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abo ii hapmaLeBTUYHO NPUNHATHI coni, Ae

NonAr € HeapoMaTU4YHUM 5-7-4fEHHUM KifbLEeM, LLO
MicTuTb 1 abo 2 aTomum a3oTy B Kinbui, abo azabiuuk-
JIOOKTaHOBUM KirnbLEM;

HetAr € 5-6-4neHHUM reTepoapoMaTUYHMM KinbLEM,
o mictutb 1-3 atomn asoTy B KinbLi, abo i3okcaso-
ninom, Tiasoninom, Tiagiasoninom, xiHoniHinom, xiHa-
300iHINOM, MypUWHINOM, NTepuauHinom, 6eHsimigaso-
ninom, nipononipuMignHinom abo
imigasonipuanHinom;

HetAr HeoboB'sAI3koBO 3aMmilleHnin 1 abo 2 3amicHuKa-
MU, MPUYOMY KOXHUIN 3aMiCHUK HesanexHo € Ci.
sankinom, Ci.sankokeurpynoto, Co.sankiHinom, Tpu-
dTOPMETUNOM, FAPOKCUIPYNOI, FAPOKCICi.4anKinom,
¢dTOpOM, Xxnopom, 6Gpomom, WoAoM, UiaHOrpynoto,
MeTunCynbgaHinoMm, UuknonponineTuHinom, deHine-
TUHINOM, reTtepoapunetuHinom,  -N(Co.sankin)(Co-
sankin)om, Hitporpynoto, (Ci-ankin)(Ci-.ankin)NCH,-
rpynoto,  (Ci-2ankin)HNCH,-rpynoto,  Si(CH3)s-C-
rpynoto abo NH,C(O)-rpynoto;

A € -Cg.4ankinom;

B € apun(CHa)o-3-O-C(O)-rpynoto, retepoapun(CHy);-
3-O-C(O)-rpynoto, iHgaHin(CH3)o.3-O-C(O)-rpynoto,
apun(CH3)1.3-C(O)-rpynoto, apunuumknonponin-C(O)-
rpynoto, retepoapwunumknonponin-C(O)-rpynoto, re-
Tepoapun(CHz)1.3-C(O)-rpynoto, apun-(CHa)1-3-
rpynoto, retepoapun(CHy)i1.s-rpynoto, apun(CHz)1-3-
NH-C(O)-rpynoto, apun(CHz)1-3-NH-C(NCN)-rpynoto,
apun(CH3)1-3-SO,-rpynoto, retepoapun(CH3)1-3-SO,-
rpynoto, ae 6yab-akmn apun abo retepoapun Heobo-
B'AA3KOBO 3aMilLleHn 1-5 3amiCHUKaMu, NpUYOMy KOX-
HUA  3aMmiCHUK He3anexHo € Ciaankinom, Cs.
sUMKroankinom, Ci.sankokcurpynotw, TpudTOpMeETU-
nom, 6pomom, hTopomM abo XIopowm; i

X € H, OH, F, Ci.sankinom, Ci.sankokcurpynoto, NHo,
abo X pasom 3 npunernum 3e'askom € =0.

2. Cnonyka 3a n.1 abo ii hapmaueBTUYHO NPUAHATHI
coni, oe

NonAr € HeapoMaTU4HUM B-YNEHHUM KinbLEeM, Lo
MiCTUTb 1 aTOM a30Ty B KinbLi;

i

B € apun(CH>)o.3-O-C(O)-rpynoto, oe apwun HeoboB'a-
3KOBO 3aMileHunt 1-5 3aMiCHMKamMKn, NPUYOMY KOXHWUIA
3aMiCHUK He3anexHo € C14ankinom, Cs.
slmKnoankinom, Ci4ankokcurpynow, TpudTopmeTu-
nom, 6pomom, pTopomM abo Xropom.

3. Cnonyka 3a n.2 abo ii hapMaLeBTUYHO NPUAHATHI
coni, oe HetAr € 6-uneHHMM reTepoapoMaTUYHUM
KifbLieM, o MIiCTUTb 1 aTOM a30Ty B KinbLyj;

HetAr HeoboB'sI3k0BO 3aMmilleHnit 1 abo 2 3amicHuKa-
MW, MNPUYOMY KOXHUIA 3aMiCHUK He3anexHo € Ci.
sankinom, Ci.sankokeurpynoto, Cj.sankiHinom, Tpu-
dTOPMETUNOM, TAPOKCUTPYNOHD, TAPOKCiC1-4ankinom,
¢dTOpOM, xnopom, 6Gpomom, WOAOM, LiaHOrpymnoto,
MeTUICYNbMaHinoM, LUMKNONponineTuHinom, deHine-
TUHINOM, reTepoapunetuHinom, -N(Co.sankin)(Co.
sankin)om, Hitporpynoto, (Ci-ankin)(Ci-ankin)NCH,-
rpynoto,  (Ci-2ankin)HNCH,-rpynoto,  Si(CH3)s-C-
rpynoto abo NH,C(O)-rpynoto.

4. Cnonyka 3a n.2 a6o ii hapmaueBTUYHO NPUAHATHI
coni, oe

HetAr € i3okcasoninom, HeobOO0B'A3KOBO 3aMilLeHnM 1
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abo 2 3aMiCHUKaMK, NPUYOMY KOXXHUIA 3aMiCHUK He3a-
nexHo € Cigankinom, Cisankokcurpynot, Co.
4a@nkKiHinom, TpudTopMeTUNomMm, rigpokcurpynoto, rig-
pokciCi.sankinom, ptopom, xnopom, 6pomom, nogom,
LiaHorpynoto, mMeTuncynbgaHinom, UuMKnonponineTtun-
Hinom, deHineTuHinom, retepoapuneTtuHinom, -N(Co.
sankin)(Co4ankin)om, Hitporpynot, (Ci-oankin)(Ci-
2ankin)NCHz-rpynoto, (C12ankin)HNCHz-rpynoto,
Si(CHj3)s-C-rpynoto abo NH.C(O)-rpynoto.

5. Cnonyka 3a n.2 abo ii hapMaLeBTUYHO NPUAHATHI
coni, oe

HetAr € Tiagiasoninom, HeoOOB'I3kOBO 3aMilLeHuM 1
abo 2 3aMicHMKaMm, NPUYOMY KOXHUIN 3aMiCHUK He3a-
nexHo € Cigankinom, Cisankokcurpynot, Co
4@rnKiHinom, TpMdTOPMETUNIOM, TiAPOKCUIPYNOLo, rif-
pokciCi.4ankinom, ptopom, xropom, 6poMoM, noaom,
LiaHorpynot, MetuncynbdaHinom, uuknonponineTu-
Hinom, deHineTuHinom, retepoapunetuHinom, -N(Co.
sankin)(Co.4ankin)om, HiTporpynoto, (Ci-pankin)(Ca.
2ankin)NCH;-rpynoto, (C1-2ankin)HNCH,-rpynoto,
Si(CHgs)s-C-rpynoto a6o NH,C(O)-rpynoto.

6. Cnonyka 3a n.2 abo ii dhapMaueBTUYHO NPUAHATHI
coni, ge

HetAr € 5-4uneHHUM reTepoapoMaTUYHNM KiflbLEM, LLO
MICTUTb 2 aTOMM a30TY B KifbLi;

HetAr HeoboB'sAAI3koBO 3aMmilleHnin 1 abo 2 3amicHuKa-
MW, MPUYOMY KOXHUIA 3aMiCHUK He3anexHo € Ci.
sankinom, Ci.sankokeurpynoto, Co.sankiHinom, Tpu-
dTOPMETUNOM, FAPOKCUIPYNO, FiAPOKCICy.4ankinom,
¢dTOpOM, XNnopom, 6Gpomom, WoAOM, UiaHOrpymnoto,
MEeTUICYNbMaHinoMm, UMKIONpomnineTuHinom, deHine-
TuHinom, retepoapuneTuHinom,  -N(Co.sankin)(Co.
sankin)om, Hitporpynot, (Cipankin)(Ci-oankin)NCH,-
rpynoto,  (Cipankin)HNCH,-rpynoto,  Si(CHs3)s-C-
rpynoto abo NH,C(O)-rpynoto.

