, peakuiiHy CyMill OXOMNomKy-
Banm go 80°C, Togi obpobnsnu noBinNbHO BOAOH
(300Mmn1) yepes ninKy. YTBOpPEHY CyMill MepeHocunm y
3-n beaker, oxonompKkyBanu y nboasHin 6aHi Ta HENT-
panigysann go pH 6 [Oo 7, 3acTOCOBYHOYM BOJH.
NaOH (10%). Teepg, WO ocamkeH inbTpyBanu,
npommBanu BOAOK, €Tep Ta MeTponenH eTep, ToAi
CyLUMnu Mig BakyymoM, oTpumytoun 66,4r (83%) 3aro-
FIOBHOTO MPOAYKTY SIK )XOBTO-YEPBOHMUI KpUCTanivyHmm
TBepAuit npoaykT. 'H AMP (300Mru, CDCls): & 1,46
(t, J=7,5I"y, 3H), 3,09 (q, J=7,5T"y, 2H), 4,42 (s, 2H),
6,61 (s, 1H). MC (XIAT) pospaxoBaHo [Ans
CsHsCIN3OS: 229,01, 3HanaeHo: (M+H+): 230,0.

Etan 2: 2-Etun-5-okco-5H-[1,3,4]tiagiazono[3,2-
a]nipyumiaunH-7-kapbanbaerig,
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Cymiw 7-XnopmeTun-2-etun-
[1,3,4]tiapiasono[3,2-a]nipuMianH-5-0H (11,48r,
50mmon), HaTpii noamg (15r, 100Mmon, 2ekBiB.), Ha-
Tpin rigpokapboHaTt (12,6r, 150mmon, 3eksiB.), BOg
(25mn) Ta AMCO (250 mn) nepemiwyBanu Ta rpinu
npun 80°C npotsrom 18 roguH. JleTiovi npoayktn Bynu
mostly Bugananu Ha pOTOPHOMY BWNApHWKY, ToAi
3anuwok obpobnann eTunaueTar Ans OCafKEHHSs
coni Ta cyMmiw ginbTpyBanu. dinbTpaT niodinisysanu
Ta xpomaTorpadpyBanu Ha cumikareni, 3acTOCOBYOYM
rpagieHT etunauetaty o 3% meTtaHony B . eTunaue-
TarTi, OTPUMYOYM 2-eTun-7-rigpokcuMeTus-
[1,3,4]tiapgiasono[3,2-a]nipumignH-5-oH (4,24r, 40%).
Llen cnupTt posumHsanu B aueTtoHi (150mn) Ta rpinu
NP KUNiHHI Nig 3BOPOTHUM XONOAWBHUKOM MPOTAroM
3 ni6 3aranom 3 15 eksiBaneHTamn MnO,, gogaHuMmm
nopuisiMm no 3-ekBiB., OTPUMYIOHU MOBHE MNEPETBO-
peHHa 0o BignosigHoro anbderigy. PeakuinHy cymiw
GinbTpyBanu 4Yepes OpoyHMINEpuT, Wap npomMmusanu
auetoHoMm (3x100mn) Ta pinbTpaT KOHUEHTpyBanu
nig BaKyymMOM, OTPMMYHOUM 3arofioBHUA MpOAYKT
(2,84r, 67%). 'H AMP (300Mry, CDCls): & 1,55 (t,
3H), 3,10 (g, 2H), 6,98 (s, 1H), 9,90 (s, 1H). MC
(XIAT) pospaxoBaHo pgna CgH7CIN3O.S: 209,03,
3HaigeHo: (M+H"): 210,2.

Mpuknag B(21): 3-[(2-AmiHo-7H-nypuH-6-in)Tio]-
6-[2-(5-xnop-2,4-aumeTtokcndpenin)eTmun]-6-
umknoneHtTunaurigpo-2H-nipax-2,4(3H)-gioH

N/I“‘NH
2
S
N~ “NH>
HiC. 7

? 0
HBQD

Cl

Cymiw 3-xnop-6-[2-(5-xnop-2,4-aMmeToKcu-
deHin)-eTnn]-6-uuknoneHTuN-4-rigpokcun-5,6-aurigpo-
nipaH-2-oHy (190mr, 0,46MMmon, 3 eTany 1 Hux4e), 2-
amiHo-9H-nypuH-6-Tiony (90mr, 0,5mMmon) Ta TpueTwu-
naminy (1eksis.) y AM® (3mn) rpinv npmn 50°C npots-
rom Hodi. PeakuivHy cymiw 6yn partioned mixx Bogoto
Ta etTunauetatom. OpraHiyHy a3y KOHLEHTpyBamm
Ta NpoAyKT BWUAINANM 3BOPOTHO-pasoBold BEPX,
oTpumytoumn 38mr (14%). 'H AMP (300MIy, AMCO-
ds): 8 1,35-1,75 (m, 8H), 2,0 (m, 1H), 2,18 (m, 1H),
2,35-2,55 (m, 3H, nepekputo OMCO-ds), 2,73 (d,
J=17,3l"y, 1H), 2,83 (d, J=17,3l'y, 1H), 3,77 (s, 3H),
3,85 (s, 3H), 5,75 (br s, 2H), 6,71 (s, 1H), 7,15 (s,
1H), 7,81 (s, 1H); PX-MC (XIAT) po3paxoBaHo Ans
C25H28CINsOsS: 545,15, 3HanaeHo: (M+H+): 546,1
m/z.

Etan 1: 3-Xnop-6-[2-(5-xnop-2,4-gumeTokcu-
deHin)-eTnn]-6-unknoneHTuN-4-rigpokcun-5,6-aurigpo-
nipaH-2-oH
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Hyc.. HO o0

HiC.
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3aronoBHy CMONyKy OTpMMyBanu XMOpPyBaHHAM
6-[2-(5-xnop-2,4-gumeTtokcun-deHin)-etun)-6-
LMKONeHTUN-aurigpo-nipax-2,4-aioHy 3 etany 6 npu-
knagy B(15) cynbdypunxnopugom y OUXNIOpMETaHi
npu KiMHaTHii TemnepaTypi. 'H AMP (CDCl3) & 1,51
(m, 8H), 1,79 (m, 1H), 2,06, (m, 2H), 2,45 (m, 2H),
260 (m, 1H), 2,67 (d, J=17,75,1H), 2,92 (d,
J=17,75,1H), 3,82 (s, 3H), 3,92 (s, 3H), 6,44 (s, 1H),
7,06 (s, 1H). MC-BP pospaxoBaHo ans CzoH2405Cl>
(M+H+) 415,1079, 3HangeHo: 415,1063.

Mpuknag B(22): 2-[2-Xnop-4-(2-{2-uuknoneHTun-
5-[(1,3-aumeTnn-1H-1,2,4-tpnason-5-in)metnn]-4-
rifgpokcn-6-okco-3,6-aurigpo-2H-nipax-2-
in}etun)deHin]-2-meTunnponaHHiTpun

HsC.y Ny

x.N‘}*CHS

N ¢

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy  A(1);,  npuyomy  2-{2-xnop-4-[2-(2-
LuknoneHTun-4,6-giokco-TeTparigpo-nipaH-2-in)-
etun]-deHin}-2-MeTun-nponioHiTpMn.3 etany 5 Huwx-
Ye, 3acTocoBaHO 3aMiCTb 6-[2-(3-xnop-5-eTun-4-
MeToKcK-heHin)-eTun]-6-unknoneHTun-gurigpo-
nipan-2,4-gioHy, a 2,5-gumetnn-2H-[1,2,4]tpnason-3-
kapbanberia 3actocoByBanu 3amicte 5,7-OumeTun-
[1,2,4]tpnasono[1,5-a]nipumignH-2-kapbanbgerigy vy
ToMy X mpuknagi. 'H AMP (300Mru, AMCO-ds): &
1,47-1,74 (m, 8H), 1,79 (s, 6H), 2,01-2,11 (m, 8H),
2,36-2,42 (m, 1H), 2,56 (d, J=16lu, 1H), 2,60-2,66
(m, 2H), 2,77 (d, J=16I"u, 1H), 3,53 (d, J=16y, 1H),
3,62 (d, J=16lu, 1H), 7,25 (dd, J=8,2,1,8I'y, 1H), 7,4
(d, J=1,8I'y, 1H), 7,45 (d, J=8,2I'4, 1H). AHani3: po3-
paxoBaHo Ansa Cz7H33CIN4O3:0,25H,0: C, 64,66;H,
6,73; N, 11,17. 3HangeHo: C, 64,88;H, 6,74; N, 10,86.
IEP-MC (MH+): 498.

Etan 1: (4-Bpom-2-xnop-ceHin)-metaHon

Br

QOH ClI

4-Bpom-2-xnop6eH30HY Kncnoty (5r,
21,23mmon) po3dnHsnn y cyxomy TId (100mn) Ta
oxonogxkysanm go 0°C. 1M po3uvH BH3.TI® y TId
(31,85mn, 31,85mMmon) noBinbHO gopgasanu. Peakuin-
Hy CyMiLLl MepemiLLyBanu NpoTAroM Houi, 4O3BOMNSAYN
NOCTYMNOBO JOCArTU KIMHATHOI TeMnepaTtypu. Teepani
KoCOs3 (1r) Ta H2O (100mMn) gogaBanu Ta peakuinHy
cyMmiw nepemiwysanu npotaroMm 30 xsunuH. TT® Bu-
naptoBanu Ta 3anuwok ekctparysanu EtOAc (30mn).
OpraHiuHy dasy npommeanu 1H HCI (3x50mn), pos-
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conom (3x50mn), cywunn Na SO4 Ta BunaproBanu.
3anuwok ounwanu dgneL-KonoHKOBOK Xpomarorpa-
dieto (30% EtOAc y rekcaHax), OTPMMYIOUM NPOJYKT
(2,80r, 50%) sik 6e3bapaHe macno. 'H AMP (400Mrw,
CDCl3): & 4,73 (d, J=5,8I'y, 2H), 7,37 (d, J=8,1I'u,
1H), 7,42 (dd, J=8,1T"'u, 1,7), 7,52 (d, J=1,7T'u, 1H).
Etan 2: 4-bpom-1-6pomMmeTun-2-xmnop-6eH3on

[o posunHy (4-6pom-2-xrop-gheHin)-meTaHony
(2,80r, 12,67mmon) 3 etany 1 Buwe y CHJCl,
(60,0mn) npy nepemiwyBaHHi nig aproHom npu 0°C,
popasanu kapboH TeTpabpomig (4,41r, 13,30mmon),
a notim Tpudpenindocdin (3,48r, 13,30mmon). YTBO-
peHy cyMmilw nepemillyBanu nNpoTarom 4 roguH npu
KiMHaTHIN TemnepaTypi. YTBOpPeHy peakuiiHy cymill
KOHUEHTpYBanu Mig BakyymMOM Ta CUPWA 3amnuLioK
ounwany drnew-konoHkosot xpomatorpadieto (10%
EtOAc y rekcaHax), oTpymytouM HaniBnpodykT 6pomia
sk npo3ope macrio (3,59r, 100%). 'H SMP (400Mru,
CDCIs): & 4,53 (s, 2H), 7,29 (d, J=8,2I'y, 1H), 7,39
(dd, J=8,2, 1,9y, 1H), 7,56 (d, J=1,9y, 1H).

Etan 3: (4-bpom-2-xnop-ceHin)-aueToHiTpun

Br

CN I

Ho po3umHy  4-6pom-1-6pommeTun-2-xmnop-
6eH3ony (3,59r, 12,67mmon) 3 eTany 2 BuLe Ta TeT-
pabytunamoHin  6pomigy  (0,41r, 1,27mmon) vy
CHCl2/H20 1:1 (60,0mn), npy nepemiwyBaHHi goga-
Banu po3unH KCN (2,48r, 38,01mmon) y H2O (30mn).
YTBOpEHY OpaHXeBYy CyMill nepemillysann npu Kim-
HaTHIN Temnepatypi npotarom 3 roauH. Lapu yTtBO-
peHoi peakuinHOi CyMili po3ginanuM Ta opraHivyHuim
wap npommBann NaHCOs; (3x50mn), ToAi cywwmnm
NazSO4, inbTpyBanu Ta KOHUEHTPYBanu nig Bakyy-
MOM. Cupun 3arnuLioK ounanu drneww-
xpomaTtorpadieto (30% EtOAc y rekcaHax), oTpumy-
104N HaniBNPOAYyKT sk npo3ope macno (3,59r, 100%).
"H AMP (400Mru, CDCls): & 3,79 (s, 2H), 7,37-7,60

(m, 3H).
Etan 4: 2-(4-Bpom-2-xnop-ceHin)-2-meTun-
NponioHITpUN
Br
Hy
HyC
CN Ci

NaH (95%, 1,18r, 49,35mMmon) cycneHgyBamu y
OM® (25mn) Ta oxonomkysanu go 0°C. 4-6pom-2-
xrop-deHin)-aueToHiTpun (2,27r, 9,87mmon) 3 etany
3 Buwwe posunHanu y TI® (10mn) Ta nosinbHO goaa-
Banu 4yepes KaHMo Ta peakuiiHy CyMmill nepemilly-
Banu 20 xsunuH. Mel (6,10mn, 98mmon) gogasanu Ta
YTBOPEHY CyMill MnepemillyBanu ApoTAroM Hodi npu
KiMHaTHin Temnepatypi. PeakuinHy cymiw racunm H,O
(50mn). Po3unHHMKM BMAananu nig Bakyymom Ta 3a-
nuwok posnoginanu mix EtOAc ta 1H HCI (50mn).
OpraHiyHy a3y cywwunum NaSOs4 Ta BunaptoBanu.



227

Cvpvin  opraHiyHMM nNpogykT ouvwanu  dneww-
KoroHKkoBolo xpomatorpadieto (5% EtOAc y rekca-
Hax), OTpUMyo4M NPoAaykT (2,23r, 87%) Ak nposope
macrio. 'H SMP (400Mru, CDCI3): 6 7,34 (d, J=8,4I"'y,
1H), 7,43 (dd, J=8,4,2,0y, 1H), 7,61 (d, J=1,8y,
1H).

Etan 5: 2-{2-Xnop-4-[2-(2-unknoneHTun-4,6-
Jiokco-TeTparigpo-nipan-2-in)-eTun]-geHin}-2-meTur-
nponioHITpun

O
O

M,
CN O

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npuyomy 2-(4-6pom-2-xnop-eHin)-2-
MEeTUN-NPONIoHITPpUN 3 etany 4 Bulle 3aCTOCOBaHO
3aMicTb 1-6eH3nnokcn-2-eTun-4-roa-5-nponokcu-
GeHsony 3 eTary 4 Toro npuknaay. 'H AMP (400Mrw,
CDCls): 6 1,39-1,71 (m, 8H), 1,81-1,87 (m, 8H), 2,10-
2,15 (m, 1H), 2,59-2,68 (m, 2H), 3,51 (s, 2H), 3,75 (s,
2H), 7,11 (dd, J=8,1'y, 1,8), 7,27 (d, J=1,8I'y, 1H),
7,37 (d, J=8,1Tu, 1H). MC (IPE): 388 (M+H)".

Mpuknag B(23): 2-[2-Xnop-4-(2-{2-unknoneHTun-
5-[(1-eTun-1H-nipa3on-4-in)meTnn]-4-rigpokcn-6-
okco-3,6-aurigpo-2H-nipaH-2-infetun)deHin]-2-
METUMNPONAaHHITPWN

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy B(22), npuyomy 1-etun-1H-nipason-4-
kapbanberia 3actocoByBanu 3amicTb 2,5-gumeTun-
2H-[1,2,4]Tpnazon-3-kapbanbgerigy y Tomy X npu-
knagi. 'H AMP (300Mru, OMCO-de): & 1,43 (t,
J=7,2l'y, 3H), 1,4-1,76 (m, 8H), 1,78 (s, 6H), 2,04-
2,28 (m, 4H), 2,63-2,65 (m, 2H), 3,64-3,74 (m, 3H),
4,06-4,08 (m, 2H), 6,91-7,6 (m, 5H), 9,90 (s, 1H).
AHanis: pospaxoBaHo anst CysHz4CIN3O3:0,25H,0: C,
67,19; H, 6,95; N, 8,39. 3nangeHo: C, 67,30; H, 6,99;
N, 8,50. IEP-MC (MH+): 497.

Mpuknag B(24): 2-[2-Xnop-4-(2-{2-uuknoneHTun-
4-rigpokcu-5-[(1-meTtnn-1H-nipason-4-in)metnn]-6-
okco-3,6-aurigpo-2H-nipan-2-infetun)deHin]-2-
METUMNPONAHHITPMN
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy B(22), npuyomy 1-metun-1H-nipason-4-
kapbanberia 3actocoByBanu 3amicTb 2,5-gumeTun-
2H-[1,2,4]Tpnazon-3-kapbanbgerigy y Tomy X npu-
knagi. "H AMP (300MIy, CDCls): 5 1,42-1,68 (m, 8H),
1,85 (s, 6H), 2,29-2,79 (m, 5H), 3,24-3,48 (m, 3H),
3,61 (s, 2H), 3,82 (s, 2H), 6,89-7,39 (m, 5H), 7,33-
745 . (m, 1H). Amnanisa: pospaxoBaHO Ans
C27H32CIN3O3-0,5H.0: C, 66,04;H, 6,77; N, 8,56.
3HangeHo: C, 65,94;H, 6,73; N, 8,46. IEP-MC (MH+):
483.

Mpuknag B(25): 2-[2-Xnop-4-(2-{2-uuknoneHTun-
4-rigpokcu-6-okco-5-[(1,3,5-TpumeTnn-1H-nipason-4-
in)metun]-3,6-gurigpo-2H-nipanH-2-in}etun)deHin]-2-
METUMNPONAHHITPMIN

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy B(22), npuwyomy 1,3,5-Tpumetunn-1H-
nipason-4-kapbanbgerig 3actocoByBanu 3amicte 2,5-
anmetun-2H-[1,2,4]tpnason-3-kapbanbgerigy y Tomy
X npuknagi. 'H AMP (300Mry, AMCO-de): & 1,40-
1,67 (m, 8H), 1,75 (s, 6H), 1,70-1,83 (m, 2H), 1,99 (s,
3H), 2,08 (s, 3H), 2,21-2,25 (m, 1H), 2,49-2,52 (m,
3H), 2,64 (d, J=16I"u, 1H), 3,08 (d, J=14I"y, 1H), 3,20
(d, J=14Iu, 1H), 3,50 (s, 3H), 7,05 (dd, J =8,2,1,8I'y,
1H), 7,27 (d, J=1,8u, 1H), 7,39 (d, J =8,2 'y 1H),
10,7 (s, 1H). Awnanis: pospaxoBaHO  [Ans
C29H36CIN303,0,25H,0: C, 67,69; H, 7,15; N, 8,17.
3HangeHo: C, 67,72; H, 7,11; N, 8,02. IEP-MC (MH+):
511.