7. Cnonyka 3a n.2 abo 1i hbapMaLeBTUYHO NPUAHATHI
coni, ge

HetAr € xiHoniHinom, HeoboB'sI3KOBO 3amiweHuM 1
abo 2 3aMiCHMKaMK, NPUYOMY KOXHUI 3aMiCHUK He3a-
nexHo € Cigankinom, Cisankokcurpynot, Co
4anKiHIiNoMm, TpudTOPMETUNOM, rigPOKCUrpynoto, riag-
pokciCi.4ankinom, ptopom, xropom, 6poMoM, noaom,
LiaHorpynoto, metuncynbgaHinom, LMKNonponineTu-
HinoM, deHineTuHinom, retepoapunetuHinom, -N(Co.
sankin)(Co.4ankin)om, HiTporpynot, (Cipankin)(Cs.
2ankin)NCH;-rpynoto, (C1-2ankin)HNCH,-rpynoto,
Si(CHgs)3-C-rpynoto a6o NH,C(O)-rpynoto.

8. Cnonyka 3a n.2 abo ii hapMaueBTUYHO NPUAHATHI
coni, oe

HetAr € nypuHinom, HeoboB'sA3koBo 3amiweHum 1 abo
2 3aMmiCHUKaMu, NPUYOMY KOXHUIN 3aMiCHUK He3anex-
Ho € Ci.sankinom, Ci.sankokeurpynoto, Co.sankiHinom,
TpUTOPMETUIIOM, riAPOKCUrpynoto, rigpokciCa.
4ankinom, hTopom, xnopom, 6pomMom, NOAOM, LiiaHOr-
pynow, MeTuncynbgaHinom, LMKNONPOnineTUHISIoM,
PeHINeTNHINoM, reTepoapuneTnHinom, -N(Co-
sankin)(Co.4ankin)om, HiTporpynot, (Ci-pankin)(Cs.
2ankin)NCHz-rpynoto, (C12ankin)HNCHz-rpynoto,
Si(CHg3)3-C-rpynoto abo NH,C(O)-rpynoto.

9. Cnonyka 3a n.2 abo 1i hapMaLeBTUYHO NPUAHSATHI
coni, oe HetAr € 6-uneHHMM reTepoapoMaTUYHUM
KifbLieM, Lo MIiCTUTb 2 aTOMK a30Ty B KiNnbLli;

HetAr HeoboB'sI3koBO 3aMmilleHnin 1 abo 2 3amicHuKa-
MW, MPUYOMY KOXHMI 3aMiCHUK HesanexHo € Ci.
sankinom, Ci.sankokcurpynoto, Co.sankiHinom, Tpu-
TOPMETUNOM, FAPOKCUIPYNo, FiapoKCiCi.4ankinom,
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¢dTOpPOM, XNOpoM, OpoMOM, WOAOM, UiaHOrpynoto,
MeTuncynbaHinom, umknonponineTuHinom, deHine-
TUHINom, retepoapuneTuHinom,  -N(Co.sankin)(Co.
sankin)om, Hitporpynoto, (Ci-pankin)(Cipankin)NCH,-
rpynoto,  (Cipankin)HNCH,-rpynoto,  Si(CH3)s-C-
rpynoto abo NH,C(O)-rpynoto.

10. Cnonyka 3a n.2 abo ii apMaueBTUYHO NPUAHATHI
coni, e HetAr € Tiasoninom, HeoboB'A3KkOBO 3aMille-
HUM 1 abo 2 3amiCHMKaMu, NPUHOMY KOXHWUIA 3aMiCHUK
HesanexHo € Ci.sankinom, Ci.sankokcurpynoto, Co.
4ankKiHinom, TpudTopMeTUnomMm, rigpokcurpynoto, rig-
pokciCi.4ankinom, ptopom, xnopom, 6poMomM, noaom,
LjiaHorpynoto, MeTurncynbaHinom, uuknonponineTu-
Hinom, deHineTuHinom, retepoapunetuHinom, -N(Co.
sankin)(Co4ankin)om, Hitporpynoto, (Ci-2ankin)(Ci-
2ankin)NCHz-rpynoto, (C12ankin)HNCHz-rpynoto,
Si(CHj3)s-C-rpynoto abo NH.C(O)-rpynoto.

11. Cnonyka 3a n.2 a6o ii papMaueBTUYHO NPUAHATHI
coni, oe HetAr e nTepuanHinoMm, HeobOB'A3KOBO 3a-
MieHum 1 abo 2 3amMiCHMKaMun, NPUYOMY KOXHUN
3aMiCHUK HesanexHo € C1-4ankinom, Ci.
sankokeurpynoto, Cy4ankiHinom, TpuTOPMETUIIOM,
rigpokcurpynoto, rigpokciCi.sankinoMm, dTopom, Xro-
pomMm, 6pomoM, WOAOM, LiaHOrpynot, meTuncynbda-
HIfNIOM, LMKITONPOMINIETUHINOM, OEeHINeTHHINoOM, rete-
poapuneTuHInom, -N(Co.sankin)(Co-4ankin)om,
HiTpOrpynoto, (C1-2ankin)(Ci-2ankin)NCH,-rpynoto,
(C12ankin)NHCH,-rpynoto,  Si(CH3)s-C-rpynoto  abo
NH>C(O)-rpynoto.

12. Cnonyka 3a n.2 abo ii apMaueBTUYHO NPUAHATHI
coni, ae HetAr € nipononipumignHinom, Heo60B'A3Ko-
BO 3amilleHnm 1 abo 2 3amicCHMKaMK, NPUYHOMY KOX-
HUA  3aMiCHMK HesanexHo € Ciiankinom, Ci.
sankokeurpynoto, Cy.4ankiHinom, TpuOTOPMETUIIOM,
rigpokcurpynoto, rigpokciCi.4ankinomMm, dTopom, Xro-
pomM, BpomoM, MOAOM, LiaHOrpynot, MeTuncynbda-
HINOM, LMKNOMNPONINEeTUHINOM, eHIineTuHinom, rete-
poapuneTHINoMm, -N(Co.sankin)(Co.4ankin)om,
HiTpPOrpymnoto, (C1-2ankin)(Ci-zankin)NCHz-rpynoto,
(C12ankin)HNCH,-rpynoto,  Si(CH3)s-C-rpynoto  abo
NH.C(O)-rpynoto.

13. Cnonyka 3a n.2 abo ii papMaueBTUYHO NPUAHATHI
coni, ae HetAr e imigasonipuagunHinom, Heo60oB'sI3KOBO
3amilleHnm 1 abo 2 3amicHUKaMu, NPUYOMY KOXHUIA
3aMiCHUK HesanexHo € Ci-4ankinom, Ci.
sankokeurpynoto, Co.sankiHinom, TpudTOPMETUIIOM,
rigpokcurpynoto, rigpokciCi.sankinoMm, dtopom, Xro-
pomMm, 6pomoOM, WOAOM, LjiaHOrpyno, meTuncynbda-
HIfIOM, LMKIIONPOMINIETUHINOM, OEeHINeTHHINoM, rete-
poapuneTuHInom, -N(Co-sankin)(Co-4ankin)om,
HiTpOrpynoto, (C1-2ankin)(Ci-zankin)NCHz-rpynoto,
(C1-2ankin)HNCHaz-rpynoto,  Si(CHs)s-C-rpynoto  abo
NH>C(O)-rpynoto.

14. Cnonyka 3a n.2 abo ii apMaueBTUYHO NPUAHATHI
coni, ae HetAr e 6eHsiminasoninom, HeobOB'I3KOBO
3amilieHnm 1 abo 2 3amiCHUKamMu, NPUYOMY KOXHWUMA
3aMiCHUK He3anexHo € C1-4ankinom, Cu.
sankokeurpynoto, Co.sankiHinom, TpudTOPMETUIIOM,
rigpokcurpynoto, rigpokciCi.4ankinomMm, dTopom, Xro-
pomM, B6pomoM, MOAOM, LiaHOrpynot, MeTuncynbga-
HINOM, LMKNOMNPONINEeTUHINOM, eHineTuHinom, rete-
pPOapUnETUHINOM, -N(Co-sankin)(Co-4ankin)om,
HiTpOrpymnoto, (C1-2ankin)(Ci-zankin)NCHz-rpynoto,
(C12ankin)HNCHa-rpynoto,  Si(CH3)s-C-rpynoto  abo
NH2C(O)-rpynoto.

15. Cnonyka 3a n.1 a6o ii papMaueBTUYHO NPUAHATHI
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coni, e NonAr € HeapOMaTUYHUM 6-YNEHHUM Kinb-
Luem, Wo MicTTb 1 aToM a3oTy B KinbLi;

i

B € apun(CHy)1-3-SO,-rpyna, Ae apvn HeobOB'sI3KOBO
3amilleHnn 1-5 3amicHUKaMu, NPUHOMY KOXHUIN 3aMi-
CHUK He3anexHo € Cj.gsankinom, CselUmKnoankinom,
Ci.sankokcurpynow,  TpudptopmeTuniom,  6pomom,
dTopom abo xrnopom.

16. Cnonyka 3a n.15 abo ii papMaLeBTUYHO NPUNHS-
THi coni, ae HetAr € 6-4neHHMM reTepoapoMaTUyHNUM
KinbLeM, Wo MIiCTUTb 2 aTOMK a30Ty B KinbLi;

HetAr HeoboB'A3koBO 3amilleHnn 1 abo 2 3amicHuKa-
MU, MPUHOMY KOXHUIA 3aMiCHUK He3anexHo € Ci.
sankinom, Ci.sankokeurpynoto, Co.sankiHinom, Tpu-
TOPMETUNOM, FAPOKCUIPYNOH, FiAPOKCICi-4anKinom,
dTOpPOM, XNOopoM, BGpomMoM, WOoAOM, UiaHOrpynoto,
MeTuACcynbdaHinoMm, UuknonponineTuHinom, dexine-
TuHiNom, retepoapuneTuHinom,  -N(Co.sankin)(Co.
sankin)om, Hitporpynot, (Cipankin)(Ci-2ankin)NCH,-
rpynoto,  (Cipankin)HNCH,-rpynoto,  Si(CHs)s-C-
rpynoto abo NH,C(O)-rpynoto.

17. Cnonyka 3a n.15 a6o ii dhapmaueBTU4HO NpUHA-
THi coni, ae HetAr € xiHasoniHinom, HeoOOB'A3KOBO
3amilleHnm 1 abo 2 3amicHUKamMu, NPUYOMY KOXHUN
3aMiCHUK He3anexHo € C1-4ankinom, Cy.
sankokeurpynoto, Cy.sankiHinom, TpuTOPMETUIIOM,
rigpokcurpynoto, rigpokciCi.4ankinomMm, dTopom, Xro-
pom, 6pomom, MOAOM, LjiaHOrpyno, meTuncynbda-
HINOM, LMKNONPONINEeTUHINOM, eHineTuHinom, rete-
pPOapUETUHINIOM, -N(Co-sankin)(Co-sankin)om,
HIiTPOrpymnoto, (C1-zankin)(Ci-ankin)NCHz-rpynoto,
(Ci2ankin)HNCHaz-rpynoto,  Si(CHs)s-C-rpynoto  abo
NH>C(O)-rpynoto.

18. Cnonyka 3a n.15 a6o ii hapmaLeBTU4HO NpUnHA-
THi coni, e HetAr € nypuHinom, Heo60B'sA3kOBO 3aMi-
weHnm 1 abo 2 3amicHMKaMu, NPUYOMY KOXKHUIA 3aMi-
CHUK HesanexHo € Cj.sankinom, Ci.,ankoKcurpynoto,
Cy.4ankiHinom, TpugTOPMETUNOM, TiJPOKCUrPYMOL0,
rigpokciCi.sankinom, ¢gpropom, xnopom, 6poMom, Ko-
OO0M, LiaHOrpynow, MeTUrncynb@aHisioMm, Luknonponi-
NETUHINOM, (DEHINEeTUHINOM, reTepoapuneTuHinomMm, -
N(Co-sankin)(Co-sankin)om, HiTpOrpynoto, (Ca-
2ankin)(Cizankin)NCH-rpynoto,  (Cizankin)HNCHz-
rpynoto, Si(CH3)s-C-rpynoto abo NH,C(O)-rpynoto.

19. Cnonyka 3a n.15 a6o ii dpapmaLeBTU4HO NPUNHA-
THi coni, ge HetAr e imigasonipmanHinom, HeoboB'a3-
KOBO 3amilieHnm 1 abo 2 3amicHMKamu, NpUYOMy KO-
XHUA  3aMiCHUK He3anexHo € Ciiankinom, Ci.
sankokeurpynoto, Co.sankiHinom, TpudTOPMETUIIOM,
rigpokcurpynoto, rigpokciCi.4ankinom, dgpropom, xno-
pomM, B6pomomM, MOAoM, LiaHOrpynot, MeTuncynbga-
HIfNIOM, LMKIIONPOMINETUHINOM, OEeHINeTrHINom, rete-
poapuneTuHinom, -N(Co-sankin)(Co.4ankin)om,
HITpOrpynoto, (C1-2ankin)(Cy-2ankin)NCHz-rpynoto,
(C12ankin)HNCHa-rpynoto,  Si(CH3)s-C-rpynoto  abo
NH,C(O)-rpynoto.

20. Cnonyka 3a n.15 a6o ii papmaLeBTU4HO NpuUiHA-
THi coni, ae HetAr € 6-4neHHMM reTepoapoMaTUyHNUM
KinbLeM, Lo MiCTUTb 1 aTOM a30Ty B KinbLyj;

HetAr Heo60B'A3koBO 3aMmilleHnin 1 abo 2 3amicHuka-
MU, MPUYOMY KOXHUA 3aMiCHUK He3anexHo € Ci.
sankinom, Ci.sankokeurpynoto, Co.sankiHinom, Tpu-
OTOPMETUIIOM, TAPOKCUTPYNOHD, TAPOKCICi-4ankinom,
¢dTOpPOM, XNOpoM, BpomMOM, WOAOM, UiaHOrpymnoto,
MeTuncynbaHinom, umknonponineTuHinom, deHine-
TuHiNom, retepoapuneTuHinom,  -N(Co.sankin)(Co.
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sankin)om, Hitporpynoto, (Ci-zankin)(Ci-ankin)NCH,-
rpynoto,  (Ci-2ankin)HNCH,-rpynoto,  Si(CH3)s-C-
rpynoto abo NH,C(O)-rpynoto.

21. Cnonyka 3a n.1 a6o ii dhapmaLeBTUYHO NPUAHATHI
coni, oe

NonAr € HeapoMaTU4HUM 5-YNEHHWUM KinbLEeM, LWO
MiCTUTb 1 aTOM a30Ty B KinbLy;

B € apun(CH>)o.3-O-C(O)-rpynoto, oe apwun Heobos'a-
3KOBO 3aMileHunt 1-5 3aMiCHUKamMK, NPUYOMY KOXHWUIA
3aMiCHUK He3anexHo € Ci.4ankinom, Cs.
sUmMKnoankinom, Ci4ankokcurpynow, TpudTopmMeTu-
nom, 6pomom, pTopomM abo Xropom.

22. Cnonyka 3a n.21 ab6o ii papmaueBTU4HO NpUHA-
THi coni, Ae HetAr € 6-uneHHUM reTtepoapoMaTU4HNM
KifbLieM, WO MIiCTUTb 2 aTOMK a30Ty B KiNnbLii;

HetAr HeoboB'sI3koBO 3amilleHnt 1 abo 2 3amicHuKa-
MW, MPUYOMY KOXHUIA 3aMiCHUK He3anexHo € Ci.
sankinom, Ci.sankokeurpynoto, Cj.sankiHinom, Tpu-
PTOPMETUNOM, FAPOKCUIPYNo, FiApPoKCiCi-4ankinom,
dpTOpOM, xnopom, 6Gpomom, WoAOM, UiaHOrpynoto,
MeTUNCYNbMaHinoM, LUMKNONponineTuHinom, deHine-
TUHINOM, reTepoapunetuHinom, -N(Co.sankin)(Co.
sankin)om, Hitporpynot, (Cipankin)(Ci-oankin)NCH,-
rpynoto,  (Ci-2ankin)HNCH,-rpynoto,  Si(CH3)s-C-
rpynoto abo NH,C(O)-rpynoto.