Mpuknag B(26): 2-[2-Xnop-4-(2-{2-uuknoneHTun-
5-[(5,7-gnumeTun[1,2,4]Tpnasono[1,5-alnipumignH-2-
in)(meTnn)amiHo]-4,6-giokcoTeTparigpo-2H-nipan-2-
in}etun)deHin]-2-meTunnponaHHiTpun

S
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Mpu nepemilwyBaHHi cycneHsito 2-{2-xnop-4-[2-(2-
UUKNoneHTun-5-imiHo-4,6-aiokco-TeTparigpo-nipaH-2-
in)-eTnn]-cpeHin}-2-meTun-nponioHiTpuny (0,63r,
1,53mmon, 3 etany 1 Hwkye), N-metnn-4H-1,24-
Tpuason-3,5-giaminy (0,27r, 1,53mmon, 3 ertany 3
Hwk4e) Ta Rhy(OAC). (0,00041r, 0,00092mmon), y
rekcacpniyopbeHnsoni (7mn) nig aproHom rpinu npu
80°C npotsirom 8 roguH. PeakuinHy cymiw BunmBanm
y Bogy (10mn) Ta ekctparysanu EtOAc (3x5wmn). Op-
raHiyHi Wwapu noegHyeBanu i NpoMuBanu Hacu4eHuM
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NaCl ta cywunm NaxSO4. Po3unHHWkM BMaananu Ta
3anuvLOK ouunwanu reLu-KonoHKOBOK XpomaTorpa-
dieto (30-80% % EtOAc y rekcanax, togi 2-4% Me-
OH/CH:Cl3), oTprmMytoun NpoayKT SiK XXOBTUIN TBEPAUN
maTepian (0,086r, 6%). 'H SAIMP (300MIw, [IMCO-ds):
8 1,37-2,01 (m, 16H), 2,26-2,33 (m, 1H), 2,41-2,69
(m, 8H), 3,32 (s, 2H), 3,43 (d, J=2,5I'y, 3H), 5,26-5,39
(m, 1H), 7,20-7,21 (m, 1H), 7,29-7,32 (m, 1H), 7,42-
7,47 (m, 2H). IEP-MC (MH+): 563.

Etan 1: 2-{2-Xnop-4-[2-(2-unknoneHTun-5-imiHo-
4,6-piokco-TeTparigpo-nipaH-2-in)-etun]-enin}-2-
MEeTUN-NPOonioHITPUN

Nz
0

0

Hy

H:BCNCI

Mpu nepemiwyBaHHi 0O po34unHy 2-{2-xnop-4-[2-
(2-umknoneHTun-4,6-giokco-TeTparigpo-nipaH-2-in)-
eTun]-deHin}-2-MmeTun-nponioHiTpuny (0,5r,
1,29mmon) 3 ertany 5 npuknagy B(22) Tta n-
aueTtamigobeHsoncynbdoHinasngy (0,46r, 1,94mmon)
y TI'® (4mn) nig aproHom gogasanu TEA (0,54mn,
3,87Mmon). YTBOPEHMI PO3YMH MepemillyBanu npu
25°C npotdarom Houi. Po3uuHHMKM BuMpansnu Ta 3a-
NULIOK ouunLany ¢neL-KONoHKOBOK XpomaTtorpadi-
€0 (25-60% % EtOAc y rekcaHax), oTpumyto4m npo-
OYKT sk xoBTe macno. IEP-MC (MH+): 414.

Etan 2: N-metun-4H-1,2,4-tpnason-3,5-giamin

H EY
N‘.{ NH;
,
R R
Cymiww N-uiaHo-N',S-anmeTnnisoTioce4oBUHM

(100r, 0,77mon) ta 85% rigpaswH rigpaty (91,2r,
1,55mon) y EtOH (380mn) rpinu npu kvniHHI nig 3B0-
POTHVMM XOMNOAWIBHUKOM MNPOTAromM 2 roguH. lNMpoTs-
romMm peakuii BMAiNaBca MeTaHTion. Ak peakuia 3aBe-
pwmnacs, 3a JaHuMun KOHTPOIO (TLX:
CH2Cl2/MeOH=20/1), peakujiiHy cymill BunapioBanmu
[0 cyxoro cTaHy. [NeTponenHun eTep godaBanu Ta
TBEpAMM NPOAYKT inbTpyBanu Ta npoMmBanu net-
ponevHMM €eTepoM, OTPUMYIOUU POXEBUA TBEpAUn
npoaykT (77r, 88%). 'H AMP (300MIu, AMCO-ds): &
2,59 (s, 3H), 4,52-6,20 (br m, 3H), 10,67 (s, 1H).
Etan 3: N-metun-4H-1,2,4-tpnason-3,5-giamin

Hg%_‘x-
NN

CH
H3C‘NLN/>-—N
H
[Jo posumHy  N-metun-4H-1,2,4-tpnason-3,5-

niaminy (75r, 0,66mon, 3 eTany 2) y NbOASAHIA OLTOBIN
kucroTi (375mn) popasanu neHTaH-2,4-gioH  (66r,
0,66Mon) Ta cymil rpiny Npy KWNiHHI Nig 3BOPOTHUM
XONoAWnbHUKOM NpoTAroM 8 roauH. PeakuiiHy cymiLl
KOHLEHTPyBanu . nig 3MeHLWeHNM TUCKOM. 3anuiiok
nepeHocunn y CH2Clz (1000mn). Po3uvH npomusanu
po30aBneHM BOAHMM HATPIN rgpoKCnaoM Ta BoA4oH.
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MoegHaHi BogHi wapu ekctparysanm CHCl,
(1000mn). MoeaHaHi opraHivHi pasm cywmnu NaSOs.
Buganann CH.Cl; nig 3MeHWweHMM TUCKOM, XXOBTUM
ocaj inbTpyBanu Ta NpoMmBanu NeTponenHUM ete-
pOM, OTPUMylouM MpomykT (64r, 55 %). 'H SAMP
(300Ml'y, AMCO-ds): 6 2,43 (s, 3H), 2,56 (s, 3H),
2,80 (s, 3H), 6,64 (s, 1H), 6,80 (s, 1H).

Mpuknag B(27): 2-[2-Xnop-4-(2-{2-uuknoneHTun-
5-[(5,7-gnumeTun[1,2,4]Tpnazono[1,5-alnipumignH-2-
in)okcw]-4,6-giokcoTteTparigpo-2H-nipaH-2-
in}eTun)deHin]-2-meTunnponaHHiTpun

HG
eN>23-CH
R ke
N
o
H
H
*on o
3aronoBHy Crnonyky OTpUMyBanu aHaroriyHo
npvknagy B(26), npuyomy 5,7-AnmeTnn-

[1,2,4]tpnasono[1,5-a]nipumignH-2-on 3 etany 3 HUX-
ye 3acTocoByBanu 3aMicTb (5,7-gumeTun-
[1,2,4]Tpnasono[1,5-a]nipumignH-2-in)-meTnnamity y
ToMy X mpuknagi. 'H AMP (300Mru, AMCO-ds): &
1,61-1,84 (m, 10H), 1,88 9s, 6H), 2,12-2,18 (m, 1H),
2,41-2,78 (m, 8H), 3,43 (s, 2H), 3,25-5,30 (m, 1H),
6,53-6,54 (m, 1H), 7,4-7,54 (m, 1H), 7,55-7,57 (m,
1H), 7,63 (s, 1H). IEP-MC (MH+): 551.

Etan 1: N-(AHiniHokap6oHin)-2-(1-
MeTuneTunigeH)rigpasvHkapbokcumigamin,

et

CHa

Ho cycnensii HaTtpito (19r, 0,82mon) B aueToHi
(1000mn) popaBanu  amiHOryaHiavMH — rigpoxnopua,
(100r, 0,91mon) mopuiamu. Cymiw rpinv NP KUMiHHI
nig 3BOPOTHWUM XONOAWUMBHUKOM NPOTAroM 60 XBUMUH.
HarpiBanbHy 6aHi0 Bugananu Ta deHinisouiaHaT
(78,4r, 0,65mon) gopgasanu kpamnsmu npotsarom 30
XBUMUH. CyMil rpinu nNpu KUNiHHI Nig 3BOPOTHUM XO-
nogunbHukom npotsarom we 30 xsunuH. Cymiw Bunm-
Banu Ha nig 3 Bogoto (2,5n). Macno ctBepaxyBanocs
npy KiMHaTHIA TemnepaTypi Npy nepemillyBaHHi npo-
TAromM Houi. TBepaun NpoAykT pinbTpyBanu Ta npo-
MUBanu NeTPONerHMM eTepoM, OTPUMYIOUU NPOAYKT
SIK )XOBTMI TBepaui matepian (150r, 70%).

Etan 2: 5-AmiHo-2,4-aurigpo-3H-1,2,4-Tpuason-
3-0H

H
N
O My NH;
HN-N

Po3unH N-(aHiniHokap6oHin)-2-(1-
MeTuneTunigeH)rigpasmHkapbokcmigamiay (150r,
0,64mon) y 2H xnopwugHin kucnoTi (200mn) rpinv npu
KMNiHHI Nig, 3BOPOTHUM XONOAUIbHUKOM npoTsarom 30
XBUINUH. Po3unH gosoavnu go pH=9 1H BogHuUM Ha-
Tpin rigpokcngom. Cymill KOHUEHTpyBanuM OOKU He
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yTBOPMBCS OcCad. YTBOPEHY CyMill OXOno4XKyBanu Ao
KiMHaTHOI TemnepaTypu Ta TpUManu y X0noaunbHUKY
npotsarom Houi. Ocag dinbTpyBanu, OTPUMYKOYM Mpo-
OyKT (29r, 45%).
Etan 3:
ajnipumigunH-2-on

5,7-OnmeTun(1,2,4]tpuasono[1,5-

H% H
HN-N D—CHg == woN  —CH
o ~N N
N Hi N
A B
Lo pPO34MHY 5-amiHo-2,4-gurigpo-3H-1,2,4-

Tpnason-3-oHy (29r, 0,29mMon) y NbOAsHIA OUTOBIN
kncnoti (140mn) popaBanu neHTan-2,4-gioH  (29r,
0,29Mon) Ta PO34MH IPinn NPU KUMiHHI Nig 3BOPOTHUM
XONoAWNbHUKOM NpoTAroM 8 roauH. PeakuiiHy cymiLl
KOHLEHTpyBanu nig 3MeHLIEHNUM TUCKOM, OTPUMYIOYM
XKOBTUIN TBEpAU NpoaykT. TBepaun NpoaykT inbT-
pyBanu Ta npomuBanu etaHonom (200mn), oTpumyto-
4n NpoaykT (42r, 80%).

Mpuknag B(28): 2-[4-(2-{2-UuknoneHTtun-5-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcn-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)-2-(Tpudnyopmetun)deHinl-2-
METUMNPONAHHITPWN

H
N )—CH
hl'l/ N 3
N
HO_L 0
o
HyC
H
CN CF;

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npuyomy 2-[4-[2-(2-umknoneHTnn-4,6-
JiokcoTeTpariapo-2H-nipax-2-in)etnn]-2-
(TpucbnyopmeTun)deHin]-2-meTnnnponaHHiTpun
(npuknag  A(141))) 3actocoBaHO  3aMiCTb
LMKroneHTun-6-[2-(5-etun-4-rigpokcun-2-nponokcu-
deHin)-eTnn]-gurigpo-nipaH-2,4-0ioHy y TOMy X npu-
knagi. 'H AMP (400Mru, AMCO-dg) &: 1,44-1,76 (br
m, 8H), 1,87 (s, 6H), 2,23 (m, 2H), 2,48-2,61 (m, 8H),
2,80 (m, 3H), 3,76 (d, J=16,2l'y, 1H), 3,89 (d,
J=16,2ly, 1H), 7,10 (s, 1H), 7,72 (s, 1H), 7,77 (m,
2H), 11,01 (s, 1H). MC (IPE): 582,20 (M+H)".

Mpuknag B(29): 2-{3-Xnop-5-[2-(2-unknoneHTun-
4,6-giokcoTeTparigpo-2H-nipaH-2-in)eTun]nipnanH-2-
in}-2-meTnnnponaHHiTpun

HaG
o
e

Lo}
O

6-

HO. .~

H
H
*~ ON CFa
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3aronoBHy cCnomyky OTpUMYBanu aHamnoriyHo
npvknagy B(2), npuyomy 2-[3-Xnop-5-(3-
LMKNONeHTUi-3-0Kco-Nponin)-nipuanH-2-in]-2-metun-
NPOoMioHITpUI, 3 eTany 7 HWX4e, 3aCTOCOBAHO 3aMiCTb
3-(3-xnop-4-meTaHcynbdoHin-geHin)-1-
LMKIONEHTUN-NponaH-1-oHy TOro npuknaay. 'H AMP
(CDCl3) &: 1,43-1,79 (m, 8H), 1,84 (s, 6H), 1,93-1,98
(m, 2H), 2,25-2,30 (m, 1H), 2,69-2,84 (m, 4H), 3,39-
3,59 (m, 2H), 7,55 (s, 1H), 8,29 (s, 1H).

Etan 1: 2-(3-Xnop-5-rigpokcumeTun-nipugnH-2-
in)-2-meTnn-nponioHiTpun
N ™" "QH
Ha L~
HeC CN ¢l
[lo po3unHy 5,6-ONXITOPHIKOTUHOBOI KMCNOTU NpK
nepemiwysaHHi (2,7r, 14,06mmon) y TI® (70,0mn),
popasanu i306yTupoHiTpun (6,37mn, 69,66mmon), a
noTiM Kanii rekcametungucunasmg 0,5M y Tonyoni
(70Mn). YTBOpeEHy OpaHXeBy CyMill nepeMillyBanu
npu 60°C npoTarom Houi. Po34mHHMKM BMgansanu Ta
3anuvLIoK po3nodinsanu mMix etunavertatom (100mn) Ta
1H HCI (100mn). LWapwv yTBOpeHOi peakuiiHoi CyMiLli
po34inanu Ta BOOHUW LWap ekcTparysanu we 3 pasu
etunauetatom. OpraHiyHi Wwapu noegHysanu Ta cy-
wunu NaxSOg4, dinbTpyBanu Ta KOHLUEHTpyBanu nig
BaKkyyMOM [0 >XOBTOrO TBEPAOro nponykry (3,34r).
Ller cupun sanuwok posduHsmv y TId (80mn) Ta
peakuiriHy cymiw oxonogxysanu go 0°C. 1M po3sunH
BH3.TI® y Tre (22,30mn) gogaBanu Ta peakuiniHy
cymiw nepemiwysanu npu 0°C npoTtarom 4 roauH,
ToAi KIMHaTHIN TemnepaTypi NpoTArom Hodi. TBepaumn
Ko.COs3 (2r) Ta Bogy (100Mn) pogaBanu Ta BOOHWMA
wap ekctparysanu we 3 pasu etunaueratom. Opra-
HiYHi NpoaykTn noegHyBanu, cywunm NaxSOy, dinbT-
pyBanu Ta KOHLUEHTpyBanu nig BakyymMoM A0 Npo3o-
poro macna, KoTpe ouuwanu xpomaTorpadieto Ha
cunikareni (rekcaHu), OTPMMYIOYM 3arofioBHY CMOMyKy
Ak 6inun TBepaun npogykt (0,95r, 32%). IEP-MC
(MH+): 210.

Etan 2: 2-(3-Xnop-5-copmin-nipngnH-2-in)-2-
MEeTUN-NPOoNioHITPYN

H

N0
H |

Ho CN C

PosuuH okcaninxnopugy (0,45mn, 5,21mmon) y
cyxomy CHoCl> (11mn), oxonomkysanu go -50°C.
OumeTtuncynecokeng (0,76r, 10,87mmon) wBMAkKo
popasanu kpannsmu. Yepes 5 xBunuH 2-(3-xnop-5-
riAPOKCUMETUN-NIPUANH-2-iN)-2-METUN-NPONIOHI TPUIN
(0,95r, 4,53mmon) 3 etany 1 Buwe y cyxomy CHCl,
(5Mn) gopgaBanuy Yepes KaHomMo, a noTiM Tpuetuna-
MiH (3,16r, 22,65MMmor). PeakuiiHy cymilwl nepemiluy-
Banu npu -50°C npotsirom we 30 xBuUnNuH Ta Toai oa-
Banu [OCArTM KiMHaTHOI TemnepaTtypu. PeakuinHy
cymiw BunuBanu y Bogy (150mn) Ta ekctparyBanu
EtOAc (2x50mn). MoegHaHi opraHiyHi NpogyKTn nNpo-
MuBanu posconom, cywmnu NaxSO4, dinsTpyBanu ta
KOHUeHTpyBanu.  3anuwok  ouvwanu  dneww-
KoroHkoBoto xpomaTtorpadieto (0-20% EtOAc y rek-
caHax), oTpumytoumn npogykt (0,58r, 62% Buxogy) Ak
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nposope macrio. 'H AMP (400MIy, CDCls): & 1,90 (s,
6H), 8,20 (s, 1H), 8,93 (s, 1H), 10,12 (s, 1H). IEP-MC
(MH+): 209.

Etan 3: 3-[5-Xnop-6-(uiaHo-aumeTnn-meTtun)-
nipuanH-3-inj-akpunoBoi KACNOTU ETUITOBUIN ecTep

SN
H& r~I' L ACHG

CN G

PosunH 2-(3-xnop-5-dopmin-nipuanH-2-in)-2-

meTun-nponioHitpuny (0,58r, 2,78mmon) 3 etany 3
BuLLE Ta (kapOeTokcumeTuneH)TpudeHindgocdgopaHy
(1,26r, 3,61mmon) y cyxomy TI®d (12mn) rpinn go
55°C Ta TpMmManu npu Uil TemnepaTtypi NpPOTArom
HoYi. PO3YMHHMKM BMAAnsnM Ta 3anuwok oyuwani
dneLu-konoHKkoBoo xpomatorpadieto (0-20% EtOAc
y rekcaHax), oTpumytoum npogykt (0,74r, 96% Buxo-
Oy) sik Ginuin TBepauii npogykt. 'H AMP (400Mrw,
CDCls): 8 1,35 (t, J=7,7Tu, 3H), 1,87 (s, 6H), 4,29 (q,
J=14, 7,7Tu, 2H), 6,53 (d, J=16ly, 1H), 7,65 (d,
J=16ly, 1H), 7,87 (d, J=2l'u, 1H), 8,58 (d, J=2Iy,
1H). IEP-MC (MH+): 279.