23. Cnonyka 3a n.21 a6o ii papmaLeBTU4HO NpUiHA-
THi coni, ae HetAr € ntepugnHinom, HeoboB'A3KOBO
3amilieHnm 1 abo 2 3amiCHUKamu, NPUYOMY KOXHUN
3aMiCHUK HesanexHo € C1-4ankinom, Ci.
sankokeurpynoto, Cy4ankiHinom, TpuTOPMETUIIOM,
rigpoKkcurpynoto, rigpokciCi.sankinoMm, dTopom, Xro-
pomMm, 6pomoM, MOAOM, LiaHOrpyno, meTuncynbda-
HIfIOM, LMKIIONPOMINIETUHINOM, OEeHINeTHHINom, rete-
poapuneTUHinom, -N(Co-sankin)(Co-4ankin)om,
HiTpOrpynoto, (C1-2ankin)(Ci-zankin)NCHz-rpynoto,
(Ci-2ankin)HNCHaz-rpynoto,  Si(CHs)s-C-rpynoto  abo
NH>C(O)-rpynoto.

24. Cnonyka 3a n.21 a6o ii papmaueBTU4HO NpUiHN-
THi coni, ae HetAr € nypuHinom, Heo60B'sI3KOBO 3aMi-
weHnm 1 abo 2 3amiCHMKaMu, NPUYOMY KOXHWUIA 3aMmi-
CHUK HesanexHo € Ci.jankinom, Ci.4ankoKCUrpynoto,
Cy.4ankiHinoMm, TpuTOPMETUNIOM, TiOPOKCUrPYNoHo,
rigpokciCi.sankinom, dTopom, xnopom, 6pomom, Ko-
AOM, LiaHorpynoto, MeTuncynb@aHinom, uuknonponi-
NETUHINOM, (EHINETUHINOM, reTepoapuneTuHInoM, -
N(Co-4ankin)(Co.sankin)om, HITpOrpynoto, (Cu-
2ankin)(Ci-zankin)NCH,-rpynoto,  (Ci-zankin)HNCH,-
rpynoto, Si(CHs)s-C-rpynoto abo NH,C(O)-rpynoto.
25. Cnonyka 3a n.21 a6o ii papmaLeBTU4HO NpUiiHA-
THi coni, ne HetAr e 6eHsimigasoninom, HeoboB'A3Ko-
BO 3amilleHnm 1 abo 2 3amicHUKaMK, NPUHOMY KOX-
HUA  3aMicHUK Hes3anexHo € Cigzankinom, Ci.
sankokeurpynoto, Co.sankiHinom, TpudTOPMETUIOM,
rigpokeurpynoto, rigpokciCi.sankinom, dTopom, Xro-
pomMm, 6pomoOM, WOAOM, LjiaHOrpynot, meTuncynbda-
HINIOM, LMKITONPOMINIETUHINOM, OEeHINeTHHINoOM, rete-
poapuneTuHInom, -N(Co-sankin)(Co-4ankin)om,
HITpOrpynoto, (C1-2ankin)(Ci-2ankin)NCHa-rpynoto,
(Ci-2ankin)HNCHaz-rpynoto,  Si(CHs)s-C-rpynoto  abo
NH2C(O)-rpynoto.

26. Cnonyka 3a n.1 abo ii dpapmaueBTU4HO NPUAHATHI
coni, oe

NonAr € a3abilyMKNOOKTaHOBUM KinbLEeM:;

B € apun(CHz)o-3-O-C(O)-rpynoto, ae apun HeoboB's-
3KOBO 3aMilleHun 1-5 3aMiCHUKamMK, NPUYOMY KOXHWUIA
3aMiCHUK He3anexHo € C1.4ankinom, Cs
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sUMKnoankinom, Ci4ankokcurpynow, TpudTopmeTn-
nom, 6pomom, oTopomM abo XrIopom.

27. Cnonyka 3a n.26 a6o ii papmaLeBTU4HO NpUinHa-
THi coni, ae HetAr € 6-4uneHHUM reTepoapoMaTU4HUM
KinbLeM, Lo MiCTUTb 1 aTOM a30Ty B KinbLyj;

HetAr HeoboB'A3k0BO 3amilleHnn 1 abo 2 3amicHuUKa-
MW, MPUYOMY KOXHUWA 3aMiCHUK He3anexHo € Ci.
sankinom, Ci.sankokcurpynoto, Co.sankiHinom, Tpu-
TOPMETUNOM, FAPOKCUIPYNo, FiApPOKCiCi.4ankinom,
dTOpoMm, xrnopomMm, OGpomom, KHOOOM, LiaHOrpynoto,
MeTuncynbaHinom, umknonponineTuHinom, deHine-
TuHiNom, retepoapuneTuHinom,  -N(Co.sankin)(Co.
sankin)om, Hitporpynoto, (Cizankin)(Ci.ankin)NCH,-
rpynoto,  (Cizankin)HNCH,-rpynoto,  Si(CHs3)s-C-
rpynoto abo NH,C(O)-rpynoto.

28. Cnonyka 3a n.26 abo ii hapMaLeBTUYHO NPUNHS-
THi coni, ae HetAr € nypuHinom, Heob0oB'sI3KOBO 3aMi-
weHnm 1 abo 2 3amiCHMKaMu, NPUYOMY KOXHWUIA 3aMi-
CHUK He3anexHo € Cji.sankinom, Ci.4ankoKcurpynoto,
Co.4ankiHinoMm, TpuUgTOPMETUNOM, TiJPOKCUrPYNOLo,
rinpokciCi.sankinom, ¢gpropom, xnopom, 6poMom, 1o-
OOM, LjiaHOrpynow, MeTUncynbdaHinom, umknonponi-
NEeTUHINOM, EHINETUHINOM, reTepoapuneTUHINoM, -
N(Co-sankin)(Co-sankin)om, HiTpOrpynoto, (Ca-
2ankin)(Ci.ankin)NCHz-rpynoto,  (Cizankin)HNCH,-
rpynoto, Si(CH3)s-C-rpynoto abo NH,C(O)-rpynoto.
29. Cnonyka 3a n.26 a6o ii hapmaLeBTU4HO NPURHSA-
THi coni, Ae HetAr € 6-uneHHUM reTepoapomMaTU4HNM
KinbLieM, Lo MIiCTUTb 2 aTOMK a30Ty B KinbLi;

HetAr HeoboB'A3koBO 3amilleHnn 1 abo 2 3amicHuKa-
MW, MPUYOMY KOXHUWM 3aMiCHUK He3anexHo € Ci.
sankinom, Ci.sankokcurpynoto, Co.sarnkiHinom, Tpu-
TOPMETUNOM, FiAPOKCUIPYNot, riapoKciCi.4ankinom,
dpTOopom, xrnopom, OGpomom, KHoOOM, LiaHOrpynoto,
MeTuncynbaHinom, umknonponineTuHinom, deHine-
TUHINoM, retepoapunetuHinomMm,  -N(Cg.sankin)(Co.
sankin)om, Hitporpynoto, (Cizankin)(Ci.ankin)NCH,-
rpynoto,  (Cipankin)HNCH,-rpynoto,  Si(CHs3)s-C-
rpynoto abo NH,C(O)-rpynoto.

30. Cnonyka 3a n.1 abo ii dhhapmaueBTU4HO NPUAHATHI
coni, ge NonAr € a3abiLMKNOOKTaHOBUM KifbLIEM;

B € apun(CH>)1-3-SO,-rpynoto, ne apun HeoboB'A3Ko-
BO 3amilleHun 1-5 3amicHuKamu, NPUYOMY KOXHUIA
3aMiCHUK Hes3anexHo € Ci.4ankinom, Cs.
sUmMKnoankinom, Ci.4ankokcurpynow, TpudTopmeTu-
nom, 6pomom, pTopomM abo Xropom.

31. Cnonyka 3a n.1 abo ii dhhapmaueBTU4HO NPUAHATHI
coni, ge NonAr € HeapOMaTtU4YHUM 6B-YNEHHUM KifNb-
Luem, Wo MicTUTb 1 atoM asoTy B KinbLi;

B € retepoapun(CH,)1.3-C(O)-rpynoto, oe retepoapun
HeobOoB'AA3KOBO 3aMillleHuin 1-5 3amicHuMkamm, npuyo-
MY KOXHWWA 3aMiCHUK He3danexHo € Ci.jankinom, Cs.
sUmMKnoankinom, Ci.4ankokcurpynow, TpudTopmeTn-
nom, 6pomom, pTopomM abo Xropom.

32. Cnonyka 3a n.1 abo ii dhhapmaueBTUYHO NPUAHATHI
coni, ge NonAr € HeapoMatM4yHUM 6-YNEHHUM KifNb-
Luem, Wo MicTUTb 1 atoM asoTy B KinbLi;

B € apun(CH2)1-3-C(O)-rpynoto, e apwn HeoboB'as-
KOBO 3aMmiweHuni 1-5 3amicHukamu, NpPUYOMY KOXHUMN
3aMiCHUK He3anexHo € C1.4ankinom, Cs.
sUmKnoankinom, Ci4ankokcurpynow, TpudTopmeTn-
nom, 6pomom, pTopomM abo Xxropom.