Etan 4: 3-[5-Xnop-6-(uiaHo-aumeTun-meTtun)-
nipyanH-3-in]-nponioHoBOT KNCNOTU ETUMNOBUIA ecTep
(o]
N N,
H3 ] 2 Q 0H3
Hy

o posumHy 3-[5-xnop-6-(uiaHo-gumeTun-meTun)-
nipuanH-3-in]-akpunoBoi KMCNOTU E€TUMOBOrO ecTepy
(0,74r, 2,65mMmon) 3 eTany 3 Bulle foaaBany eTaHor
(10mn) ta Pd(OH)2/C (0,37r). PeakuiHy cymiw nomi-
wanu B atmocdepy BOAHIO, 3aCTOCOBYHOYM GarnoH 3
BoaHeM. Kalluky nepemillyBann eHeprinHo npoTarom
1 roamHun. PeakuinHy cymiw ¢inbTpyBanu ans suaa-
NeHHs ycix TBepauX NPOAYKTIB Ta pidki KOHUEHTpyBa-
nu go 6inoro TBepAoro NpoAaykTy, KOTPUIA 3aCTOCOBY-
Banu Yy HaCTYMHin peakuii 6e3 o4MCTKM. 'H amMP
(400Mru, CDCls): & 1,25 (t, J=7,7T"y, 3H), 1,85 (s,
6H), 2,62-2,66 (m, 2H), 2,92-2,98 (m, 2H), 4,15 (q,
J=14, 7,7Ty, 2H), 7,61 (d, J=2I"u, 1H), 8,3 (d, J=2Iy,
1H). IEP-MC (MH+): 289.

Etan 5: 3-[5-Xnop-6-(uiaHo-gumeTnn-metun)-
nipnauH-3-inj-nponioHosa kucnota
o
M
H L, OH
H.
*YCN O

Mpn nepemiwyBaHHi [0 po34vnHy 3-[5-xnop-6-
(uiaHO-AMMETUN-METV)-NiPUANH-3-in]-NPONOHOBOI
kucnotn etunosoro ectepy (0,68r, 2,43mmon) 3 eTa-
ny 4 suwe, y 1:1 TT®/H,O (4mn) pogasanu 2H NaOH
(2,43mn). YTBOpEHWI pO34YMH MepemilyBanu npu
60°C npotarom 1 roguHu. PO34MHHMKM BMO@nsnu Ta
3anuwoK po3noginanu Mk etunauetratom T1a 10%
TNIMMOHHOIO  KMCMOTO Ta ekcTparyBanu. OpraHiyHy
a3y npommsanm posconom (50mn), cywmnnm NaSO4
Ta BMNaptoBanu. 3anuwiok cTBepaKyBaBcsa Ao 6inoro
TBEPAOro MPOAYKTY Ta MOro 3actocoByBanu 6e3 ouu-
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ctkn. (0,39r, 64%) ak Ginuni TBepamn npogykt. IEP-
MC (MH-): 251.
Etan 6: 3-Liuknorekcun-TionponioHoBOI KUCMOTH
8-nipuaunH-2-inosun ectep

o ¢ 3
N~ S
Hy
CH QI

3-[5-Xnop-6-(uiaHo-gumeTnn-meTnn)-nipuanH-3-
in]-nponioHoBy kucnoty (0,39r, 1,54mmon) 3 eTany 5
BuLe, TpudeHindocdiH (0,53r, 2,01mmon) Ta 2,2'-
avinipugun gucynedig (0,44r, 2,01Mmon) noegHyBsanm
nocnigosHo y CHxCl, (7mn). PeakuinHy cymiw nepe-
MiwyBanu 4 roavHn. PO3YMHHWKM BUOansanu Ta 3a-
NULIOK ouunLann neL-KONoHKOBOK XpomaTtorpadi-
eto (0-50% EtOAc y rekcaHax), oTpumyroumn 6invn
TBepAaun npogykT. IEP-MC (MH+): 346.

Etan 7: 2-[3-Xnop-5-(3-unknoneHtunn-3-okco-
nponin)-nipuanH-2-in]-2-meTnn-nponioHiTpun

[
H L
H
N I

LinknoneHtunmarsin 6pomig (2M po3unH B eTepi,
0,54mn, 1,10Mmon) fogaBanu 4O OXONOMPKEHOro A0 -
78°C po34MHy 3-LMKNOreKCcun-TionponioHOBOI KUCIo-
™ 8-nipnaunH-2-inosoro ectepy (0,38r, 1,10mmon), 3
etany 6 suwe, y TI® (5mn). PeakuinHy cymiw nepe-
MiLLyBanu nNpoTarom 2 xsunuH npu -78°C Ta ToAi Ha-
rpisanu 4o KiMHaTHOI TemnepaTtypu. PeakuiiHy cymiL
racuin 1H HCI Ta ekctparysann EtOAc. OpraHiuHun
wap npomuBanu HacudeHum NaHCOs, posconom,
cywmnn NaSOs4 Ta KOHUeHTpyBanu. 3anuLiok oyu-
wann xpomarorpadieto Ha cunikareni (0% po 30%
EtOAcC y rekcaHax), OTPUMYIOUM 3arofiOBHY CMONyKY
sik nposope Macrio (0,251, 76%). 'H AMP (400Mru,
CDCls3): & 1,62-1,8 (m, 9H), 1,84 (s, 6H), 2,78-2,92
(m, 4H), 7,58 (s, 1H), 8,31 (s, 1H). IEP-MC (MH+):
305.

Mpuknag B(30): 5-bpom-1-(2-{2-umknoneHTnn-5-
[(5,7-oumeTun([1,2,4]tpnasono[1,5-a]nipyuMignH-2-
in)metun]-4-rigpokcn-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)nipnamH-2(1H)-oH

Hy
=N CH
'?‘NHQ 3

Q

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy  A(101), npuyomy  5-6pom-1-[2-(2-
uuKnoneHTun-4-rigpokcu-6-okco-3,6-gurigpo-2H-
nipaH-2-in)-etun]-1H-nipuanH-2-oH  3actocoBaHoO 3a-
MicTb  {4-[2~(2-umknoneHTun-4,6-giokco-TeTparigpo-
nipaH-2-in)-etun]-2-etun-geHin}-aueToHiTpuny. H
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AMP (300MI'y, AMCO-dg): 6 1,33-1,70 (m, 9H), 2,07-
2,25 (m, 2H), 2,53 (s, 3H), 2,56 (s, 3H), 2,69 (s, 1H),
3,68-3,82 (m, 2H), 3,82-4,00 (m, 2H), 6,32-6,35 (m,
1H), 7,01 (s, 1H), 7,47-7,51 (m, 1H), 8,01-8,02 (m,
1H). AHanis: po3paxoBaHo ana
C25H28BrNsO4,1,2H.0: C, 53,23;H, 5,43; N, 12,42.
3HanpgeHo: C, 53,30;H, 5,32; N, 12,03.

ETan 1: 5-BpoM-1-(3-LMKNoneHTWM-3-0KCo-
nponin)-1H-nipnanH-2-oH

0 Q

Ao

Oo posunHy 5-Bpom-1H-nipugmn-2-ony (0,53r,
3mmon) Ta  1-UuknoneHtun-nponeHoHy (0,38,
3mmon) y 6e3sogHomy aueToHiTpun/AM® (10mn/5mn)
popasanu CsF (46mr, 0,3mmon). PeakuinHy cymiw
nepemMillyBanu npu KiMHaTHIA TemnepaTypi NPOTArom
4.5 roguH. Po3uvHHMK BuAaananu nig Bakyymom Ta
CyMill ouuvann preLw-KonoHKOBOW XpomaTtorpadi-
€to (SiO,, EtOAC y rekcaHax), OTpMMYyOUN NOTPIOHWI
npoaykT (400mr, 45% Buxody). 'H AMP (300MIw,
CDClI3): 6 1,56-1,80 (m, 9H), 2,98-3,02 (m, 2H), 4,11-
4,15 (m, 2H), 6,44-6,47 (m, 1H), 7,32-7,36 (m, 1H),
7,61-7,62 (m, 1H).

Etan 2: 5-bpom-1-[2-(2-uuknoneHTun-4-riapokcu-
6-okco-3,6-aurigpo-2H-nipan-2-in)-etnn]-1H-nipnanH-
2-0H

o
? )
|N
=
Br

Metunauetoauetat (0,44mn, 4,04mmon) y TTo
npn 0°C o6pobnanu NaH (60%, 162mr) Ta nepemi-
WwyBanu npu Ui Temnepatypi npotarom 10 XxBUNWH
nepeg oxonomkeHHam go -40°C. H-Buli (2,5M vy rek-
caHax, 1,6mn) NoBiNbHO Jogasanu Ta nepemillyBaH-
HA npogoBxysBanu npotsarom 10 XxBWUnWH nepen 5-
6pom-1-[2-(2-uuknoneHTnn-4-rigpokcmn-6-okco-3,6-
avrigpo-2H-nipax-2-in)-etun]-1H-nipygmH-2-oH
(400wmr, 1,35mMmon) gogasanu gk po3duH y Trd. Pos-
YMH MOBINbHO HarpiBanu o KiMHaTHOI TemnepaTypu
Ta nepemillyBanu NpoOTArOM LWWe 2 roguH i racunu
popasaHHaAM HpO. Cymiw ekctparyBanu EtOAc Ta
opraHiyHy ¢asy MpoMMBanu pPO3CONOM Ta CyLUWMK
MgSO4. Po3unHHMK BMAa@nsnu nig BakyymMoMm Ta Cu-
puiA NPoAyKT nepeHocunu 6e3nocepegHbLO Ha HacCTy-
nHUMM etan. Cupuin NpoAaykT 3 nonepegHboro etamny
posunHanm y Tr® ta o6pobnanu 0,1H NaOH (5mn)
npotarom 15 roguH. PeakuiiHy cymiwl nigkucnosanm
go pH 1 1,0H HCI Ta ekctparysanu EtOAc. OpraHiy-
Hy hasy npomuBanu poscornom, cywmnm MgSO. Ta
KOHLIEHTPYBanu nig BakyymMoM, OTPMMYO4M NOTPiIGHMIA
npoaykt (220mr, 43% 3a pgea etanu). 'H AMP
(300Mru, CDCl3): & 1,39-1,82 (m, 9H), 2,10-2,24 (m,
2H), 2,77-2,89 (m, 2H), 3,41-3,57 (m, 2H), 3,92-4,15
(m, 2H), 6,46-6,49 (m, 1H), 7,35-7,40 (m, 2H).

Mpuknag B(31): 1-(2-{2-UuknoneHTtnn-5-(5,7-
anmeTtun[1,2,4]tpuasono[1,5-a]nipumignH-2-
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in)metun]-4-rigpokcn-6-okco-3,6-gurigpo-2H-nipaH-2-
injetun)-5-etunnipnamn-2(1H)-oH

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy B(30), npuyomy 5-etun-1H-nipnamt-2-oH
3aCTOCOBaHO 3aMicTb 5-6pom-1H-nipuanH-2-oHy. 'H
AMP (300MI'y, AMCO-dg): & 1,38 (t, J=7,5u, 3H),
1,61-1,97 (m, 9H), 2,31-2,42 (m, 2H), 2,53-2,63 (m,
2H), 2,77 (s, 3H), 2,79 (s, 3H), 2,88-3,01 (m, 2H),
3,93-4,01 (m, 2H), 4,25 (s, 1H), 6,54-6,57 (m, 1H),
7,29 (s, 1H), 7,55-7,59 (m, 1H), 7,70-7,71 (m, 1H).

Ertan 1: 1-(6-MeTokcu-nipnanH-3-in)-etaHon

Ma
o
o

N
!

H,C™ "OH

Ho posunHy 5-6pom-2-metokcu-nipuaunHy (19,3r,
193mmon) y 6essogHomy Et;O (200mn) npu -78°C
popasanu H-Buli (2,5M y rekcaHax, 50mn) npoTsrom
30 XBUMUH. YTBOpEHY CyMill nepemilyBany npu Lin
Temnepatypi npotarom 30 XBUNMWUH nepen AofaBaH-
HAM aueTanbaeriay (5mn). PeakuiiHy cymilw nosinb-
HO HarpiBanu o KiMHaTHOI TemnepaTtypu Ta po34duH-
HUK BMOAnsanu nig BakyyMOM. 3anuLoK ouuanu
dneL-KonoHKOBOK  Xpomarorpacdieto,  oTpumyoun
noTpiGHMA mpoaykT (14,3r, 91% Buxoay). 'H SMP
(400Mru, CDCIs3): 6 1,50 (d, J=8,0l"y, 3H), 3,93 (s,
3H), 4,87-4,92 (m, 1H), 6,75 (d, J=8,0l'y, 3H), 7,63-
7,66 (m, 1H), 8,12-8,14 (m, 1H).

Etan 2: 2-MeTokcun-5-BiHin-nipnavH

Jo po3unHy 1-(6-meTokcu-nipnauH-3-in)-eTaHony
(14,3r, 93,5vmon) y 6GessogHomy TI® popasanu
TpuetnnamiH  (32,3mn), a notim MsCl (8,6mn,
112mmon). YTBOpeHY cymill nepemillyBanu npu Kim-
HaTHIN Temnepatypi npoTtaroMm 15 roguH i inNbTpyBa-
nn Yepes wap bpoyHMinepuTy. PinbTpaTt KOHLEHTPY-
Banu Mig BakyymMOM Ta 3arfuwoK ouuwanu dneww-
KOJTOHKOBOIO XpomaTorpadieto, oTpumytoun noTpib-
HUWiA mpoaykT (4,71, 37% Buxomy). 'H AMP (300MIw,
CDCl3): 6 3,94 (s, 3H), 5,20-5,23 (m, 1H), 5,61-5,67
(m, 1H), 6,60-6,78 (m, 2H), 7,67-7,72 (m, 1H), 8,12
(s, 1H).

Etan 3: 5-Etun-1H-nipnanH-2-oH
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[o posunHy 2-meToKcu-5-BiHiN-nipyguHy (2r) vy
6e3sogHomy MeOH popasarm Pd/C  (10mac.%,
100mr). Cymiw nepemiliyBanu nig BOOHEM NPOTArOM
5 roguH i cinbTpyBanu yepes wap GpoyHMinepuTy.
Po34nHHMK BUZansnu nig BakyyMom Ta 3anuLUoK ne-
peHocunn Ge3nocepedHbO Ha HacTynHui eTtan 6e3
o4mncTkn. Cupuin NPOAYKT 3 NnonepegHLOro etany pos-
YnHsanu y 6essogHomy MeCN. o LpOro po3ymHy go-
pasann Nal (3,3r, 21,9mmon) ta TMSCI (2,8mn,
21,9Mmon). YTBOpeHy cymill rpinv Ao 65°C npoTarom
5 roguH i cinbTpyBanu yepes wap GpoyHMinepuTy.
PinbTpaT KOHLEHTPYBanNu nig BakyymMOM Ta 3anuLLOK
ouvwianM  rew-KornoHKoBo  Xpomarorpadieto,
OoTpUMytoUM MoTpibHMI npogykT (1,5r, 83% Buxody).
'H AMP (300Mru, CDCla): & 1,17 (t, J=7,5Mu, 3H),
2,39-2,49 (m, 2H), 6,50-6,58 (m, 1H), 7,15 (s, 1H),
7,35-7,45 (m, 1H).

Mpuknapg, B(32): 6-LnknoneHtun-3-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rinpokcun-6-{2-[4-(1-rigpokcu-1-
MeTuneTun)-3-metunderinletun}-5,6-gurigpo-2H-
nipaH-2-oH

OH
N CH
Na(" '
HsC 0% =
HaC CH,

OH CH,

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy B(1), npuyomy 2-(4-6pom-2-meTun-ceHin)-
nponaH-2-on 3acToCcoBaHO 3amicTe 6pomigy 3 eTany 2
npuknagy B(2). 'H SIMP (400Mry, CDCls): & mnH”
1,51-1,60 (m, J=11,31, 5,94, 5,75y, 6H), 1,61 (s,
6H), 1,63-1,65 (m, 2H), 1,97-2,03 (m, J=6,95, 5,31,
5,18y, 2H), 2,34-2,40 (m, 1H), 2,52 (s, 3H), 2,55 (d,
J=7,83Iy, 1H), 2,61 (dd, J=11,62, 5,81, 3H), 2,66
(s, 3H), 2,78 (s, 3H), 4,03-4,12 (m, 2H), 6,83 (s, 1H),
6,90-6,94 (m, 2H), 7,31 (d, J=7,83ly, 1H). MC (IPE):
501 (M+H-H0)".