33. Cnonyka 3a n.1 abo i papMaLeBTUYHO NPUAHATHI
coni, e NonAr € HeapoOMaTUYHUM 6-YNEHHUM Kinb-
Luem, Wo MicTUTb 1 aToM a3oTy B KinbLi;

B e apunuwuknonponin-C(O)-rpynoto, Ae apun Heobo-
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B'AI3KOBO 3aMilLleHn 1-5 3amicHUKaMu, NpUyYOMy KOX-
HUA  3aMicHMK HesanexHo € Ciiankinom, Cas.
sUMKroankinom, Ci.sankokcurpynotw, TpudTOpMETU-
nom, 6pomom, bTopom abo xnopom.

34. Cnonyka 3a n.33 abo 1i hbapmaueBTUYHO NPUAHSI-
THi coni, oe

HetAr € nipugunom, HeoboB'si3koBO 3amilieHum 1 abo
2 3aMmiCHUKaMu, NPUYOMY KOXHUIW 3aMiCHUK He3anex-
HO € Ci.sankinom, Ci.sankokeurpynoto, CosankiHinom,
TpnTOPMETHIIOM, ri4pOKCUrpynoto, rigpokciCi-
4arnkinomMm, Topom, Xnopom, 6poMom, MOAOM, LiaHor-
pynoo, MeTUncynbdaHinom, UMKNOMPONineTUHINOoM,
heHineTuHinom, retepoapuneTvHINoMm, -N(Co-
sankin)(Co4ankin)om, Hitporpynoto, (Ci-2ankin)(Ci-
2ankin)NCHz-rpynoto, (C1-sankin)HNCH,-rpynoto,
Si(CHj3)s-C-rpynoto abo NH.C(O)-rpynoto.

35. Cnonyka 3a n.33 abo ii papMaueBTUYHO NPUNHS-
THi coni, oe HetAr € nipasuHinom, HeoboB'A3kOBO 3a-
MiweHum 1 abo 2 3aMiCHMKaMK, NPUYOMY KOXHUIA
3aMiCHUK He3anexHo € C1-4ankinom, C1-
sankokeurpynoto, Co.sankiHinom, TpudTOPMETUIIOM,
rigpoKkcurpynoto, rigpokciCi.sankinoMm, dTopom, Xro-
pomMm, 6pomomM, MOAOM, LjiaHOrpyno, meTuncynbda-
HIfNIOM, LMKITONPOMINIETUHINOM, OEeHINeTHHINoOM, rete-
poapuneTuHInom, -N(Co-sankin)(Co-4ankin)om,
HITpOrpynoto, (C1-2ankin)(Ci-2ankin)NCH,-rpynoto,
(Ci-2ankin)HNCHaz-rpynoto,  Si(CHs)s-C-rpynoto  abo
NH,C(O)-rpynoto.

36. Cnonyka 3a n.33 ab6o ii hapmaueBTU4HO NpUHA-
THi coni, oe HetAr € nipvgasuHinom, HeobOB'A3KOBO
3amilieHnm 1 abo 2 3amiCHUKamu, NPUYOMY KOXHWUMN
3aMiCHUK He3anexHo € C1-4ankinom, Cy.
sankokeurpynoto, Co-sankiHinoMm, TpudTOPMETUIIOM,
rigpokcurpynoto, rigpokciCi.4ankinomMm, dTopom, Xro-
pomM, BpomomM, MOoAoM, LiaHOrpynot, MeTuncynbga-
HIfNIOM, LMKIIONPOMINETUHINOM, eHINeTrHINom, rete-
poapuneTuHINom, -N(Co.sankin)(Co.4ankin)om,
HIiTpPOrpynoto, (C1-2ankin)(Ci-zankin)NCHaz-rpynoto,
(C12ankin)HNCH,-rpynoto,  Si(CH3)s-C-rpynoto  abo
NH,C(O)-rpynoto.

37. Cnonyka 3a n.33 a6o ii papmaLeBTU4HO NpuinHa-
THi coni, ge HetAr e nipumignHinom, HeoboB'A3KOBO
3amilleHnm 1 abo 2 3amicHUKaMK, NPUYOMY KOXHUM
3aMiCHUK Hes3anexHo € C1.4ankinom, Ci
sankokeurpynoto, Co.sankiHinom, TpudTOPMETUIIOM,
rigpokeurpynoto, rigpokciCi.sankinom, dTopom, Xro-
pomMm, 6pomoOM, WOAOM, LjiaHOrpynot, meTuncynbda-
HINIOM, LMKITONPOMINIETUHINOM, OEeHINeTHHINoOM, rete-
poapuneTuHInom, -N(Co-sankin)(Co-4ankin)om,
HITpOrpynoto, (C1-2ankin)(Ci-2ankin)NCH,-rpynoto,
(Ci-2ankin)HNCHaz-rpynoto,  Si(CHs)s-C-rpynoto  abo
NH2C(O)-rpynoto.

38. Cnonyka 3a n.1 abo ii dpapmaueBTU4HO NPUAHATHI
coni, oe

NonAr € HeapoMaTUYHUM B-UNEHHUM KinbLEeM, Lo
MiCTUTb 1 aTOM a30Ty B KinbLi;

B € retepoapun(CH,)1-3-O-C(O)-rpynoto, ae retepoa-
pun HeobOB'A3kOBO 3aMiweHnii 1-5 3amicHukamu,
NPUYOMY KOXHUI 3aMiCHUK He3anexHo € Ci.sankinom,
Cs.sumknoankinom, Cisankokcurpynoro, Tpudtopme-
TMNOM, 6pomMom, pTopom abo Xnopom.

39. Cnonyka 3a n.1 abo ii dhapmaueBTU4HO NPUAHATHI
coni, oe

NonAr € HeapoMaTU4YHUM 6-4YNEHHUM KifbueM, LWo
MiCTUTb 1 aTOM a30Ty B KinbLl;

B € apun(CH2)1-3-NH-C(NCN)-rpynoto, ae apun He-
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000B'sI3KOBO 3amileHnii 1-5 3amicHukamm, npudomy
KOXHUA 3aMiCHUK He3anexHo € Cisankinom, Cas.
sUuKnoankinom, Ci.4-ankokcurpynow, TpudTopmMeTU-

nom, 6poMom, bTopom abo xnopom.

40. Cnonyka 3a n.1, ge BkasaHa cnornyka siBnsie co-
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abo i hapmaLeBTUYHO NPUIAHATHA Cinb.

41. Cnonyka 3a n.1, ge Bka3aHa cnonyka sBnsi€ co-
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abo ii dhapmaueBTUYHO NPUIAHATHA Cifb.
42. Cnonyka 3a n.1, ge BkasaHa crornyka siBnsie co-
60|o

abo ii (papmau,eBTMqu NPUAHATHA Cifb.
43. Cnonyka 3a n.1, ge Bkas3aHa Crosyka siBfsie Co-
6oto
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oo
O Oy O

abo ii hapmaueBTUYHO NPUINHATHA Cinb.

“
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44. Cnonyka 3a n.1, Ae BKa3aHa crnonyka sIBnsie co-

6oto
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abo ii hapmaLeBTUYHO NPUNHATHA Cinb.
45. Cnonyka 3a n.1, ge BKka3aHa cnonyka Bnsi€ co-
6010

Nx
I @“WA@
N} o
HN o F - /‘N
N
/O P S
N ‘ X,



75392
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abo ii hapmaueBTUYHO NPUIAHATHA Cinb.
46. Cnonyka 3a n.1, Ae BKa3aHa crnonyka sIBnsie co-
6oto

abo i hapmaLeBTUYHO NPUNHATHA Cinb.
47. Cnonyka 3a n.1, ge Bka3aHa cnonyka sBnsi€ co-
6010

O\(O
N
Ay 10
o

abo i papmaLeBTUYHO NPUNHATHA Cinb.
48. dapmaueBTUYHA KOMMO3ULis, WO MICTUTb iHEepT-
HWIA HOCI | epeKTMBHY KinbKiCTb cnonyku 3a n.1.
49. dapmaueBTMYHaA KOMMNO3MUis 3a N.48, siky 3acTo-
COBYIOTb A5 NiKyBaHHs 6onto.
50. ®apmaueBTUYHa KOMMO3uLia 3a n.48, AKy 3acTo-
COBYIOTb ANA NiKyBaHHA MirpeHi, genpecii, Tpusoruy,
LWIM30dpPEHil, NapkiHCOHI3MYy abo iHCYNbTY.
51. Cnocib nikyBaHHs1 6onto, Npu IKOMY BBOASATb MOT-
pebytovomMy nikyBaHHA nauieHTy e(PeKTUBHY KinbKiCTb
cronyku 3a n.1.
52. Cnocib nikyBaHHA MirpeHi, Aenpecii, TpuBory,
LIM30peEHii, NapkiHCOHi3My abo iHCynbTy, Npy SIKOMY

BBOAATb NoTpebytoyoMy nikyBaHHA nauieHTy edekTu-
BHY KinbKiCTb crionyku 3a n.1.
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3a [aHoK 3asBKOK 3anMTYeTbCH NPIOpUTET Bia-
noeigHo [0 3asBkM Ha Bugady nateHty CLUA
Ne60/271100, nogaHoi 23 ntotoro 2001 poky].