Etan 1: 4-bpom-2-MeTuUn-6eH30MHOT KUCNOTU Me-
TUIMOBUI ecTep

Br

HaC”
O CHa

[o po3unHy 4-6pom-2-MeTun-6eH30MHOI KUCNoTH
(10,0r, 46,5mmon) y meTaHoni (100mn) npu KiMHaTHIN
TeMmnepatypi gogasanu cynbdartHy KUCMAOTY (KOHL,.
1Mn) kpannsiMu. PO34mH rpinu Npuy KUMiHHI Nig 3Bopo-
THAM XONoAunbHUKOM npoTtsarom 16 roguH. Po3uvnH
BMAANanu 3 HarpiBaya Ta gogasanu cynbdartHy Kuc-
noty (koHu. 0,5mn). Po3uvH rpinu npu KumiHHI nig
3BOPOTHUM XOMNOAMIBHUKOM 2 FOAWHW, TOAi OXOro-
OXyBanu OO KIMHaTHOI TemnepaTypu Ta KOHLEHTPY-
Banu nig BakyymoM. 3asnuLUoK po34nHANM B eTunaue-
TaTi Ta npomusanu Hacu4yeHnm HaTpin
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rigpokapboHaToM, TOAi HACUYEHUM HATPI XITOPUAOM.
Po3unH cywunn (MgSOa), dinbTpyBanu Ta KOHUEHT-
pyBanu nig Bakyymom Ao cuporo 6e3bapsHoro mac-
na. ®new-xpomatorpadia (SiO2, 5% etunaue-
TaTt/rekcaH) gana 3aronoBHy Cronyky sik 6esbapsHe
macno (9,2r, 87%). 'H AMP (400MIu, CDCls): & MnH’
12,58 (s, 3H), 3,88 (s, 3H), 7,38 (dd, J=8,46,1,89IL,
1H), 7,42 (d, J=1,52l'uy, 1H), 7,78 (d, J=8,34I'y, 1H).
Etan 2: 2-(4-Bpom-2-meTun-ceHin)-nponaH-2-on

Br
H

H
® OH CH,

[o 4-6pom-2-MeTurn-6eH30MHOI KUCIOTU METUI-
oBoro ectepy (3,7r, 15,9mmon) y gieTunoBomy etepi
(10mn) npu 0°C nig azotom gogasanv 3H metunman-
Hin Gpomig y aietunoBomy etepi (21mn, 63mmon).
Cymiw nepemiwysanu 16 rognH npu KiMHaTHIA TeM-
nepatypi. Cymiw BunmBanu y 1H xnopuaHy Kucrnoty
(BogH., 10mn) Ta ekcTparyBanu etunauetatom. Op-
raHiyHWM Wap NPoOMMBanNu HaCUYEHUM HaTpiA Xropu-
aom, cywmnn (MgSOs), dinbTpyBanu Ta KOHLEHTPY-
Banu nig BakyyMom o cuporo 6e3bapBHoro macna.
Prnew-xpomatorpadis (SiO2, 5% eTunauetat/rekcaH)
Jara 3arofioBHy cronyky sik 6esbapsHe macno (2,6r,
72%). "H AMP (300Mru, CDCl3): & MnH 1,63 (s, 6H),
2,56 (s, 3H), 7,26-7,34 (m, 3H).

Mpuknapg, B(33): 6-LnknoneHtun-3-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumiganH-2-
in)metun]-6-{2-[3-eTnn-4-
(rippokcumeTun)deHinletun}-4-rigpokcu-5,6-gurigpo-
2H-nipaH-2-oH

OH

iNN CH3
o o“%nj

HO. o,

CHy

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy B(1), npuuomy 6-umknoneHTnn-6-{2-[3-
eTun-4-(rigpokcumeTun)dpeHinjeTnn}aurigpo-2H-
nipaH-2,4(3H)-gion (Mpuknag B(34)) 3actocoBaHO
3aMmicTb 6-[2-(3-xnop-4-meTaHcynbdoHiN-geHin)-
€TWN]-6-LnKNoneHTunN-aurigpo-nipaH-2,4-0ioHy y Tomy
X npuknagi. Buxig: (50mr, 23%). 'H AMP (300Mrwu,
CDCl3): & MrH" 1,24 (t, J=7,25I4, 3H), 1,53-1,64 (m,
8H), 1,96-2,02 (m, 2H), 2,32-2,42 (m, 1H), 2,49-2,58
(m, 2H), 2,65 (s, 3H), 2,67-2,73 (m, 6H), 2,78 (s, 3H),
4,06 (s, 1H), 4,66 (s, 2H), 6,83 (s, 1H), 6,94-7,01 (m,
2H), 7,22 (d, J=7,54u, 1H). MC (IPE): 505 (M+H)".

Mpuknag B(34): 6-LnknoneHtun-6-{2-[3-etnn-4-
(rippokcumeTnn)dperin]eTun}ourigpo-2H-nipax-
2,4(3H)-gioH

HO

CHy
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy B(2), npudyomy (4-6Gpom-2-eTun-ceHin)-
MEeTaHOM 3acTOCOBaHO 3aMiCTb Opomigy y Tomy X
npuknagi. 'H AMP (300Mry, CDCls): 6 maH™ 1,22 (t,
J=7,54I"y, 3H), 1,60-1,75 (m, 8H), 1,91-2,04 (m, 3H),
2,22-2,33 (m, 1H), 2,61-2,73 (m, 4H), 2,76 (s, 2H),
3,41 (s, 2H), 4,68 (s, 2H), 6,96-7,00 (m, 2H), 7,28 (d,
J=8,29Iy, 1H). MC (IPE): 367 (M+Na)".

Mpuknag B(35): 6-{2-[3-Xnop-4-(1-rigpokcu-1-
meTuneTun)deHinletmn}-6-umMknoneHTnn-4-rigpokcu-
3-([1,2,4]tpnazono[1,5-a]nipumignH-2-inmeTun)-5,6-
aurigpo-2H-nipaH-2-oH

OH

N

e 00 N%N}

HC"On &

3aronoBHy Cnomyky OTpPUMYBanu aHamnoriyHo
npuknagy B(1), npuyomy 2-(4-6pom-2-xnop-geHin)-
nponaH-2-or 3acTocoBaHO 3amicTe 6Gpomigy 3 eTany 2
npuknagy B(2) y Tomy X npuknagi, a MeToKcu-
[1,2,4]tpnasono[1,5-a]nipumignH-2-in-metaHon 3a-
CTOCOBaHO 3aMicTb 5,7-gumetnn-[1,2,4]tpnasono[1,5-
a]nipumianH-2-kapGanbgeriny y npuvknagi A(1). 'H
AMP (300MIu, CDClz): 6 maH" 1,58 (d, J=9,04Tu,
8H), 1,68 (s, 6H), 1,94-2,05 (m, 2H), 2,33-2,44 (m,
1H), 2,46-2,55 (m, 1H), 2,60-2,68 (m, 2H), 2,70-2,80
(m, 1H), 4,11 (d, J=2,45ly, 2H), 7,01 (dd,
J=8,19,1,79I"y, 1H), 7,12 (d, J=1,70l"y, 1H), 7,14-7,21
(m, 1H), 7,51 (d, J=8,10l"u, 1H), 8,81-8,85 (m, 2 H).
MC (IPE): 533 (M+Na)".

Etan 1: 2-(4-Bpom-2-xnop-geHin)-nponanH-2-on

Br
”ﬁ/@
HC

CH O

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy B(32) (Etan 2), npuyomy 4-6pom-2-xnop-
GEH30MHY KUCNOTY 3acTOCOBaHO 3aMicTb 4-Opom-2-
MeTun-6eHsonHoi  kucmot. H - SIMP (300MIw,
CDCl3):  mrn™" 1,71 (s, 6H), 7,36-7,40 (m, 1H), 7,52
(m, 1H), 7,57-7,60 (m, 1H).

Mpuknag B(36): 6-{2-[3-Xnop-4-(1-rigpokcu-1-
meTuneTun)deHinletmn}-6-umknoneHTun-4-rigpokcu-
3-[(6-meTun[1,2,4]tpnasono[1,5-alnipumignH-2-
in)metun]-5,6-gurigpo-2H-nipaH-2-oH

CH

N
M
0" NX }CHa
HyC N
HyC
OH ¢l

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
B(35), npuyomy 6-meTun-[1,2,4]tpuasono[1,5-
a]nipumigunH-2-kapbanbgerin  3acTocoBaHO  3aMiCTb
meTokcu-[1,2,4]tpuasonol[1,5-a]nipumignH-2-in-
MeTaHomny y TOMy X npuknagi. 'H AmP (400MTIw,
CDCl3): 6 M’ 1,57 (m, 6H), 1,62 (s, 3H), 1,68 (s,
6H), 1,70 (d, J=3,28I'uy, 3H), 1,94-2,03 (m, 2H), 2,34-
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2,43 (m, 1H), 2,47 (s, 3H), 2,59-2,67 (m, 2H), 2,74 (d,
J=17,94'u, 1H), 4,08 (d, J=2,78uy, 1H), 7,01 (dd,
J=7,96,1,64I"u, 1H), 7,12 (d, J=1,77T"y, 1H), 7,50 (d,
J=8,08Iy, 1H), 8,60 (d, J=1,26'u, 1H), 8,68 (d,
J=2,27T"y, 1H). MC (IPE): 547 (M+Na)".

Mpuknag B(37): 6-{2-[3-Xnop-4-(1-rigpokcu-1-
meTuneTun)derinletnn}-6-unknoneHtnn-3-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumianH-2-
in)metun]-4-rigpokcun-5,6-gurigpo-2H-nipaH-2-oH

OH

S ’N‘N Chs

o"N0 ”‘<N3
HO. oy
Mol CHgy

3aronoBHy cCnomyky OTpUMYBanu aHamnoriyHo
npuknagy B(1), npuyomy 2-(4-6pom-2-xrnop-geHin)-
nponaH-2-on 3acTocoBaHO 3amicTe 6pomigy 3 eTany 2
npuknagy B(2). 'H SIMP (300Mry, CDCls): & mnH”
1,55 (s, 1H), 1,64-1,71 (m, 12H), 1,94-2,03 (m, 2H),
2,30-2,43 (m, 2H), 2,50 (d, J=17,90l"uy, 2H), 2,58-2,64
(m, 2H), 2,64-2,72 (m, 5H), 2,78 (s, 3H), 4,07 (s, 2H),
6,83 (s, 1H), 6,98-7,04 (m, 1H), 7,11 (d, J=1,13Iy,
1H), 7,50 (d, J=8,10Mu, 1H). MC (IPE): 561 (M+Na)".
AHani3: pospaxoBaHo Anst CpoH3sCIN4O4: 1,5 AcOH
C, 61,09;H, 6,57; N, 8,91. 3nangeHo: C, 61,22;H,
6,50; N, 8,65.

Mpuknag B(38): 6-{2-[3-Xnop-4-(1-rigpokcu-1-
meTuneTun)deHinletun}-3-[(6-
xnop[1,2,4]Tpuasono[1,5-a]nipumignH-2-in)metnn]-6-
uumknoneHTun-4-rigpokcu-5,6-gurigpo-2H-nipaH-2-oH

OH

N
Ry N
o o"*N}C'
HO
H,C CHg)

3aronoBHy Cnomyky OTpUMYyBanu aHamnoriyHo
B(35), npu4omy 6-xnop-[1,2,4]Tpnasono[1,5-
a]nipyumignH-2-kapbanbgerig 3 eTany 2 Hk4e 3acTo-
COBaHoO 3aMicTb MeTokcu-[1,2,4]Tpnasonof1,5-
ajnipumiguH-2-in-mMeTaHony y TOMy X nNpuKnagi. 'H
AMP (400Mr 1, AMCO-de): & MnH™" 1,34 (s, 1H), 1,48
1,59 (m, 10H), 1,63-1,70 (m, 2H), 2,03 (d, J=19,96I"y,
2H), 2,34-2,44 (m, J=8,84l'y, 1H), 2,52-2,61 (m,
J=16,42l'u, 3H), 2,76 (d, J=17,43I"y, 1H), 3,29-3,41
(m, 3H), 3,73-3,83 (m, 1H), 5,19 (s, 1H), 7,16 (dd,
J=3,92, 2,40y, 2H), 7,70 (d, J=8,59Iy, 1H), 8,85 (d,
J=2,53l'y, 1H), 9,57 (d, J=2,53I'y, 1H). AHani3: pos-
paxoBaHo ansa Cz7H30Cl2N4O4: H2O C, 57,55; H, 5,72;
N, 9,94. 3HanpgeHo: C, 57,57; H, 5,81; N, 9,72.

Etan 1: (6-Xnop[1,2,4]tpuasono[1,5-a]nipumignH-
2-in)meTaHon

Cl

i

I

HO._ A g
Oo kawkn  (5-amiHo-1H-[1,2,4]Tpnaszon-3-in)-

meTaHony (28,5r, 150mmon, 3 etany 6 npuknagy
A(1)) B OLTOBIl KMCNOTI AoAaBanu xfiopMarnoHanbae-
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rig (16r, 150mmon). Cymiw rpinu go 80°C npotsirom 4
rogauH. lMicna oxonomkeHHS NPOQYKT KpUcTanisyBaBcs
SK GinuiA TBepaui npoaykT (25,51, 92%). 'H SAMP
(300Ml'y, AMCO-de): 6 4,67 (s, 2H), 5,62 (s, 1H),
8,94 (d, J=2,45I'u, 1H), 9,81 (d, J=2,45I'y, 1H).

Etan 2: 6-Xnop[1,2,4]Tpnasono[1,5-a]nipumignH-
2-kapbanbgerig,

]
N-N _/'>
I 2—N
H\“/LN>_
Q

Cymiw  (6-xnop[1,2,4]tpnasono[1,5-a]nipumiamn-
2-in)metaHony (9,86r, 53,4mmon), TEMPO (626wr,
7,2mmon), oabenson Agiauetaty (18,9r, 59mmon) y
CHCl (75mn) nepemiwyBanu npu KiMHaTHIn Temne-
paTypi npotaroM 2 roguH. icns 3aBepLueHHs peakuii
MeTUnN-TpeT-0yTunosun etep (50mn) nosinbHO goaa-
Banu Ans ocamkeHHs 6inoro TBepdoro npoaykTy
(8,72r, 90%). "H AMP (300Mry, CDCls) &: 8,93 (d,
J=2,45I'y, 1H), 8,99 (d, J=2,64I'y, 1H), 10,25 (s, 1H).
MC (XIAT): 183,0,195,0 (M+H").

Mpuknag B(39): 2-[3-Xnop-5-(2-{2-unknoneHTun-
5-[(5,7-aumeTnn[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcn-6-okco-3,6-gurigpo-2H-nipaH-2-
injeTun)nipuanH-2-in]-2-MeTMnNponaxHiTpun

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy  A(1), npuyomy  2-{3-xnop-5-[2-(2-
LMKroneHTun-4,6-giokcotetparigpo-2H-nipaH-2-
in)etun]nipuoun-2-in}-2-metunnponanHitpun  (Mpu-
knag B(29) sactocoBaHO 3amicTb 6-LMKIONEHTUM-6-
[2-(5-eTun-4-rigpokcun-2-nponokcu-eHin)-etnn]-
aurigpo-nipan-2,4-gioHy  TOro npuknagy. 'H AMmP
(400Mly, AMCO-dg): & 1,22-1,54 (m, 10H), 1,59 (s,
6H), 1,90-2,02 (m, 1H), 2,30-2,35 (m, 8H), 2,37-2,59
(m, 2H), 3,54 (d, J=16Iu, 1H), 3,64 (d, J=16Iy, 1H),
6,85 (s, 1H), 7,74 (s, 1H), 8,27 (s, 1H), 11 (s, 1H).
IEP-MC (MH+): 549.

Mpuknag B(40): TpeT-byTnn 4-[4-(2-
uuknoneHTun-4,6-giokcoretparigpo-2H-nipax-2-
in)6yTun]ninepnamnH-1-kapbokcunat

0
0

0
H
H;b%-o}—
Hyf

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy B(2), npuyomy 4-(5-umknoneHTun-5-okco-
neHTun)-ninepuanH-1-kapOboHOBOi  kKMCNOTU  TpeT-
OyTunoBuiA ectep 3 eTany 6 HWXKYe 3aCTOCOBAaHO 3a-
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MiCTb 3-(3-xnop-4-meTaHcynbdoHin-geHin)-1-
LIMKMONEHTUI-NPoNaH-1-0Hy TOro npuknagy. 'H AMP
(400Mru, CDCls): 6 1,06-1,69 (m, 29H), 2,05-2,22 (m,
2H), 2,58-2,78 (m, 4H), 3,40 (s, 2H), 4,0-4,11 (m, 2H).
IEP-MC (MH+): 422.

Etan 1: 4-(3-Okco-nponin)-ninepnanH-1-
KapbOOHOBOI KMCMOTK TPET-OYTUNOBUIA eCTEp

ue P
HaC

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
erany 2 npuknagy B(29), npuuyomy 4-(3-rigpokcu-
nponin)-ninepuanH-1-kapboHOBOT  KACMOTU  TpeT-
6yTun 3acTOCOBaHO 3aMicTb 2-(3-xnop-5-
riAPOKCUMETUN-NIPUANH-2-iN)-2-MeTUN-NPONIOHITPUNy
y Tomy  npuknagi. 'H SMP (400MIy, CDCls): 5 1,07-
1,17 (m, 2H), 1,34-1,43 (m, 1H), 1,45 (s, 9H), 1,55-
1,67 (m, 4H), 2,45-2,50 (m, 2H), 2,62-2,71 (m, 2H),
4,09-4,14 (m, 2H), 9,78 (s, 1H). IEP-MC (MH+): 242.

Etan 2: 4-(4-ETokcukapboHin-6yT-3-eHin)-
ninepuanH-1-kapboHoBOi  kMcnotTn  TpeT-6yTnnoBun
ectep

H};&c‘ﬁ-? 'O/\/JOACW

H,C

3aronoBHy cCnomyky OTpUMYBanu aHamnoriyHo
etany 3 npuknagy B(29), npnyomy 4-(3-okco-nponin)-
ninepuanH-1-kapboHoBOi  kUCnotTu  TpeT-6yTnnosuin
ecTtep 3 eTany 1 Bule, 3aCTOCOBaHO 3aMicTb 2-(3-
Xnop-5-copMin-nipnanH-2-in)-2-MeTun-nponioHiTpuny
Toro npuknagy. 'H SIMP (400Mru, CDCls): & 0,95-
1,08 (m, 2H), 1,21 (t, J=7,2l'uy, 3H), 1,32-1,35 (m, 3H),
1,38 (s, 9H), 1,56-1,60 (m, 2H), 2,09-2,19 (m, 2H),
2,5-2,63 (m, 2H), 3,97-3,99 (m, 2H), 4,11 (q, J=7,2I'y,
2H), 5,74 (dd, J=15,6,1,5'u, 1H), 6,82-6,93 (m, 1H).
IEP-MC (MH+): 312.

Etan 3: 4-(4-EtokcukapboHin-6yTun)-ninepuaunH-
1-kapOOHOBOI KMCNOTU TPET-OYTUNOBUI ecTep

H*;%?“U\’J”“a

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
etany 4 npukrnagy B(29), npuuomy @ 4-(4-
eToKCMKapboHin-6yT-3-eHin)-ninepuanH-1-kapboHOBOT
KUCNOTK TPeT-OyTUNoBuUiA ectep 3 eTany 2 Bulle, 3a-
CTOCOBaHO  3amictb  3-[5-xnop-6-(uiaHo-ammeTnn-
MeTWN)-NipuanH-3-in]-akpunoBoi KUCMOTW €TUIIOBOro
ecTepy Toro npuknagy. 'H AMP (400Mru, CDCls): &
0,99-1,12 (m, 2H), 1,23-1,40 (m, 8H), 1,45 (s, 9H),
1,56-1,66 (m, 4H), 2,27-2,32 (m, 2H), 2,61-2,70 (m,
2H), 4,04-4,16 (m, 4H). IEP-MC (MH+): 314.

Etan 4: 4-(4-Kapb6okcu-6ytun)-ninepugnH-1-
KapbOOHOBOI KMCMOTK TPET-OYTUNOBUIA eCcTep
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HaC

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
etany 5 npuknagy B(29), npuuomy @ 4-(4-
eToKcuKapOboHin-6yTun)-ninepuamnH-1-kapboHoBOI
KUCNOTK TPeT-OyTnnoBuiA ectep 3 etany 3 Bulle, 3a-
CTOCOBaHO  3amictb  3-[5-xnop-6-(uiaHo-ammeTnn-
MeTun)-NipuanH-3-in)- I'IpOI'IIOHOBOI KMCMOTN eTWUoBo-
ro ecrepy y TOMY X MNpuKnagi. 'H amP (400MTIw,
CDCl3): 6 1,07-1,39 (m, 7H), 1,45 (s, 9H), 1,59-1,70
(m, 4H), 2,33-2,38 (m, 2H), 2,64-2,68 (m, 2H), 4,09-
4,12 (m, 2H). IEP-MC (MH-): 284.

Etan 5: 4-[4-(MipngnH-2-incynbdaHinkapGoHin)-
6yTun]-ninepuanH-1-kapboHOBOi  KMCNOTM  TpeT-
6yTunoswuii ectep

Q U\/\)‘?\SQ
e

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
etany 6 npuknagy B(29), npuyomy 4-(4-kapbokcu-
6yTun)-ninepugnH-1-kapboHoBOi  kMCNotTM  TpeT-
OyTunoBuii ectep 3 etany 4 BuLle, 3aCTOCOBaHO 3a-
MicTb 3-[5-xnop-6-(LiaHo-guMeTUnI-mMeTun)-nipuanH-3-
in]-nponioHoBoi kucnotu Toro npuknagy. |EP-MC
(MH+): 379.

Etan 6: 4-(5-UvknoneHTunn-5-okco-neHTun)-
ninepuanH-1-kapboHoBoi  kMcnotTn  TpeT-6yTnnosun
ectep

,cwgr}@“’\jb

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
etany 7 npuknagy B(29), npuyomy 4-[4-(nipngnH-2-
incynedaninkapboHin)-6yTun]-ninepuamnH-1-
KapbOHOBOI KMCMOTU TPeT-OyTUrNoBuin ectep 3 etany
5 Buwe, 3acTtocoBaHO 3aMiCTb  3-LMKMOrekcun-
TiONPONIOHOBOI KNCNOTU S-MipuAanH-2-inoBoro ecrepy.
"H AMP (400Mru, CDCl3): & 1-1,42 (m, 8H), 1,45 (s,
9H), 1,50-1,84 (m, 14H), 2,42-2,46 (m, 2H), 2,62-2,7
(m, 2H), 2,82-2,87 (m, 1H). IEP-MC (MH+): 337.

Mpuknapg B(41): TpeT-byTun 4-(4-{2-
uuknoneHTun-5-[(5,7-gumetun[1,2,4]tpnasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-6-okco-3,6-
avrinpo-2H-nipan-2-in}oytun)ninepuoux-1-
kapbokcunat
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy A(1), npudomy Tper-Oytnn  4-[4-(2-
LMKoneHTun-4,6-giokcoteTparigpo-2H-nipaH-2-
in)6yTun]ninepnanH-1-kapookcunat (npuknag B(40))
3aCTOCOBAHO 3aMiCTb 6-umknoneHTUn-6-[2-(5-etun-4-
rigpoKcu-2-NponoKcu- cbeHln) eTun]-avrigpo-nipaH-
2,4-pioHy Toro npuknagy. 'H AMP (400Mru, AMCO-
ds): 8 0,76-1,50 (m, 29H), 1,90-1,94 (m, 4H), 2,27-2,6
(m, 8H), 3,54-3,74 (m, 4H), 6,92 (s, 1H), 10,62 (s,
1H). IEP-MC (MH+): 582.

Mpuknag, B(42): 6-LnknoneHtun-3-[(5,7-
anmetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcn-6-(4-ninepuanH-4-inbytnn)-5,6-
aurigpo-2H-nipaH-2-oH

H
ch
o

OZ\Z
T
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H-Cl

TpeT-byTun 4-(4-{2-unknoneHTun-5-(5,7-
aumetun[1,2,4]Tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcn-6-okco-3,6-gurigpo-2H-nipaH-2-
in}oyTun)ninepmauH-1-kapbokcunat (npuknag B(41))
(0,47r, 0,8mmon) po3unHsAnM y giokcati (1mn) Ta 4H
HCI y piokcaHi (1mn). PeakuivHy cymill nepemillyBa-
NN NPOTArOM HOYi NpW KiMHaTHIA TemnepaTtypi. Pos-
YMHHWKM BUOANSANM Ta 3afuLIoK OuvumLlanuy, 3acTtoco-
Bytoun cuctemy Dionex (30-70% CH3CN/H2O (0,1%
AcOH). "H-AMP (400MIy, IMCO-ds): & 1,37-1,70 (m,
20H), 2,63-2,85 (m, 12H), 3,69-3,95 (m, 4H), 7,98 (s,
1H), 11,12 (s, 1H). Anani3: pospaxoBaHO Anis
C27H39Ns03-1,0HCI,1,5H,0: C, 59,49; H, 7,95; N,
12,85, 3HanpeHo: C, 59,60; H, 8,04; N, 12,95. IEP-
MC (MH+): 482.

Mpuknag  B(43):  2-{4-[2-(2-UvknoneHTnn-4-
rigpokcu-5-{[1-meTun-3-(6-metunnipngmt-2-in)-1H-
1,2,4-Tpnason-5-injmeTnn}-6-okco-3,6-gurigpo-2H-
nipaH-2-in)etnn]-2-conyopdeHin}-2-
METUMNPONaHHITPMN
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Po3unH 2-{4-[2-(2-uvknoneHTnn-4,6-giokco-
TeTparigpo-nipan-2-in)-etun]-2-cnyop-ceHin}-2-
meTun-nponioHitpuny (1,0r, 2,70mmon, 3 etany 3
npuknagy A(84) y rapsuomy (50°C) i3onponaHoni
(7mn) obpobnsinu (CHs)2NHBH3 (175mr, 2,97mmon,
1,1ekBiB.), Togi PO34YMHOM 1-meTun-3-(6-
MeTunnipuanH-2-in)-1H-1,2,4-tpnason-5-
kapbanbaeria rigpoxnopug, rigpaTy (762w,
2,97mmon, 1,1ekBiB., 3 eTany 4 HWx4e) B i3onpona-
Homi  (4mn), wo wMmictute TpuetunamiH (301mr,
2,97mmon, 1,1ekBiB.). PeakuiHy cymiw rpinu npwu
nepemiwysaHHi npu 47-50°C npotarom 18 rogwuH.
PeakuinHy cymiw o6pobnsanu 1,1eksis. 1M BoaH. HCI
Ta KOHUEHTpyBanwu Mig BakyyMOM, OTPUMYHOYM Mac-
naHucTy cmony. Lle po3baensanu Bogoto Ta ekcTpary-
Banu guxnopmeTtaHom, wo mictute 10% meTtaHony
(3x30mn). Ekctpakt cywwmnum NaSOs4, dinbTpyBanu
Ta KOHUEHTpyBanu. 3anuLoK po3Tvpanu 3 rapsyoro
cymilwwo eTunauertat/metTunexxnopug, dinbTpysa-
1, NPOMUBaNM XONOAHUM €TEPOM Ta CyLUWUIKW, OTpu-
Mytoumn 584mr (38%) 3arorioBHoro npoaykty. 'H SMP
(400Mly, AMCO-ds): 6 1,36-1,71 (m, 14H), 2,05 (m,
2H), 2,48 (m, 1H), 2,46 (s, 3H), 2,63 (m, 3H), 2,78 (d,
J=17,9ry, 1H), 3,67(d, J=15,7Tu, 1H), 3,74(d,
J=15,7T'y, 1H), 3,91 (s, 3H), 6,99(d, J=8,1T'u, 1H),
7,10-7,20 (m, 3H), 7,57 (m, 2H), 11,22 (s, 1H). PX-
MC (XIAT) pospaxoBaHo ans CspHzsFNsOs: 557,28,
sHaiigeHo: (M+H"): 558,40 m/z.

ETan 1: N',6-OdumeTnnnipngun-2-
kapborigpasoHamig,

CHg
N-NH

I
HaC Ny ™ N,

6-MeTunnnipnanH-2-kapGoHiTpmn (45,3r,
0,384mon) Ta metunrigpasuH (94mn, 5,30mon) Gynm
3miwaHi 3 etaHonom (200mn). Cymiw nepemilysanm
npy KiMHaTHIA TemnepaTypi NpOTAroM Houi Ta Todi
popatkosy nopuito (18mn, 1,00mon) metunrigpasuHy
AofaBanu Ta CyMill nepemillysanu npoTarom e 16
roguH. Cymiw ToAi BuMaptoBanu, oTpumytoum 58,0r
cuporo N',6-aumeTunnipmanH-2-kap6origpasoHamigy
(~92% BuxoAy), KOTPWI 3aCTOCOBYBAanu Ha HacTyn-
HOMY eTani cuHTe3y 6e3 4OOaTKOBOI OYUCTKN.

ETtan 2: Metun 2,2-gieTokcieTaHimigoat

CH;
] o../CH“
HNHO _FH

PosuuH gieTokciauetoHiTpuny (75r, 0,579mon) y
meTaHoni (210mn) gogaBanu nMpu KiMHaTHIN Temne-
patypi [0 po3yMHy HaTpin meTokewuay (28,3r,
0,522mon) y metaHoni (450mn). Cymiw nepemiwyBsa-
N1 NPOTArOM HOYi Ta ToAdi MeTaHon obepexHo Buna-
ptoBanu (NeToumin NpoAykT). 3anuwok po3basnsanm
avxnopmetaHom (200mn) Ta Bogoto (300mm). OpraHi-
YHWIA Wap BigQinanuM Ta BOOHUW ekcTparyBanu Aux-
nopmetaHoMm (2x150mn). MoegHaHW opraHiyHuMiA Wwap
cywmnn NapSO4 Ta BunaptoBanu, oTpumyroun 83r
cuporo metun 2,2-gietokcietanimigoaty (~90% Buxo-

ay).
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Etan 3: 2-[5-(OietokcumeTtnn)-1-metnn-1H-1,2,4-
Tpwnason-3-inj-6-metTunnipuanH

CH;
AN

|
Hsclhj)m‘)“g _CHs

Metun 2,2-pieTokcieTanimigoat (42r, 0,26mon)
po34nHANM y mMeTaHoni (200Mn) Ta po34MHi CMONyKK
N',6-gumeTunnipuamH-2-kapborigpasoHamig (43r,
0,25mor) y meTtaHoni (200mn) Npu OXONMOLKEHHi BO-
AsiHoto GaHelo, a MoTiM JoAaBaHHAMIW OLTOBY KUC-
noty (22mn, 0,37mon). Cymiw nepemiwysanv npu
KiMHaTHIN Temnepatypi npotarom 3 roguvH Ta ToAi
popasanu K>COs3 (10r, 0,071mon). Cymiw nepemiwy-
Banu npotaroMm 10 XBUNWH Ta TOAI MeTaHonN BUNapio-
Banu. 3anuwok nepemiwyBanu 3 po3unHoMm K>COs
(20r) y Bogmi (200mn) Ta ekcTparyBanu eTepom
(2x150Mmn). OpraHiyHniA Wwap npommuBany BoAoK Ta
Togi HacumieHuM posdmHoM NaCl, cywmnmn NaSO4 Ta
BMNaptoBanu. 3anuwok (62r) oumwanu xpomarorpa-
dieto Ha cunikarenesin KOMOHKUi, oTpumytoun 39,51
(57%) 3aronoBHOro NPOAYKTY.

Etan 4: 1-Metun-3-(6-metunnipugmnt-2-in)-1H-
1,2,4-Tpnason-5-kapbanbaerig rigpoxnopwua rigpat

CHs
N'N o H.Q

Hao@,i,f—’(“ o

Cymiw  2-[5-(gieTokcumeTtun)-1-metun-1H-1,2,4-
Tpnason-3-in]-6-metunnipnamdy  (38r, 0,1377mon),
Bogu (92mn) Ta KoHueHTpoBaHoi HCI (23mn,
0,276mon) rpinv npu 70-80°C npoTarom 2 roauH.
YTBOpEHUn pOo34unH criBBUNapoBanu 3 BoAow 4 pasu,
3aCTOCOBYOUYM BaKyyMHUI acnipaTtop, Todi Cyumnu
nig Bakyymom npu 60°C, otpumytoun 33,51 (94,5%)
3arofioBHOrO  MPOAYKTY $IK  KOBaNEeHTHO-3B'I3aHWN
rigpat. OtpumyBanu 3agosinbHuin C,H,N-aHanis. 'H
AMP (400MIy, D.O+TOK): & 2,90 (s, 3H), 4,13 (s,
3H), 6,38 (s, 1H), 7,94 (d, J=8Iu, 1H), 8,37 (d, J=8I"y,
1H), 8,56 (t, J=8Iu, 1H). PX-MC (API-ES) pospaxo-
BaHo aAnsa CioH1oN4O: 202,09, 3HanaeHo: (M+H+):
203,1; (M+18+H") 221,1 m/z.

Mpuknag B(44): 2-[4-(2-{2-umknoneHTun-5-[(3-
etun-1-metun-1H-1,2,4-tpuason-5-in)metun]-4-
rigpokcn-6-okco-3,6-gurigpo-2H-nipax-2-injetnn)-2-
dnyopdeHin]-2-meTunnponaHHiTpun

M cH
a%
(el v
H3C,
H,C CHy
CN F

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy B(43), npuyomy 3-etun-1-metun-1H-1,2,4-
Tpuason-5-kapbanbaeria rigpoxnopv rigpat (etan 4,
HWX4Ye)  3acToCOBaHO  3aMiCTb 1-meTun-3-(6-
MeTunnipnanH-2-in)-1H-1,2,4-tpmnason-5-
kapbanbgerigy. NpoaykT BUAINANM PO3TUPAHHAM 3
etepom. Buxia: 552wr, 41%. H AmP (400MIw,
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OMCO-ds): 6 1,03 (d, J=7,6lu, 3H), 1,34-1,76 (m,
14H), 2,06 (m, 2H), 2,38 (m, 3H), 2,60 (m, 3H), 2,76
(d, J=17,6"u, 1H), 3,53 (d, J=15,9Iy, 1H), 3,61 (d,
J=15,9"y, 1H), 3,73 (s, 3H), 7,07 (d, J=8,6'u, 1H),
7,13 (d, J=13,1'u, 1H), 7,35 (t, J=8,6I'y, 1H). PX-MC
(XIAT) pospaxoBaHo pgana  CasHisFN4Os: 494,27,
sHaiigeHo: (M+H"): 495,40 m/z.
ETan 1: Metunnponaximigoar rigpoxnopug,

NH
HC M. CHe  HCI

MponionowitTpun (176mn, 2,5mMon) gogasanu npu
0°C po 4M HCI y giokcaHi (690mn). ABcontoTHWIN Me-
TaHon (112mn) gogasanu kpannsmu npu 0°C Ta cy-
MilL 3anuwianu CToaTW Mpu Uik TemnepaTypi npoTs-
rom 1 roguHu Ta Tofdi y XOnoAWmbHUKY NPOTSAroM HOMi.
YTBOpEHy KpucTamniyHy Kalwky obpobnsnu eTtepom
(700mn). KpuctaniyHmin ocag Bigginanu ginbTpyBaH-
HSIM, NPOMMBaNM eTepoM AM151 BMOANEHHS 3arnuLuKo-
Boi HCI Ta cyLumnu, oTpumMyoum 3arofioBHUIA NPOOYKT.
Buxig: 226r (73%).

Etan 2: N'-meTtunnponaHrigpasoHamig riapoxmo-
pua

l*HzH HCt
HaC. Ay Nch,

o cycneHsii meTnnponaHimigoaT rigpoxnopuay
(100r, 0,803mon) y metaHoni (400mn) gogaesanu pos-
YuH MmetunrigpasuHy (47mn, 0,883mon) kpannsmu
npu kKiMHaTHIN TemnepaTypi. PoO3uuH Tpumanu npu
KiMHaTHI TeMnepaTypi npoTarom 2 fi6, Toai BUNapto-
Banu. YTBopeHe macno npomusanu TI® (3x150mn)
Ta cywmnu, otpumyroumn 84,1r (61%) cuporo 3aronos-
HOro NPOAyKTY.

Etan 3: 5-(OietokcumeTun)-3-etun-1-metun-1H-
1,2,4-Tpnason

cn-|:1
o—fCH"’

Hsc\)\n}—%

PosuuH HaTpit meTokenay (3,30r, 0,0611mon) y
meTaHoni (100mn) gogaBanu Mpu KiMHaTHIN Temne-
paTtypi 0O po34uHy pgieTokciaueToHiTpuny (78,9r,
0,611mon) y metaHoni (600mn). YTBOpeHy cymil
nepemMillyBanu npu KiMHaTHIA TemnepaTypi NpOTArom
Houi Ta  pogasanu pPO34mH cuporo N'-
MeTunnponaHrigpasoHamig rigpoxnopuagy 3 etany 2
(84,1r, ~0,60mon) y metaHoni (200mn). Be3sogHun
HaTpin auetat (50,0r, 0,61mon) gogasanu Ta yTBO-
peHy CyMill rpinv Apu KWNiHHI Nig 3BOPOTHMM XOIio-
OVNbHYKOM B aTMocdepi aproHy npoTarom 20 roavH.
Toai meTaHon BunaptoBany Ta TEMHUI MacnsaHUCTUA
3anuLIoK ekcTparyBanu etepom (3x250mn). ETepHun
PO34MH Mponyckanu Yyepes Lwap cunikarento Ta inb-
TpaT BMNaptoBanu. 3anuLIoK neperaHsnu nig Bakyy-
MomMm, oTpumMytoun 35,0r (27%) 3aronoBHOro NPoayKTy
(Touk.kmn. 68°C npu 0,1mm Hg). 3ayBaxeHHs:: Lle €
BULLIEKMMAAYO0 Apyroto  dpakuieto (15r; Touk.kun.
120°C npu 0,1Mm Hg), wo € TpuasonbHuUM 3abpya-
HEHHSAM, WO MICTUTb ABi aueTanbHi rpynu.