Oanun BuHaxig BigHocuTbes A0 N-3amiweHux
HeapwnbHUX reTepoLMKniYHMX crnonyk. 3okpema, Aa-
HUIA BUHaxig BigHocuTbes 00 N-3amilleHnx Heapwnb-
HUX rEeTEPOLMKIIYHUX CMONyK, ePEKTUBHMUX SIK aHTa-
roHictm NMDA NR2B i gki 3acTocoBylTbCcA And
BramyBaHHs 6orto.

loHn, Taki Ak rmyTamarT, rpatTb KM4OBY porib B
npouecax, NoB'si3aHMX 3 XPOHi4HMM Bonem i nos'si3a-
HUX 3 6onem HempOTOKCWUYHICTIO, BNNMBaKOYM rOnoB-
HUM ynHoM 4Yepes N-meTtun-D-acnaptaTtHi («KNMDAy)
peuentopu. Tomy iHribyBaHHA nofibHoro BNNMBY
LUMSIXOM 3aCTOCYBaHHSA aHTaroHICTiB iOHHUX KaHani.,
ocobnueo aHTaroHictiB NMDA, moxe 6yt KopucHum
npu NikyBaHHi i CTpUMyBaHHi 6onto.

Bigomi anTaronictn NMDA BktovaloTb KeTaMiH,
OeKkcTpomodaH i 3-(2-kapbokcuninepa3svH-4-
in)nponin-1-poccdoHoBy kucnoty («CPP»). HesBa-
Xawum Ha Te, wo nosigomnanock [J.D. Kristensen et
al., Pain, 51: 249-253 (1992); P.K. Eide et al., Pain,
61: 221-228 (1995); D.J. Knox et al.,, Anaesth.
Intensive Care, 23: 620-622 (1995); i M.B. Max et al.,
Clin. Neuropharmacol., 18: 360-368 (1995)] npo 3ga-
THICTb JaHMX CMOMyK CUMMTOMAaTU4YHO nonerwysaTu
6inb npu psai HeBponartii, BKNKOYa4YM NocTrepneTu-
YHY HeBparrito, LeHTparnbHWi 6inb Npy NOLIKOOKEHHI
CMWUHHOrO MO3KY i aHTOMHUI Binb, HebGaxkaHi NobiyHi
edeKTn AaHnx cnonyk NepeLLKoaXatTb X LWMPOKOMY
3acTocyBaHHI0. BkasaHi nobivHi ecpektn B aHanresy-
HOYin 0O3i BKIOYaTb MNCUXOOAUCHENTUYHI edeKTu,
Taki Ik 3anamMopOYeHHs!, TONOBHUIA Binb, rantoumHauii,
Ancaopito i NopyLLeHHs nisHaBanbHOT i pyxoBOi PyH-
Kuii. Y OONoBHEHHS, Ginbll CUMbHI ranwouuHaLii, ce-
OaTUBHUI eDeKT i aTakcia BUKIMKAKOTLCA J03aMU, WO
nvie HecyTTEBO NEPEeBMLLYIOTb aHanresyodi. Tomy €
OaxaHnm cTBOpeHHA HoBuUX aHTaroHicTiB NMDA, ski
He Bornoainu 6 HebaxxaHnMmu edpekTammn abo Bonoainu
© mMeHwWyMK i/abo Binbw M'AKMMK NOBGIYHMMK edek-
Tamu.

NMDA-peuenTopy € reTtepoMepHUMU  MiKpoCHi-
neHOTamMu cyboamHuupb, 3 sikux Oynu KnoHoBaHi ABa
OCHOBHUX CiMelcTBa cyboauHULb, WO NO3HAYaTbCS
ak NR1 i NR2. He ocHoBytounch Ha siKii-HEGYab KOH-
KpEeTHiW Teopii, 3BM4aliHO BBaXaeTbCs, L0 B LEHTpa-
nbHin Hepsosin cuctemi (LIHC) ccasuiB pisHi dyHKLi-
oHanbHi  NMDA-peuentopn YTBOPIOIOTLCS  TiNbKK
wnsixom kombiHauin NR1 i NR2 cy6oaunuub, siki Bia-
NOBIAHO EKCNPeCyloTb CalTK PO3ni3HaBaHHA MMIiLUHY i
rnytamaTy. Y CBOlo 4epry cimerictso cyboanHmui NR2
po3ainsATe Ha 4oTupu camocTiHmx Tunn: NR2A,
NR2B, NR2C i NR2D. [Y poGoTtax T. Ishii et al., J.
Biol. Chem., 268: 2836-2843 (1993) i D.J. Laurie et
al., Mol. Brain Res., 51: 23-32 (1997)] onucaHo, sk
pi3Hi KiHUEBi komGiHauii yTBoptotoTb 6e3niy NMDA-
peLenTopis, LLO PO3pPI3HIOTLCS K 3a (isionoriyHuMm
i bapmakonoriyHMMn BNACTUBOCTAMM, TaKMMKU  SIK
BNACTUBOCTI BOPITHOrO MeXaHi3aMy iOHHUX KaHanis,
YYTNUBICTb A0 MarHito, apmMakonoriyHuin nNpoains,
TakK i 3a aHaTOMIYHMM PO3NOAINoM.

Hanpuknag, skwo cy6oamHuui NR1 BusaBneHi no

BCbOMY MO3Ky, TO cyboauHuui NR2 posnogineHi gu-
depeHuiioBaHo. 3okpema, BBaXXaeTbC4, WO Npodinb
po3noginy NR2B 3HWXye iMOBIPHICTb BWHWKHEHHS
nobiyHmx edpekTis, 3abesneyvytoun nonerwweHHsa 6onto.
Hanpuknag, [B poboti S. Boyce et al,
Neuropharmacology, 38: 611-623 (1999)] onucanui
3Hebontounn edekt BMBIpHMX aHTaroHictisB NMDA
NR2B i3 3MeHLweHnmMn nobiyHnmmn ecpektramm. Tomy, €
OaxaHnMm CTBOPEHHS HOBWUX aHTaroHictiB NMDA, wmi-
LeHHto gknx 6y 6u NR2B peuenTop.

[Y nateHTi CLUA Ne6020347 i y mixkHapoaHin na-
TeHTHIN nybnikauii WO 99/25685] onucaHi noxigHi 4-
ninepuanHkapbokcamigy, 3amilieHoro B 4-omy noro-
XeHHi, aki € aHTaroHictamn VLA-4 ("Very Late
Antigen-4"). [Y mikHapogHin nateHTHi nybnikauii WO
01/00207] onucaHi 3amileHi cnonykun NipuMiaunHy, siki
€ iHribiTopamMmn TUPO3UMHKIHA3. [Y MiXKHapogHin naTteH-
THin ny6nikauii WO 00/61551] onucaHi cnonyku okco-
nipumiguHankaHoary, ki € niraHgamu iHTErpUHOBOro
peuenTopa. [Y MixHapoAHi naTeHTHin nybnikauii EP
604800] onucani cnonyku kapbokciankindeHinamiHo-
KapboHindeHinninepuaunHy, aki € iHribitopamm arpe-
rauii TpomboumTiB KPOBi. [Y MiXKHaApOAHIN NaTeHTHIN
nybnikauii EP 611660] onncaHi 6eHsimiga3onu, kcaH-
TUHU | iX aHanoru sk iHribitopun arperadii TkaHUHK. [Y
MiKHapOoaHin naTteHTHIN nybnikauii EP 771799 i nate-
HTi CLUA Ne 5861396] onucaHi noxigHi nypuH-6-oHYy
AN niKkyBaHHA 3axBOPIOBaHb CepLEBO-CYAUHHOI i
ceyocTaTteBoi cuUCTeMU. [Y MDKHaApOAOHIA NaTeHTHIN
nybnikauii WO 94/21615] onucaHri cnonyku 6eHsimi-
AasonmninepuavHy, Lo BUKOPUCTOBYIOTLCS AK aHTaro-
HictTmh pgonamiHy D4. [Y naTeHti HimewunHn DE
4241632] onucaHi 3amilleHi noxigHi deHin- abo Lmk-
norekcunkapboHOBOi KMCMOTW, K iHribyoTb arpera-
Lito KIiTUH.

OnucaHi sk anTaroHicty NMDA ceHonbHi cnony-
kn onucaHi [y nateHtax CLUA NeNe5306723 i
5436255, i y MiXHaApoOoHWX MaTeHTHWUX nybnikauisx
WO 91/17156, WO 92/19502, WO 93/02052, WO
96/37226 i EP 441506]. BeHaunninepuaunH, 3amiuie-
HUIA cbeHonamu abo imigazonamu, onucaHun [y pobo-
Tax Z.-L. Zhou et al.,, J. Medicinal Chemistry, 42:
2993-3000 (1999) i T.F. Gregory et al., Poster #94,
218th National Meeting American Chemical Society,
New Orleans, Louisiana, August 22-26, 1999]. IHwi
BMOipHi y BigHoweHHi NMDA NR2B cnonykn onucai
[y eBponeiicbkin nateHTHI nybnikauii EP 787493 i y
poboTti J.N.C. Kew et al., British J. Pharmacol., 123:
463 (1998)]. OpHak Sk i paHiwe icCHye HeobXiaHICTb Y
HoBux aHTaroHictax NMDA, MilweHHo Ans skux €
NR2B peuentop.

OaHnn BuHaxig BigHocuTbess A0 N-3amiweHux
HeapwrbHUX TFETEPOLMKIIYHMX CMOMyK, npeacTaBne-
HUX chopmyrnoto |:

B—N N A
H
be

abo ix dapmaueBTUYHO NPURHATHUX conen. [a-
HWUI BUHAXIO TakoX BiJHOCUTBLCA 0O hapMaLeBTUYHMX
KOMMO3ULM, LLO BKMAOYAOTb AaHi cnonyku. Kpim Toro,
OaHWI BMHAXi4 BiQHOCUMTBLCS 4O HOBUX CnocobiB miky-
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BaHHs1 6OMI0 i3 3aCTOCYBaHHAM AaHUX CMOYK.

CrnonykM 3a [AaHWM BWHAxXOOOM NpeACcTaBIieHi
dopmyrioto |:
B—nN Non A

A Ny 0
H
X

abo ix hapMaueBTUYHO NPUAHATHUMU COMSMM,
ae

NonAr € HeapoMaTUYHUM 5-7-4NIEHHUM KifbLEM,
wo mictutb 1 abo 2 atomm a3oTy B KinbLi, abo a3abi-
LIMKINOOKTaHOBUM KifnbLeMm;

HetAr € 5-6-4neHHUM reTepoapoMaTUYHUM Kifnb-
Luem, Wo mictutb 1-3 aTomMm a3oTy B KinbLi, abo i30k-
casoninom, Tiasoninom, TiagiazoninioM, XiHOMiHINoM,
XiHa30MiHINOM, MypuWHINOM, NTEPUAMHINOM, OeH3imi-
aasoninom, nipononipumiguHinom abto imigasonipu-
OVHINowM;

HetAr HeoboB'a3koBO 3amilleHnn 1 abo 2 3amic-
HUKaMW, NPUYOMY KOXHUIN 3aMiCHUK He3anexHo € Ci.
sankinom, Ci.sankokeurpynoto, Cj.sankiHinom, Tpu-
TOPMETUNOM, FAPOKCUIPYNO, FiAPOKCICi.4anKinom,
¢dTOpOM, XxNnopom, 6Gpomom, WoAOM, UiaHOrpymnoto,
MeTuAcynbdaHinoMm, UuknonponineTuHinom, dexine-
TuHiNom, retepoapuneTuHinom,  -N(Co.sankin)(Co.
sankin)om, Hitporpynot, (Ci-pankin)(Ci-.ankin)NCH-
rpynoto,  (Ci-2ankin)HNCHa-rpynoto,  Si(CH3)s-C-
rpynoto abo NH,C(O)-rpynoto;

A e —Cg.4ankinow;

B € apun(CH)o3-O-C(O)-rpynoto, retepoa-
pun(CH2)1-3-O-C(O)-rpynoto, iHaaHin(CHa)e-3-O-C(O)-
rpynoto, apwun(CH3)1.3-C(O)-rpynoto, apunumknonpo-
nin-C(O)-rpynoto, retepoapuvnuuknonponin-C(O)-
rpynoto, retepoapun(CH;)1.3-C(O)-rpynoto,  apun-
(CHy)1-3-rpynoto, retepoapun(CHz)1-3-rpynoto,
apun(CH3)1.3-NH-C(O)-rpynoto, apun(CH3)1.3-NH-
C(NCN)-rpynoto, apun(CH,)1-3-SO,-rpynoto, retepoa-
pun(CH2)13-SO,-rpynoto, e Oyab-akmii apun abo
retepoapun HeobOB'A3KOBO 3aMillleHun 1-5 3amicHu-
KaMu, MPUYOMY KOXHWWA 3aMiCHMK HesanexHo € Ci.
sankinom, CsgumknoankinoMm, Ci4ankoKcurpymnoto,
TpudTOpMETUNOM, GpOoMOM, HTOPOM abo XIOPOM; i

X € H, OH, F, Ci4ankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3s'aakom =0.

B ogHomy acnekTi, cnonyky 3a AaHnM BUHaxo40M
npeactaeneHi dopmyno | abo ix dapmauesTU4HO
NPUAHATHMMM COMNAMU, ae

NonAr € HeapomaTU4yHUM 6-YNEHHUM KinbLUeM,
Lo MiCTUTb 1 aToM a3oTy B KinbLi;

HetAr € 5-6-yneHHMM reTepoapoMaTUYHUM Kiflb-
uem, Wo mictutb 1-3 atomm a3oTy B KinbLi, abo i30k-
casoninom, Tiasoninom, Tiagiasoninom, XiHomMiHiNoOM,
XiHA30MiHINOM, MNYPUHINOM, NTEPUAMHINOM, OeH3imi-
Aasoninom, nipononipumiguHinom, abo imigasonipu-
OVHINowm;

HetAr HeoboB'a3koBO 3amiweHnn 1 abo 2 3amic-
HUKaMW, NPUHOMY KOXHUI 3aMiCHUK He3anexHo € Ci.
sankinom, Ci.sankokcurpynoto, Co.sankiHinom, Tpu-
TOPMETUIIOM, TAPOKCUTPYNOHD, ApPOKCiCi-4ankinom,
dTOpoM, xrnopom, Gpomom, KHoOoM, LiaHOrpynoto,
MEeTUICYNbMaHinoM, LUMKNoNponineTuHinom, deHine-
TuHINoM, retepoapunetuHinoMm, -N(Co.sankin)(Co.
sankin)om, Hitporpynoto, (Ci-ankin)(Ci-.ankin)NCH,-
rpynoto,  (Ci-2ankin)NMCHz-rpynoto,  Si(CH3)s-C-
rpynoto abo NH,C(O)-rpynoto;

A e -Cy.4ankinowm;
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B € apun(CH;)o-3-O-C(O)-rpynoto, ge apwn He-
060B'A3KOBO 3aMiweHuin 1-5 3amicHukamu, npuyomy
KOXHUA 3aMiCHUK Hes3anexHo € Cisankinom, Cs.
sUmKnoankinom, Ci4ankokcurpynow, TpudTopmMeTn-
nom, 6pomom, bTopom abo XNopom; i

X € H, OH, F, Cijankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernum 3B'a3kom =0.