Etan 4: 3-Etun-1-metun-1H-1,2,4-tpnason-5-
kapbanbgerig rigpoxnopug rigpat
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PosuuH  5-(gieTokcumeTnn)-3-etun-1-metun-1H-
1,2,4-tpnasony 3 etany 3 (35,6r, 0,167mon) y 3,6M
HCI (150mn) rpinm (60°C) npotarom 10 rogwH, Togi
BMMaploBanu [0 Cyxoro craHy. 3anuwkoBe Macro
npomuearn TIP (3x100mn), Toai obpobnsamm cyxum
auetoHoMm (200mn), CMPWUYMHIOYM  KpWcTanisadito.
MpoayKT dinbTpyBanu Ta cyLumnu, otpumytodn 18,8r
(59%) 3aronoBHOro NPOAOYKTY. OTlemyBanm 3a[0Bi-
nbHun C,H,M-aHani3. Cnonyky aHanisyBanm 'H AMP
Ak 60:40 cymiw HekoBaneHTHOro (BiNbHWIA anb,qerlp,)
Ta KoBamneHTHOro rigpariB, BiOMOBIAHO. H AaMmP
(400MrI'u, AMCO-ds): 6 1,22 (m, nepekputo, 3H), 2,67
(q, J=7,8I'y, 0,6x2H), 2,79 (q, J=7,8Iu, 0,4x2H), 3,96
(s, 0,4x3H), 4,04 (s, 0,6x3H), 6,21 (s, 0,4x1H), 8,35
(br s, 3H), 9,87 (s, 0,6x1H). PX-MC (XIAT) po3paxo-
BaHo Aans CgHgNsO: 139,07, 3HampgeHo: (M+H+):
140,1; (M+18+H") 158,1 m/z.

Mpuknag B(45): 2-{4-[2-(2-uuknoneHTun-5-{[1,3-
anmeTnn-5-(4-metunninepasvH-1-in)-1H-nipason-4-
in)metun}-4-rigpokcu-6-okco-3,6-aurigpo-2H-nipaH-2-
in)eTun]-2-cnyopdeHin}-2-MeTUnnponaHHITpus
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3aronoBHy cCnomyky OTpUMYBanu aHamnoriyHo
npuknagy B(43), npuwiomy  1,3-gumeTun-5-(4-
meTunninepasux-1-in)-1H-nipason-4-kapbanbaeris
(etan 3, HWx4e) 3acTocoBaHo 3amicTb 1-meTun-3-(6-
mMeTunnipnanH-2-in)-1H-1,2,4-tpmnason-5-
kapbanbgeriny Ta 6e3 Tpuetunaminy. Npoaykt Bw:u-
NSNW PO3TUPaHHAM 3 eTepoM. Buxia: 1,0r (64%). 'H
AMP (400MI'y, AMCO-de): 3 1,31-1,70 (m, 14H), 1,90
(m, 2H), 1,95 (s, 3H), 2,25 (s, 3H), 2,32 (m, 1H), 2,43
(m, 4H), 2,57 (m, 3H), 2,67 (d, J=17,4I'y, 1H), 3,06
(m, 4H), 3,25 (d, J=14,8'u, 1H), 3,32 (d, J=14,6Iy,
1H), 3,48 (s, 3H), 6,99 (d, J=8,1I'y, 1H), 7,08 (d,
J=13,1l"y, 1H), 7,35 (t, J=8,3I'y, 1H). PX-MC (XIAT)
po3paxoBaHo Anst CssHaFNsOs: 577,34, 3HangeHo:
(M+H"): 578,40 m/z.

Etan 1: 1,3-Oumetun-1H-nipason-5-on

OH

N
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CH;

o po3sumHy eTunauertoauetaty (50r, 0,3846morn)
y MeTaHoni (280mn) gogaBanu po3unH MeTunrigpa-
3uHy (17,5r, 0,38mon) y metaHoni (20mn) kpannsmm
npotarom 20 XBWMAWH, NPU3BOAAYM A0 36iMbLUeHHS
Temnepatypu go 45°C. PeakuiinHy cymiwl nepemiluy-
Banu NPOTArom Houi Npu KiMHaTHIN TemnepaTypi. Me-
TaHON BMAANSNM nig BakyyMOM Ha pOTOPHOMY Buna-
PHUKY, oOTpumytoum S0r cuporo  3arofioBHOroO
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nipasorioHy, Lo 3aCTOCOBYBaNN Ha HACTynHoOMy eTani

0e3 O4YUCTKM.
Etan 2:

kapbanbaerig

5-Xnop-1,3-gumeTnn-1H-nipason-4-

H'?'CN Cl
H
N -.\
CHy LS

Oo OM® (33,29mn, 0,456mon) obepexHo aopa-
Banu POCI; (134,16r, 81,5mn 0,874mon) npu 0°C.
PeakuinHy cymiw posbasnanu 1,2-gmMxnoperaHom
(100mn), TOAi 0OBpOGRSANIM po3vmHOM cuporo 1,3-
anmveTnn-1H-nipason-5-ony (50r, 3 eTany 1) y guxno-
peTaHi (100Mn) Npy NPogoBXYyBaHOMY MepeMillyBaH-
Hi npn 0°C. CyMil rpinv nNpu KUMiHHI Nig 3BOPOTHUM
XOMNOAUMBbHUKOM MPOTAroM 3 roawH, Todi nepemilly-
Banu NpoTAroM Houi Npu KiMHaTHIN TemnepaTypi. Anga
posknagaHHa opMinyBanbHOro peareHTy OO peak-
LinHOT cyMili godaBanu po3yvvH HaTpin rigpokcuay
(91,2r, 2,28mon) y Bogai (200mn) kpannamu npu 0°C.
PeakuinHy cymiw po3baBnsnu Bogow Ta ekcTparysa-
nn amnxnopmeTtaHom (3x250mn). OpraHidHi ekcTpakTu
npommBanu Bogol A0 HelTpanbHoro pH, npomusanu
BOAO, TOAI Cywwmnu HaTpin cynbdaT. PO3YMHHMK
BMAANANM nig BakyymMOM, OTPUMYHOUM 3arofioBHWN
npoaykT (31,1r, 51% 3aranom Big MeTunrigpasvHy) sk
XKOBTY KpUCTaniyHy pe4oBuHY.

Eran 3: 1,3-gumeTnn-5-(4-metunninepasut-1-in)-
1H-nipa3on-4-kap6aneaerig

GHy
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[o posunHy 5-xrop-1,3-gumetnn-1H-nipason-4-
kapbanbgerigy (25,4r, 0,16 mon) y HMPA (25mn) Ta
Bogow (25mn) pgopasanu 1-metunninepasvH  (40r,
0,4mon, 2,5ekBiB.) Ta cymiw rpinu npu 120-125°C
npotarom 25 roguH. Konu peakuito 6yno 3aBepLueHo,
peakuiriHy cymiw BunuBanu y Bogy (500mn) Ta goga-
Banu Kanini kapboHaT A0 cumnbHO NyxHoi peakuji. Cy-
Mill ekcTparyBanu auxnopmeTtaHom (5x100mn). Mo-
€HaHi opraHiyHi eKcTpakTu npoMuBanu Asivi BOAOKO
Ta CyWunu HaTpin cynbdaTtoM Ta PO3YMHHWUK BUMNa-
ptoBanu. 3anuwoK ouuwanu xpomaTorpadiyHo Ha
cunikareni 3 rpagieHTOM erntoBaHHS Big Auxropmerta-
Hy 0O mMeTaHony, oTpumytoun 10,2r (29%) 3aronosHo-
ro npogykty. OtpumyBanu 3agoBinbHui OfIM-
aHanis. 'H AMP (400MI'y, AMCO-dg): & 2,23 (s, 3H),
2,26 (s, 3H), 2,44 (m, 4H), 3,16 (m, 4H), 3,59 (s, 3H),
9,88 (s, 1H). PX-MC (IEPAT) pospaxoBaHo pAns
C11H1sN4O: 222,15, 3HanaeHo: (M+H+): 223,1 m/z.

Mpuknag  B(46):  2-[4-(2-{2-LmknoneHTun-4-
rigpokcu-5-[(1-meTun-3-nipasuH-2-in-1H-1,2,4-
Tpuason-5-in)meTun]-6-okco-3,6-gurigpo-2H-nipaH-2-
in}eTun)-2-donyopdeHin]-2-MmeTnnnponaHHiTpun
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy B(15), npuyomy 2-{4-[2-(2-umknoneHTun-
4,6-piokco-TeTparigpo-nipaH-2-in)-etun]-2-cnyop-
deHin}-2-meTun-nponioHiTpun (3 erany 3 npuknagy
A(84)) 3actocoBaHo 3amicTb  6-[2-(5-xnop-2,4-
AVMMETOKCU-(heHin)-eTnn]-6-UmMKnoneHTnn-gurigpo-
nipan-2,4-gioHy. [MpogykT xpomartorpadpysBanu Ha
cunikareni Ta posTupanu 3 etepoM. Buxig: 201wmr
(13%). "H AMP (400Mry, AMCO-dg): & 1,35-1,71 (m,
14H), 2,02 (m, 2H), 2,39 (s, 1H), 2,59 (m, 3H), 2,75
(d, J=17,4"u, 1H), 3,69 (d, J=17,1"'y, 1H), 3,76 (d,
J=17,1"y, 1H), 3,94 (s, 3H), 6,99 (d, J=8,1I'u, 1H),
7,08 (d, J=13,1I"y, 1H), 7,20 (t, J=8,3I'y, 1H), . 8,60
(s, 1H), 8,64 (s, 1H), 8,97 (s, 1H). PX-MC (XIAT) pos-
paxoBaHo Ans CsoHssFNgOs: 544,63, 3HangeHo:
(M+H"): 545,30 m/z.

Mpuknag B(47): 2-[4-(2-{2-UvknoneHTnn-5-[(1-
etun-3,5-gumetun-1H-nipason-4-in)metun]-4-
rigpokcu-6-okco-3,6-aurigpo-2H-nipax-2-injetnn)-2-
dryopdeHin]-2-meTunnponaHHiTpun
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy B(43), npuyomy 1-etun-3,5-gumetunn-1H-
nipason-4-kapbanbgeriy 3actocoBaHo 3aMicTb 1-
meTun-3-(6-metnnnipnaunH-2-in)-1H-1,2,4-tpuason-5-
kapbanbgeriny ta 6e3 Tpuetunaminy. MpooykT ouu-
Lanu xpomarorpadieto Ha cunikareni Ta po3TupaHHs
3 etepom. Buxig: 795mr, 58%. "H amp (400MIwy,
OMCO-ds): 6 1,14 (t, J=7,1T"y, 3H), 1,28-1,62 (m, 8H),
1,70 (s, 6H), 1,82 (m, 2H), 2,04 (s, 3H), 2,11 (s, 3H),
2,26 (m, 1H), 2,48-2,55 (m, 3H), 2,69 (d, J=17,6y,
1H), 3,11 (d, J=14,6I"y, 1H), 3,22 (d, J=14,6u, 1H),
3,84 (q, J=7,3l'y, 2H), 6,93 (d, J=9,6I"'u, 1H), 7,04 (d,
J=11,6l"y, 1H), 7,34 (t, J=8,6l'u, 1H), 10,65 (s, 1H).
PX-MC (XIAT) pospaxoBaHo pana CsoHssFN3Os:
507,29, 3HangeHo: (M+H+): 508,40 m/z.

Mpuknag B(48): 2-[4-(2-{2-LmknoneHTun-5-[(3-
etun-1-metnn-5-mopdoniH-4-in-1H-nipason-4-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
in}etnn)-2-donyopdeHin]-2-MmeTnnnponaHHiTpusn
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy B(43), npuyomy  3-etun-1-metun-5-
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mMopdooniH-4-in-1H-nipason-4-kap6anbaeng (Etan 3,
HWX4Ye)  3acToCOBaHO  3aMiCTb 1-meTun-3-(6-
mMeTunnipnanH-2-in)-1H-1,2,4-tpmnason-5-
kapbanbgeriny Ta 6e3 Tpuetunaminy. MpoaykT o4u-
Wwann xpomarorpacieto Ha cunikareni nepekpucrani-
30ByBanu 3 cymiwi eTtunauertat/etep. Buxig: 486mr
(31%). 'H AMP (400Mry, AMCO-de): & 1,01 (t,
J=7,6ly, 3H), 1,32-1,64 (m, 8H), 1,70 (s, 6H), 1,89
(m, 2H), 2,36 (m, 2H), 2,58 (m, 2H), 2,67 (d,
J=17,6l"y, 1H), 3,05 (s, 4H), 3,26-3,41 (m, 4H), 3,54
(s, 3H), 3,63 (m, 4H), 6,99 (d, J=9,3I'y, 1H), 7,09 (d,
J=14,3l"y, 1H), 7,35 (t, J=8,3I'y, 1H), 10,70 (s, 1H).
PX-MC (XIAT) pospaxoBaHo pansa CsszHazFN4Oy:
578,33, 3HangeHo: (M+H+): 579,40 m/z.

Eran 1: 3-Etun-1-metun-1H-nipason-5-on

Hc ©OH
N
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MetunrigpasuH (31,6r, 0,687mon) y meTaHoni
(100mn) gopaeanu KpannsamMu OO0 PO3dMHY eTun 3-
okconeHtaHoaty (100r, 0,694mon) y MeTtaHoni
(280mn) npoTtarom 45 xBUNWH, Npu LpOMY Temnepa-
Typy 36inbeHo o 45°C. PeakuiviHy cymiw Togi ne-
pemiwyBanu npu KiMHaTHIM TemnepaTypi NpOTAroMm
Houi Ta Todi BunaptoBanu, otpumyioun 84,5r (97%)
CMPOro 3arofloBHOrO NPOAYKTY.

Etan 2: 5-Xnop-3-etun-1-metun-1H-nipason-4-
kapbanbgerig

Hae o C
N Y 0
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POCI; (236,88r, 1,543mon, 144mn) gopasanu
kpannsmu npu 0°C go AM® (59r, 0,808mon). Peak-
LiHy cymiw Toai po36aBnsanuM  AMXITOPMETaHOM
(200mn) Ta popasanu 3-etun-1-metun-1H-nipason-5-
on (84,5r, 3 etany 1) npu nepemiwysaHHi npu 0°C.
CymiL rpinu Nnpy KMNiHHI Nig 3BOPOTHUM XONOANIbH-
KOM npoTarom 3 roAuvH Ta ToAi nepemillyBanuy npoTs-
romM Houi Npu KiMHaTHIN TemnepaTtypi. icna uboro oo
peakuinHoT CyMmiLli WBKAKO goAaBanuy XonoaHy Boay 3
neogom (500mn) npy 0°C gna posknagaHHa hopmi-
nyBanbHoro 3acoby. OpraHiyHui wap Biaadinsanu Ta
BOAHY pa3y ekcTparyBanu XnopodopMoM Kifnbka
pasiB. OpraHiyHi Wwapu To4i NPOMMBAaNM PO34YMHOM
KoCO3 ana oTpumaHHsi cnabko NnyXHOro cepenoBu-
wa, cywunu Na;SOs4 Ta BuMmaptoBanv, OTPUMYHOHUM
51,2r MacnsaHUCTOI peyoBMHN. 3anuLLKOB peakui mac
HentpanizyBanu K.CO3 ana oTpumaHHa cnabko Kuc-
MIOTHOTO CepedoBULLA Ta eKcTparyBanu Xrnopodop-
MoMm. [oefgHaHi ekcTpakTW KOHLUEHTpyBanu Ta 3anwu-
LWIOK ouuwanu xpomartorpadieto (QuxnopMmeTaH) Ha
cvnikareni, oTpumytoun 71,3r (62%) 3aronoBHoro
npoaykTy.

Etan 3: 3-Etun-1-metun-5-mopdoniH-4-in-1H-
nipason-4-kapbanbaerig
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Hy

MopdoniH (35,15r, 0,4mon) Ta Bogoto (30mn)
Jogasanuv npu nepemillyBaHHi Npu KiMHaTHIN Temne-
patypi po cymiwi  5-xnop-3-etun-1-metun-1H-
nipason-4-kapbanbaerigy 3 etany 2 (35r, 0,202mon) y
HMPA (30mn). PeakuiiHy cymiw rpinv npm 90°C npo-
TArom 8 roguH, ToAai po3dasnanu BoJoK Ta ekcTpary-
Banu etunaugetatoM (3x100mn). OpraHiyHi ekcTpakTu
npomMmBanu BOAOK ANS OTPUMAaHHS CrabKo My>KHOro
cepepgosuwa, cywmnum Na;SO4 Ta BunaptoBanu. 3a-
FINLLIOK ounwanm xpomaTorpadieto (rek-
caH/eTvnauertaT) Ha cwnikareni, otpumytoun 37,2r
(82,6%) 3aronosHoro npoaykty. OTpumyBanu 3agoBi-
nbHUn C,H,N-aHanis. H AmP (400MI'y, AMCO-de): &
1,14 (t, J=7,6'y, 3H), 2,71 (q, J=7,6l"y, 2H), 3,16 (m,
4H), 3,65 (s, 3H), 3,72 (m, 4H), 9,91 (s, 1H). PX-MC
(IEPAT) pospaxoBaHo pans CiyiHi7N3O2: 223,13,
sHaiigeHo: (M+H"): 224,1 m/z.

Mpuknag B(49): 2-[4-(2-{2-UuknoneHTtnn-5-(1,3-
AnmeTun-5-mopdoniH-4-in-1H-nipason-4-in)metnn]-4-
rigpokcu-6-okco-3,6-gurigpo-2H-nipax-2-injetnn)-2-
dnyopdeHin]-2-meTunnponaHHiTpun
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3aronoBHy cCnomyky OTPUMYBanu aHamnoriyHo
npuknagy B(43), npuyomy 1,3-gumetnn-5-mopdoniH-
4-in-1H-nipason-4-kapbanbaerii  3acTocoBaHO  3a-
MiCTb 1-meTun-3-(6-metTunnipuamnn-2-in)-1H-1,2,4-
Tpuason-5-kapGanbaeriny. Buxin: 448 (29%). 'H
AMP (400MI'y, AMCO-dg): & 1,32-1,64 (m, 8H), 1,70
(s, 6H), 1,90 (m, 2H), 1,95 (s, 3H), 2,32 (m, 1H), 2,58
(m, 3H), 2,68 (d, J=17,6I"u, 1H), 3,04 (m, 4H), 3,27 (d,
J=14,9"y, 1H), 3,30 (d, J=14,9I'y, 1H), 3,52 (s, 3H),
3,62 (m, 4H), 6,99 (d, J=9,3I'y, 1H), 7,09 (d,
J=14,3l"y, 1H), 7,35 (t, J=8,3l'y, 1H), 10,73 (s, 1H).
PX-MC (XIAT) pospaxoBaHo pana CspHa1FN4Oy4:
564,31, 3HangeHo: (M+H+): 565,40 m/z.

Mpuknag B(50): 2-[4-(2-{2-LUunknoneHtnn-5-[(1-
etun-5-metun-1H-1,2,4-tpuason-3-in)metun]-4-
rigpokcu-6-okco-3,6-aurigpo-2H-nipax-2-injetnn)-2-
dnyopdeHin]-2-meTunnponaHHiTpun

OH

-
Nay Y
o o Y CHy
HaC CH;

H
3CCNF

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy B(43), npuyomy 1-etun-5-metun-1H-1,2,4-
Tpnason-3-kapbanbderig (eTan 2, HMx4e) 3acTocoBa-
HO 3amictb 1-meTun-3-(6-metunnipngnn-2-in)-1H-
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1,2,4-Tpnason-5-kapbanegeriny t1a 6e3 Tpuetunami-
Hy. Buxig: 195mr (14%). 'H AMP (400Mrlu, AMCO-
ds): 6 1,15 (t, J=7,3l'uy, 3H), 1,37-1,71 (m, 14H), 2,11
(m, 2H), 2,24 (s, 3H), 2,40 (m, 1H), 2,64 (m, 3H), 2,74
(d, J=17,4"u, 1H), 3,42 (d, J=15,8I"y, 1H), 3,52 (d,
J=15,6l"y, 1H), 3,99 (q, J=7,3Iy, 2H), 7,11 (m, 2H),
7,35 (t, J=8,3I'y, 1H), 10,81 (s, 1H). PX-MC (XIAT)
po3paxoBaHo Anst CosHasFN4Os: 494,27, 3HanigeHo:
(M+H"): 495,30 m/z.

Etan 1: 3-[ietokcumetmn-1-etun-5-metun-1H-
[1,2,4]tpnason

CH3
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Oo posunHy NaOMe (24mn, 25mac.% y MeOH,
0,105mon, 4,3mon%) y MeOH (2,4n) nonaBsanu gjie-
TokciaueToHiTpun (310r, 2,40mon) Ta peakuinHy cy-
MilL nepeMillyBanu nNpu KiMHaTHIA TemnepaTypi npo-
TArom 24 rognH. PO34YMHHMK BUAANANM nig BakyymMoMm
(300mbap, 44°C) Ta KOPWYHEBWMA MACRSIHUCTUMIA 3a-
nMwok po3uunHanu B Et,O (2,4n). OpraHivyHui po3udmH
npomuBanu  Bogoto  (3x500mn) Ta  poscornom
(1x400Mmn) Ta cywunu NazSO4. Po3unHHMK BUgansnm
nig Bakyymom npu 0°C, oTpumytoum metun 2,2-
pieTokcietaHimigoat (333,32r, 86%) sk npo3opy piaun-
Hy. [o po3unHy NaOMe (25mac.% y MeOH, 424r,
2mon) Ta MeOH (2n), nogaBanu eTunrigpasuH okca-
nart (150,14r, 1mon) Ta cymiw nepemiwlyBanu npoTs-
rom 10 xBunuH. Metun 2,2-pieTokcieTaHimigoaT
(161,2r, 1mon) gogaBanu Ta CyMmill nepemillyBanu
npu KiMHaTHIN TemnepaTypi npoTtaroM 3 roguvH nig
as3oToMm. MpoaykT, (12)-2,2-pieTokcn-N-
eTuneTaHrigpa3oHamMig 3actocoByBanu Ha Micui. Cu-
pu (12)-2,2-pieTokcn-N-eTnnetaHrigpazoHamia 06-
pobnsanu aueTtumigat rigpoxnopugom (109,6r, 1mon)
Ta nboAsiHow ouTtoBot kucroTowo (90r, 1,5mon) Ta
CyMill nepemiwyBanu nNpu KiMHaTHIN Temnepatypi
npotsrom 24 roguH nig asotom. PX-MC nokasana,
Lo peakuis He Bigbynacsi yepe3 24 roguHu. Po3umH-
HUK BMOAnNANuU nig BakyyMoM 3 peakuiiHOl cyMilli Ta
3anuwok 3bepiranu y xonoaunbHuky. Yepes 8 pnid
3anvLIOK BMAANsAnM 3 XOnoAdwrbHWKa, Harpisanv Ao
KiMHaTHOI TemnepaTtypu Ta 06pobnsnn MeOH (1,5n),
ouToBow kucnotoro (85,7mn) Ta auetumigatom HCI
(98r, 0,89Mon) 3 HOBOI EMHOCTI Ta L0 CyMill nepemi-
wyBanuM npu KiMHaTHIn TemnepaTtypi npoTtarom 24
roovH. PX-MC nokasana, o BuXigHi maTtepianv Bu-
TpayeHo, Ta WO TPOXu MOTpibHOro npogykty 6yno
NPUCYTHBO. PO3YMHHWK BMAansnu nig BakyymoM Ta
H2O (1,5n) popgaBanm go 3anuwk. Cymiw ekcTtpary-
Banun XM (5x1n) Ta noegHaHi opraHiyHi wapu cywm-
m NaxSO4. PO34MHHUK BuAananu nig Bakyymowm,
oTpuMytodn 163r cuporo YyepsoHoro macna. Npogykr
oumnwanu dgrew-xpomarorpadieto, 3actocoByroun 2%
MeOH/DMC sk entoeHT (RF=0,3) oTpumytoun 56,86r
(23%) 3-(gieTokcumetun)-1-etun-5-metun-1H-1,2,4-
Tpuasony sk YepBoHe Macrio, koTp 6yno 96% 4mcTum
3a 'H AMP.

Etan 2: 1-Etun-5-metun-1H-[1,2,4]Tpnason-3-
kapbanbaeria
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Cymiw  3-(gieTokcumeTtun)-1-etun-5-metnn-1H-

[1,2,4]Tpuasony 3 etany 1 (56,86r, 0,267mon) Ta H.O
(300mn) obpobnsnu nosinbHo 3 35% BogH. HCI
(55,61r, 0,534mon) Ta peakuiiHy Cymill nepemiwlyBa-
nn Npy KiMHaTHIN TemnepaTypi NpoTaroMm 24 roguH.
Cymiw npommeanu OXM (2x200mn). BogHy dasy
nignyxyesanu go pH 13 3 NaOH Tta npomueanu XM
(3x200Mmn). TMoegHaHi OXM-ekcTpakTv Bigkuganu.
BoaHy dbasy Hewtpanisysanu go pH 7 3 HCI 1a ekct-
parysann OXM (3x200mn). OpraHiyHy a3y 3 uiei
OCTaHHbOI eKCTpaKLUil, WO MICTUTb NPOAYKT, CyLUWUnU
Na;SOs Ta pO3YMHHWMK BUAANANM Nig Bakyymom,
oTpumytoum  9,8r  (26%)  1-etun-5-metun-1H-
[1,2,4]tpnaszon-3-kapbanbaerigy, kotp MaB 96% uwnc-
Totn 3a AMP. 'H GMP (500MrI'y, CDCls): 8 1,49 {(t,
J=7,5T'y, 3H), 2,51 (s, 3H), 4,20 (q, J=7,5I'y, 2H),
9,91 (s, 1H). "*C SIMP (125Mrw, CDCls): § 12,1, 14,9,
44,4, 154,0, 159,2, 184,0. PX-MC (XIAT) po3spaxoBa-
Ho ansa CsHgNsO: 139,07, 3HanaeHo: (M+H+): 140,1
m/z. AHani3: po3paxoBaHo ans CsHgN3O: C, 51,79;H,
6,52; N, 30,20; 3nangeHo: C, 51,5;H, 6,38; N, 29,98.

Mpuknag B(51): 2-{4-[2-(2-LUnknoneHTun-5-{[3-
(andnyopmetunn)-5-(aumeTnnamiyo)-1-metnn-1H-
nipason-4-inJmetunn}-4-rigpokcn-6-okco-3,6-gurigpo-
2H-nipaH-2-in)etun]-2-cdnyopdeHin}-2-
METUMNPONaHHITPMIN
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy B(43), npuyomy 3-(audnyopmeTnn)-5-
(anmeTnnamiHo)-1-metun-1H-nipason-4-
kapbanbgerig (eTan 3, HWK4Ye) 3aCTOCOBAHO 3aMiCTb
1-meTun-3-(6-metunnipngnn-2-in)-1H-1,2,4-tpmnason-
5-kapbanbgerigy Ta 6e3 Tpuetunaminy. Buxig: 142mr
(9%). "H AMP (400Mru, AMCO-dg): & 1,31-1,63 (m,
8H), 1,70 (s, 6H), 1,89 (m, 2H), 2,32 (m, 1H), 2,57 (m,
3H), 2,67 (m, 2H), 2,74 (s, 6H), 3,40 (d, J=15,1Ty,
1H), 3,44 (d, J=15,1Tu, 1H), 3,61 (s, 3H), 6,98 (d,
J=9,3l'y, 1H), 7,06 (d, J=13,1Tu, 1H), 7,34 (t
J=8,3ly, 1H), 10,92 (s, 1H). PX-MC (XIAT) po3paxo-
BaHo Ansa CaoHs7F3N4Os: 558,28, 3HanaeHo: (M+H+):
559,30 m/z.

Etan 1:
nipason-5-on

3-(Ondonyopmetnn)-1-metnn-1H-

F
F
=N
p=
OH
Oo PO3UMHY MeTun 4,4-pndbnyop-3-

okcobyTaHoaty (64r, 0,38mon) y metaHoni (500mn)
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popasanu metunigpasvH (20,5mn, 0,38mon). Peak-
LifHY cyMill nepemillyBanu npoTAromM Houi npu Kim-
HaTHIN TeMmnepartypi. JleTiodi NpoAyKTU BUAAnNanNu nig
BakyyMoM, gogasanu tonyon (400mn), cymiw Buna-
ptoBanu 3HOB Ta Lie NOBTOpIOBaNu. YTBOPEHUA TBep-
QWi 3anuyLIoK ouuLLany xpomartorpadgiyHo Ha curika-
reni, 3aCTOCOBYIOUM CyMill eTunaueTaT/guxnopmertaH
(1:2, R=0,35). YTBOpPeHe macno KkpuctaniyBanmu 3
eTepy (200mn) Ta cyLumnu nig BakyyMomM memobpaHHo-
ro Hacocy (10mMm Hg) npoTtsarom 3 roguH, oTpUMyo4m
28r (49,8%) 3aronoBHOro NPOAYKTY.

Etan 2: 5-Xnop-3-(audnyopmetun)-1-metnn-1H-
nipason-4-kap6anbaerig

F
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Oo OM® (40,84r, 0,56mon) popasanu POCI;
(104,4mn, 1,12mon) npu 0°C. Yepes 30 xBWUnuWH, A0
yTBOpeHoro peareHTy Bincmeepa popasarm  3-
(andpnyopmetun)-1-metun-1H-nipason-5-on 3 etany
1 Buwe (69,1r, 0,46mon) Ta cymiw rpinn npu 80°C
npotsrom 16 roguH. Todi peakuiiHy cymiw po3bas-
nsanu guxnopmetaHoMm (400mn) Ta obpobnsnu pos-
YnHOM Kaniv kapboHaTty (780r) y Boai (2n) npu 0°C.
OpraHiyHMi Wwap Bigdinanu Ta BOOHWUW LWap ekcTpa-
rysanu guxnopmetaHom (3x100mn). MoegHaHi opra-
HiYHi ekcTpakTu npoMuBanu Bogot (500mn), nponyc-
Kanu 4Yepe3d wap cunikaremo (10x10cm) Ta
BMNaptoBanu. 3anuwok KpucTanisyBanu 3 eTepy
(100mn) Ta rekcaHy (100mn), oTpumytoun 69r (77%)
3arofloBHOMO MPOAYKTY.

Etan 3: 3-(dndnyopmetun)-5-(anmetnnamiyo)-1-
meTun-1H-nipason-4-kap6aneaerig
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Ho cywmiwi 5-xnop-3-(gudnyopmetun)-1-metun-
1H-nipason-4-kapbanbgerigy  (34r, 0,17mon) Ta
HMPA (50mn) gopgasanu 40% BOAHMI PO34UH QUMeE-
TUnaminy (66,3mn). PeakuinHy cymiw nepemilysanm
npn 50°C npoTtarom 12 roguH, po3dasnsanu BOAOH
(1n) Ta npoaykT eKkcTparyBanu AWUXIIOpMETaHOM
(2x100mn). MoegHaHi opraHiyHi LWapwn CyLuMnmn HaTpin
cynbart Ta BunaptoBanu. Pigkuin 3anuwiok oynanu
XpomatorpacdiyHo Ha curnikareni, 3acTOCOBYOUN ANX-
nopmertaH/etunauetat sk enoeHt (1:3, R=0,25),
oTpumytoum 17,81r (51,6%) 3aronosHoro MPOAYKTY.
OtpumyBanu 3agosinbHun C,H,M-ananis. 'H AMP
(400Ml'y, AMCO-de): 6 2,93 (s, 6H), 3,72 (s, 6H),
7,07 (t, J=56Iu, 1H), 9,94 (s, 1H). GC-MC po3spaxo-
BaHo ansa CgH11F2N3O: 203,09, 3HanaeHo: (M+): 203
m/z.

Mpuknag, B(52): 6-[2-(5-Xnop-2,4-
AnmeTokeudeHin)etun]-6-unknoneHtun-3-[(1,3-
anmeTnn-5-mopdonin-4-in-1H-nipason-4-in)metun]-4-
riapokcn-5,6-gurinpo-2H-nipaH-2-oH

88909

3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy B(15), 3actocosytoun 1,3-gumeTnn-5-
mMopdooniH-4-in-1H-nipason-4-kapbanbaeris ~ 3amicTb
2-metun-5-nipasun-2-in-2H-[1,2,4]tpnason-3-
kapbanbgerin purigpoxnopug MoHorigpaty Ta 6e3
Tpuetnnamidy. OTpumanun Buxig Ha 0,78-mmon Lwka-
ni, 6yB 34Mmr (7%). 'H AMP (400Mry, CDCls): & 1,18-
1,83 (m, 8H), 2,19 (s, 3H), 2,28 (m, 1H), 2,47 (m, 3H),
2,68 (m, 1H), 3,07 (m, 2H), 3,21 (s, 3H), 3,36 (s, 2H),
3,69-3,81 (m, 14H), 6,38 (s, 1H), 6,94 (s, 1H). PX-MC
(XIAT) pospaxoBaHo Ans CszoH4oCIN3Os: 573,26,
3HaNaeHo: (M+H+): 574,20, 576,20 m/z.

Mpuknag B(53): EwnaHTiOMep 1 2-[4-(2-{2-
LmknoneHtun-5-[(5,7-gumetun(1,2,4]tpnasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-6-okco-3,6-
avrigpo-2H-nipax-2-in}etun)-2-
(TpucbnyopmeTun)deHin]-2-meTnnnponaHHiTpun

CN CFs

Enanbomner 1

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
2-[4-(2-{2-umknoneHtnn-5-[(5,7-
aumetun[1,2,4]Tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcn-6-okco-3,6-gurigpo-2H-nipaH-2-
in}etun)-2-(Tpndnyopmetun)deHinl-2-
meTunnponaHHitpuny (338mr, Mpuknag B(28)), 3a-
ctocoBytoum xipaneHy BEPX (Chiralpak AS-H,
1406ap, 50% MeOH). (151,32wmr, 1,84 xBUnMH 4ac
yTpyuMaHHsi, 100% e.H.).

Mpuknag B(54): EHaHnTiomMep 2 2-[4-(2-{2-
LnknoneHntun-5-[(5,7-gumetun[1,2,4]tpnasonol[1,5-
a]nipumigunH-24n)meTnn]-4-rigpokcu-6-okco-3,6-
avrigpo-2H-nipax-2-in}etun)-2-
(TpucbnyopmeTun)deHin]-2-meTnnnponaHHiTpun
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& Enanhomer 2

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
2-[4-(2-{2-umknoneHtnn-5-[(5,7-
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aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcn-6-okco-3,6-gurigpo-2H-nipaH-2-
in}etun)-2-(Tpudnyopmetun)deHinl-2-
meTunnponaHHitpuny (338wmr, Mpuknag B(28)), 3a-
ctocoBytoum xipaneHy BEPX (Chiralpak AS-H,
1406ap, 50% MeOH). (239,86mr, 4,94 xBWNWH 4Yac
yTpyuMaHHsi, 100% e.H.).

Mpuknapg B(55): EHaHTiomep 1 2-[3-Xnop-5-(2-{2-
uuknoneHTun-5-[(5,7-gumetun[1,2,4]tpunasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-6-okco-3,6-
avrinpo-2H-nipaH-2-in}etun)nipuamn-2-in]-2-
METUMNPONAHHITPWIN

HiC,
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Enanbomer 1

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
2-[3-xnop-5-(2-{2-umknoneHtnn-5-[(5,7-
aumetun[1,2,4]Tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
injeTun)nipnanH-2-in]-2-metTunnponanHitTpuny  (75wmr,
Mpuknag B(39)), 3actocosytoum xipansHy BEPX
(Chiralpak AS-H, 1406ap, 55% MeOH). (11,37wmr,
1,93 xBUNWH Yac ytpumanHs, 91% e.H.).

Mpuknag B(56): EHaHTiomep 2 2-[3-Xnop-5-(2-{2-
uuknoneHTun-5-[(5,7-gumetun[1,2,4]tpunasono[1,5-
a]nipumiguH-2-in)metun]-4-rigpokcu-6-okco-3,6-
aurigpo-2H-nipaH-2-in}etun)nipuamn-2-in]-2-
METUMNPONAHHITPUIN

CN O

Enanbomer 2

3aronoBHy crnonyky Bigginsanu Big pauemiyHoro
2-[3-xnop-5-(2-{2-umknoneHtnn-5-[(5,7-
aumetun[1,2,4]tpnasono[1,5-a]nipumignH-2-
in)metun]-4-rigpokcun-6-okco-3,6-gurigpo-2H-nipaH-2-
injeTun)nipnanH-2-in]-2-metTunnponanHitpuny  (75wmr,
Mpuknag B(39)), 3actocoytoun xipansHy BEPX
(Chiralpak AS-H, 1406ap, 55% MeOH). (9,59wmr, 4,32
XBUIWH Yac yTpuMaHHs, 96% e.H.).

Mpuknag  B(57):  2-(4-{2-[2-UvknoneHTnn-4-
rigpokcu-5-({5-[(2-meTokcieTnn)(metun)amiHo]-1,3-
anmetun-1H-nipason-4-in}metun)-6-okco-3,6-
avrinpo-2H-nipan-2-in]etun}-2-cnyopdeHin)-2-
METUMNPONAHHITPWIN
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3aronoBHy Cnomyky OTPUMYBanu aHamnoriyHo
npuknagy B(43), npuyomy 5-[(2-
meTokcieTun)(metun)amiHol-1,3-gumetnn-1H-
nipason-4-kapbanbgerig (etan 1, HWk4e) 3acTocoBa-
HO 3amictb 1-meTun-3-(6-metunnipngnn-2-in)-1H-
1,2,4-Tpnason-5-kapbanegeriny t1a 6e3 Tpuetunami-
Hy. Buxin: 132mr (8%)."H SAMP (400Mr 1, AMCO-ds):
8 1,31-1,70 (m, 14H), 1,90 (m, 2H), 1,95 (s, 3H), 2,32
(m, 1H), 2,57 (m, 3H), 2,67 (d, J=17,6"y4, 1H), 2,72 (s,
3H), 3,14 (m, 2H), 3,21 (s, 3H), 3,25 (d, J=5,5I"y, 1H),
3,31 (m, 3H), 3,49 (s, 3H), 6,99 (dd, J=8,2, 1,5y,
1H), 7,09 (dd, J=13,1, 1,5y, 1H), 7,35 (t, J=8,4I'y,
1H), 10,67 (s, 1H). PX-MC (XIAT) po3paxoBaHo Anisl
C32H43FN404:566,71, 3HanaeHo: (M+H+): 567,40 m/z.

Etan 1: 5-[(2-MetokcieTun)(meTun)amiHol-1,3-
anmeTnn-1H-nipason-4-kapbanbgerig,
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Cymiw  2-(meTokcieTun)meTtunaminy  (32,93r,
40mn, 0,37mon), 5-xnop-1,3-gumeTtun-1H-nipason-4-
kapbanbgeriynq (etan 2 npuknagy B(45)) (29,28r,
0,185wmon), HMPA (25mn) Ta Boam (25mn) rpinv npu
120-125°C npotarom 17 roguH. PeakuinHy cymiw
BunuBanu y sogy (500mn) Ta yTBOpeHy cymiw nigny-
XyBanu Kanin kapboHaTom. CyMmil ekcTparyBanm
etunauetatom (5x100mn). MNoedHaHi opraHiyHi excT-
pakT¥ npomMuBanu ABivi BOAOK, CYLUUMW HATPIA Ccy-
nbdaT, inbTpyBanuM Ta PO3YMHHMK BuUOananu nig
BaKyymMoM. 3anuLoK ouuvwiany xpomartorpadivyHo Ha
cunikareni, 3aCTOCOBYOUM CyMill rekcaH/eTunauerat
AK entoeHT, oTpumytoumn 35,35r (90%) 3aronoBHoOro
npoaykty. 'H AMP (400Mru, AMCO-ds): & 2,27 (s,
3H), 2,87 (s, 3H), 3,20 (s, 3H), 3,26 (m, 2H), 3,39 (m,
2H), 3,59 (s, 3H), 9,82 (s, 1H). GC-MC (IEPAT) pos-
paxoBaHo pans  CqoH17N3O2: 211,13, 3HaipgeHo:
(M+H"): 212,1 m/z.

Mpwuknag B(58): 2-{4-[2-(2-LunknoneHTnn-5-{[1-(2-
dpnyopetnn)-3,5-gumeTnn-1H-nipason-4-injmetnn}-4-
rigpokcu-6-okco-3,6-gurigpo-2H-nipax-2-in)etnn]-2-
nyopdeHin}-2-MmeTnnnponaHHiTpun
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3aronoBHy Cnomyky OTpUMYBanu aHamnoriyHo
npuknagy B(43), npuyomy 1-(2-donyopetun)-3,5-
anmveTtnn-1H-nipason-4-kapbanbgerig (Etan 2, Hux-
ye) 3aCTOCOBaHO 3aMmicTb 1-meTun-3-(6-
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mMeTunnipnanH-2-in)-1H-1,2,4-tpmnason-5-
kapbanbgeriny ta 6e3 Tpuetunaminy. MpogykT ouu-
Wwanum xpomaTtorpadiieto Ha cunikareni Ha cucTemi
Biotage. Buxin: 843mr (59%). 'H AMP (400Mrwu,
OMCO-ds): 6 1,30-1,62 (m, 8H), 1,70 (s, 6H), 1,84 (m,
2H), 2,05 (s, 3H), 2,13 (s, 3H), 2,27 (m, 1H), 2,54 (m,
3H), 2,68 (d, J=19,8I'uy, 1H), 3,14 (d, J=14,3I"y, 1H),
3,23 (d, J=14,3'y, 1H), 4,15 (d, J=27,4T'u, 2H), 4,61
(d, J=47,3r'uy, 2H), 6,94 (d, J=8,0,l'y, 1H), 7,05 (d,
J=11,5I"y, 1H), 7,34 (t, J=8,0ru, 1H), 10,67 (s, 1H).
PX-MC (XIAT) pospaxoBaHo ans CaoHszF2N3Os:
525,28, 3HangeHo: (M+H+): 526,30 m/z.

Etran 1. 1-(2-®nyopetnn)-3,5-gumetunn-1H-
nipason
H
= N
No™F
CHa

Ho cycneHsii HaTpin rigpuay (1,37mon, (60% vy
macn) y OM® (350mn) pogasanu 3,5-gumetun-1H-
nipadon (120r, 1,25mon). lNicns UbOro peakuinHy cy-
MiLL nepemillyBany NpoTsarom 1 rogmMHn Npu KiMHaTHIN
Temnepatypi Ta 0bpobnsnu 1-6pom-2-chnyopeTtaHom
(175r, 1,37mon) y OM® (200mn). PeakuinHy cymiw
nepemillyBanu MPOTAroM Houi, po36aBnsnM BOAOH
(2n) Ta npodykT ekcTparyBanuM eTunaueTaTom
(3x300mn). MNoeaHaHi opraHiyHi ekcTpakTy npomuBa-
nm Bogot (1n), cylwumnu HaTpin cynbdaT Ta BUnNapto-
Banu. Pigkui 3anuwok (120r) xpomaTtorpadysanu Ha
ycTaHoBLi "Biotage" 3 cunikarenem, 3acTtocoBytouun
etunauetat/rekcaH (1:5) gk emoeHt (R=0,3), oTpu-
Mmytoun 88r (49,7%) 3aronoBHOro NPOAYKTY.

Eran 2: 1-(2-®nyopetvn)-3,5-gumeTtnn-1H-
nipason-4-kapbanbaeria
HyG
=N
H N~/"F
0 ¢CH,

Oo OM® (56r, 0,75mon) popasanu POCI;
(74,55mn, 0,8mon) npu 0°C. Yepe3 30 xBunuH Jo
yTBOpeHOro peareHTy Bincmanepa popasanu 1-(2-
dnyopeTtnn)-3,5-gumetun-1H-nipason (88r, 0,62mon)
Ta peakuinHy cymiw rpinu npotarom 16 roguvH npwm
80°C. PeakuiiHy cymil po3baBnsinm guxinopMeTaHoMm
(400mn) Ta obpobnsinu kanin kapboHatom (600r) y
Boai (2n) npu 0°C. OpraHiyHui wap BigQinanu, npo-
nyckanu yepes cunikarenb (10x10cM) Ta BuMnaptoBa-
nn. Pigknin 3anywok KpuctanisyBanu 3 CyMilli rekca-
Hy (100mn) Ta etepy (200mn), Bigginamm
(iNbTpyBaHHAM Ta CyLLMnKW Mig BakyyMOM, 3acTOCO-
BYIOYM MacfsiHAM Hacoc, oTpumytoun 26,3r (24,9%)
3aronoBHOMO - MPOAYKTY. OTpumyBanu 3agoBiNbHUIA
C,H,M-ananiz. 'H AMP (400Ml'y, AMCO-dg): 8 2,33
(s, 3H), 2,48 (s, 3H), 4,36 (dt, J=28Iu, J=5I'u, 2H),
4,74 (dt, J=44I"y, J=5Iy, 2H), 9,85 (s, 1H). GC-MC
po3paxoBaHo anst CgHq1FN2O: 170,09, 3HaigeHo:
(M): 170 m/z.

Mpuknag B(59): 2-{4-[2-(2-LnknoneHTun-5-{3-
(andonyopmetun)-1-metun-1H-1,2,4-tpuason-5-
in]metnn}-4-rigpokcn-6-okco-3,6-gurigpo-2H-nipaH-2-
in)eTun]-2-cnyopdeHin}-2-MeTUnnponaHHiTpusn
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3aronoBHy cCnomyky OTPUMYBanu aHamnoriyHo
npuknagy B(43), npuyomy 3-(audnyopmetnn)-1-
metun-1H-1,2,4-tpnason-5-kapbanbaerin  (Etan 3,
HWX4Ye)  3acToCOBaHO  3aMicCTb 1-meTun-3-(6-
mMeTunnipnanH-2-in)-1H-1,2,4-tpmnason-5-
kapbanbgeriny ta 6e3 Tpuetunaminy. MpodykT o4u-
wanu xpomaTtorpadiieto Ha cunikareni Ha cucTemi
Biotage. Buxin: 335mr (24%). 'H AMP (400Mrwu,
OMCO-ds): 6 1,30-1,70 (m, 14H), 1,91 (m, 2H), 2,27
(m, 1H), 2,65 (m, 4H), 3,62 (m, 2H), 3,85 (s, 3H), 5,70
(t, J=28lu, 1H), 6,99-7,08 (m, 2H), 7,33 (t, J=8,3Iy,
1H).  PX-MC  (XIAT) pospaxoBaHo  AniA
Co7H31F3N4O3: 516,23, 3HangeHo: (M+H+): 517,30
m/z.
Etan 1: 2,2-Oudnyop-N'-meTunetaHrigpasoHamig,
rigpoxnopva
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CTtpym cyxoro amiaky npornyckanu 4epes po3yumH
avndnyopaueTtunxnopugy (157r, 1,37mon) B eTepi
(1,7n), oxonomkeHomy 8o -5°C AN oTpUMaHHs Nyx-
HOro cepepoBulla. PeakuiiHy cymiw Tofi inbTpy-
Banu 4epes 4-CM Cunikarenesoro Liapy, enol4un
erepom (~2,5n). ETep BunaptoBanu, OTPUMYOHM
111,4r (85,5%) 2,2-gndpnyopaueramig sk Kpuctaniy-
HUA  TBepaMW NPOAYKT.  2,2-AndbriyopaueTtamif
(111,4r, 1,172mon) 3miWwlyBanuM nNpyU OXONOOXKEHHI
neogom 3 docdpop neHtokcmgom (183r, 1,289mon) y
konbi Ha 2n. Konby Oyno onopsgKeHo 3BOPOTHUM
xonoguneHukoM Ta 1i rpimm go 195°C y macnsHin
6aHi, 3aCTOCOBYHOUN NACTKY, OXONOMDKYBaHY CYMILLILLIIO
cyxuii nig/aueToH, oTtpumytoun 82,8r (1,075mon,
91,7%) 2,2-pgudnyopaueToHiTpun. YTBOpeHun 2,2-
AndryopaueToHiTpun oxonogxysanu go -78°C Ta
Aopasanu Ao po3yuHy metaHony (44,5vn, 1,1mon) B
etepi (400mn), oxonomkeHomy Ao -78°C. Cymiw no-
BiNMbHO JoJaBanv npu nepemMillyBaHHi A0 PO3YUHY
HCI (1,183mon) B eTepi, OXONOAXEHOMY CyXWM fbO-
AOM/aueToHOM Ta Cymil Tpumanu npu -78°C npots-
rom 2 roguH, Todi npu -20°C npotarom 24 rogvH Ta
nicns npu 0°C npotsarom 24 roguH. OcamkeHi Kpuc-
Tanu po3ainany dinbTpyBaHHSAM, MPOMMBANN €Tepom
(2x500mMn) Ta cywwnu nig BakyymMoM, OTPUMYHOYM
93,5r (59,8%) metun 2,2-gudpnyopetaHimigoar rigpo-
xnopuay. MetunrigpasuH (34,5vn, 0,649mon) gopa-
Banu B aTMocdepi aproHy A0 po3dynHy MeTun 2,2-
andpnyopeTaHimigoat rigpoxnopuay (93,5r,
0,6425mon) y metaHoni (300mn) Ta cymil nepemiluy-
Banu npu KiMHaTHIA TemnepaTypi npoTsrom 4 fi6.
PeakuinHy cymiw Toai po3baBnsnu eTunaueratom,
CNPUYMHIOYM YaCcTKOBY KpucTanisauito rigpoxmnopu-
ay. Kpuctanm (12r) posginsnu dinbTpyBaHHAM Ta
MaTKOBMI PO34MH BMNapitoBanu, OoTpUMyloun gopat-
KOBi KinbKOCTi npoaykty. [loeaHaHu Buxig cuporo
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2,2-ancpnyop-N'-meTnneTaHrigpasoHamia  rigpoxrno-
puay 6ys 104,9r (0,6208mon, 96,6% Buxoay). Cnony-
Ky 6yn 3HamgeHo: 3 unctototo 83% 3a PX/MC Ta ii
3acTocoByBanu 6e3 o4MCTKMN.

Etan 2: 5-(OieTokcumertun)-3-(gudnyopmerun)-
1-metun-1H-1,2,4-tpnason

CHay
N-MN QJCHS
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F

PosuuH gietokciauetoHiTpuny (75r, 0,579mon) y
meTaHoni (210mn) gopaBanu Npu KiMHaTHIA Temne-
patypi [0 po3yMHy HaTpin meTokewmay (28,3r,
0,522mon) y metaHoni (450mn). Cymiw nepemiwyBsa-
N NPOTArOM HOYi Ta ToAdi MeTaHon BWMNaproBanm.
3anuwok posbaensnu guxnopmetaHom (200mn) Ta
Bogoto (300mm). OpraHiyHun Wwap Bigainanu Ta Boa-
HWUIA eKkcTparyBanu guxnopmeraHom (2x150mn). Mo-
€dHaHui opraHivyHmn wap cywmnn Na>SO4 Ta Buna-
ptoBanu, oTpumytoun  83r cuporo metun  2,2-
pietokciauetumigat (~90% Buxogy). Po3unH meTtun
2,2-pieTokciaueTumigar, OTpUMaHoro BULLE
(0,6208mon, 125,1r 80% uuctoTM) Yy MeTaHoni
(300mn) popaBanu [o  po3uuHy  2,2-gudpryop-N'-
mMeTuneTaHrigpasoHamig rigpoxnopugy (0,6208wmon,
oTpumMaHoro 3 etany 1) y metaHoni (700mn). be3soa-
HUA HaTpin auetaT (61,1r, 0,745mon) gogaBanu Ta
cymiw nepemiwysanu npu 30°C npotsarom 3 fi6. Pea-
KUiNHY cyMill Todi BMMaploBanu Ta 3anuLioK Xxpoma-
TorpadyBanu (etunauertat/rekcaH 1:4—1:1) Ha cuni-
Karenesin KONOHKUi, a noTiM neperaHanu nig
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BaKyyMOM, oTpumytoun  47,6r  (32,6%) @ 5-
(nietokcumeTtunn)-3-(audnyopmetun)-1-metun-1H-
1,2,4-Tpuasony.

Etan 3: 3-(Oudnyopmetnn)-1-metnn-1H-1,2,4-
Tpuason-5-kapbaneaerig

CHa

N-N O
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Boay (190mn) gopgasanu go 5-(gietTokcumertun)-
3-(andpnyopmetun)-1-metun-1H-1,2,4-tpnasony
(47,6r, 0,2024mon, 3 eTany 2) Ta cymiw gerasyBanu.
Toai koHueHTpoBaHy HCI (73mn, 0,81mon, 11,1M)
jopjasanu Ta cymiw nepemiwysanu npu 55-60°C
npotarom 24 roauH. llicna UbOro peakuinHy cymill
BMMapioBanu Ta 3anuLiok nosToptoBaHo (8-10 pasis)
BunaptoBanu 3 TT'® oo noBHOro BuAaneHHs Boau Ta
HCI. KiHueBui 3anuwiok neperaHanu nig BakyyMoM,
OTPUMYIOUM CUPWUIA  3arofioBHWIA MPOAYKT (TOYK.KMM.
46-50°C npu 0,04mm Hg), wo mictutb, 3rigHo 3 PX-
MC, 7% of gumepm3soBaHoro noGiYHOro MPOAYKTY.
HactynHa ouuctka Ha cunikareni (eTunaueraTt/rekcaH
1:3) pana 18,37r (56,3%) 3-(amdpnyopmetnn)-1-
metun-1H-1,2,4-tpuason-5-kapbanegerigy. OTpumy-
Banu 3agosinbHuin C,H,N-aHanis. H AmMP (400MTwu,
CDCls): 6 4,25 (s, 3H), 6,74 (t, J=56I'u, 1H), 10,01 (s,
1H). PX/MC (IEPAT) pospaxoBaHo gns CsHsF2N3O:
161,04, snangeHo: (M+H): 162,1; (M+18+H"): 180,1
m/z.
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