Y BTiNEeHHi JaHOro nNepLioro acnekTy, Crosnyku 3a
AaHUM BMHaxXo4oM npepacTasneHi popmynoto | abo ix
dapmaueBTUYHO NPUAHATHUMW CONSIMU, e

NonAr € HeapoMaTU4HUM 6-YNEHHUM KinbLEM,
Lo MiCTUTb 1 aToM a30Ty B KinbLi;

HetAr € 6-4neHHWM reTepoapoMaTUYHUM Kifb-
Lem, WO MiCTUTb 1 aToM a3oTy B KiNnbLi;

HetAr HeoboB'a3koBO 3amiweHnn 1 abo 2 3amic-
HUKaMW, NPUYOMY KOXHUI 3aMiCHUK He3anexHo € Ci.
sankinom, Ci.sankokeurpynoto, Co.sankiHinom, Tpu-
TOPMETUNOM, FAPOKCUIPYNot, riapoKciCi-4ankinom,
dTopom, xnopom, Opomom, KoOoM, LiaHorpynoto,
MeTUNCYNbMaHinoM, LUMKNONponineTuHinom, deHine-
TuHiNom, retepoapuneTuHinom,  -N(Co.sankin)(Co.
sankin)om, Hitporpynot, (Cizankin)(Ci-oankin)NCH,-
rpynoto,  (Cizankin)HNCH,-rpynoto,  Si(CH3)s-C-
rpynoto abo NH,C(O)-rpynoto;

A € —Cg_4ankinow;

B e apun(CHa)o.3-O-C(O)-rpynoto, ae apun He-
060B'A3KOBO 3aMilweHun 1-5 3amicHukamu, npuyomy
KOXHWA 3aMiCHUK He3anexHo € Cj.sankinom, Cs.
slmKknoankinom, Ci.4ankokcurpynow, TpudTopmMeTn-
nom, 6pomom, pTopoM abo XIopowm; i

X € H, OH, F, Cijankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3s'a3kom =O.

Y iHWOMY BTiMEHHI AaHOro MepLIoro acnekTy,
CMonykn 3a AaHUM BWHAXOAOM npeacTaBneHi dop-
myrnoto | abo ix chapmaueBTUYHO MPUAHATHUMU CO-
namu, ge

NonAr € HeapomMaTW4yHUM 6-UNEHHUM KinbLeM,
Lo MiCTUTb 1 aTOM a30Ty B KiNnbLi;

HetAr € i3okcasoninom, HeobOB'I3KOBO 3aMilLie-
H1UM 1 abo 2 3amiCHMKaMu, NMPUYOMY KOXHUIA 3aMiCHUK
HesanexHo € Ci.sankinom, Ci.sankokcurpynot, Co.
4anKiHIiNoM, TpudTopMeTUNomMm, rigpoKcurpynoto, rig-
pokciC;.4ankinom, ptopom, xropom, 6poMomM, noaom,
LiaHOrpynoto, MeTuncynbgaHinom, LMKIonponineTu-
HinoM, deHineTuHinom, retepoapuneTuHinom, -N(Co.
sankin)(Co.sankin)om, HiTporpynoto, (Cipankin)(Cs.
2ankin)NCHz-rpynoto, (C1-2ankin)HNCH,-rpynoto,
Si(CH3)s-C-rpynoto abo NH,C(O)-rpynoto;

A e -Co.sankinowm;

B e apun(CHa)o.3-O-C(O)-rpynoto, ae apun He-
060B'A3KOBO 3aMileHun 1-5 3amicHukamu, npuyomy
KOXXHUM 3aMicHUK He3anexHo € Cisankinom, Cs
sUmMKknoankinom, Ci4ankokcurpynow, TpudTopmeTn-
nom, 6pomom, pTopomM abo Xropowm; i

X € H, OH, F, Ci.jankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3s'a3kom =0.

Y Wwe ogHOMY BTINEHHI 4aHOro NepLUoro acnekTy,
CMONykn 3a AaHUM BWHaxXo4OM npeacTaBneHi cop-
myrnoto | abo ix cpapmaueBTUYHO MPUAHATHUMK CO-
namu, ge

NonAr € HeapomMaTW4HUM 6-YNEHHUMM KinbLeM,
Lo MiCTUTb 1 aTOM a30Ty B KiNnbLli;

HetAr € Tiapgiasoninom, HeobOB'A3KoOBO 3aMille-
HUM 1 abo 2 3aMiCHMKaMK, MPUYOMY KOXKHWUIA 3aMiCHUK
HesanexHo € Ci.sankinom, Ci.sankokcurpynoto, Co.
4anKiHinom, TpudTopMeTUnomMm, rigpokcurpynoto, rig-
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pokciCi.4ankinom, ptopom, xrnopom, 6poMoM, Noaom,
LiaHorpynoto, mMetuncynbgaHinom, UMKIonponineTu-
Hinom, deHineTuHinom, retepoapunetuHinom, -N(Co.
sankin)(Co4ankin)om, Hitporpynoto, (Ci-.ankin)(Ci-
2anton)NCH;-rpynoto, (C1-2ankin)HNCH,-rpynoto,
Si(CH3)s-C-rpynoto abo NH,C(O)-rpynoto;

A € —Co.4ankinow;

B e apun(CHa)o3-O-C(O)-rpynoto, ae apun He-
000B'sI3KOBO 3amilleHnit 1-5 3amicHukamm, npuyomy
KOXHUA 3aMiCHUK Hes3anexHo € Cisankinom, Cas.
sUmKnoankinom, Ci4ankokcurpynow, TpudTopmeTu-
nom, 6pomom, pTopoM abo Xropowm; i

X € H, OH, F, Ciiankinom, Ci.sankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3s'a3kom =0.

Y e oAHOMY BTINIEHHI JAHOr0 MEPLLOro acnekTy,
CMoNnykn 3a AaHUM BWHaxXo4OM npeacTaBneHi cop-
myroto | abo ix cpbapmaueBTUYHO MPUAHATHUMU CO-
namu, ge

NonAr € HeapoMaTU4HUM 6-YNEHHUM KinbLEM,
Lo MiCTUTb 1 aTOM a30Ty B KinbLii;

HetAr € 5-uneHHMM reTepoapoMaTU4YHUM KiNb-
LeMm, WO MICTUTb 2 aTOMK a3oTy B

Kinbuji;

HetAr HeoboB'A3koBO 3amiwleHnn 1 abo 2 3amic-
HUKaMW, NPUYOMY KOXHUI 3aMiCHUK He3anexHo € Ci.
sankinom, Ci.sankokcurpynoto, Co.sankiHinom, Tpu-
dTOPMETUIOM, TAPOKCUTPYNOLo, ApPOKCiCi-4ankinom,
¢dTOpOM, xnopom, 6Gpomom, WoAoM, UiaHOrpynoto,
MEeTUICYNbMaHinoM, LUMKNONponineTuHinom, deHine-
TUHINoM,  retepoapunetuHinom,  -N(Co.sankin)(Co-
sankin)om, Hitporpynot, (Cizankin)(Ci-oankin)NCH-
rpynoto,  (Ci-2ankin)HNCH,-rpynoto,  Si(CH3)s-C-
rpynoto abo NH,C(O)-rpynoto;

A € —Cg_sankinom;

B € apun(CH;)o3-O-C(O)-rpynoto, ge apwun He-
060B'A3KOBO 3aMilleHun 1-5 3amicHukamu, npuyomy
KOXHWIA 3aMiCHUK He3anexHo € Cj.sankinom, Cs.
sUmKknoankinom, Ci4ankokcurpynow, TpudTopmeTn-
nom, 6pomom, pTopomM abo XIopowm; i

X € H, OH, F, Cijankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3B'a3kom =0O.

B iHwWoMy BTiNEeHHi gaHOro nepLloro acnekTy,
CMonykn 3a AaHUM BWHAxXo4OM npeacTaBneHi dop-
myroto | abo ix cpapmaueBTUYHO MPUAHATHUMU CO-
namu, ge

NonAr € HeapomaTW4yHUM 6-UNEHHUM KinbLeM,
IO MiCTUTb 1 aTOM a30Ty B KiNnbLii;

HetAr € xiHoniHinom, Heo6O0B'A3KOBO 3aMilLeHUM
1 abo 2 3amicHMKaMu, NPUYOMY KOXHWUIA 3aMICHUK
HesanexHo € Ci.ankinom, Ci.sankokcurpynoto, Co.
4ankKiHinom, TpudTOpMEeTUNOM, rigpPOKCUrpynoto, rig-
pokciCi.4ankinom, ptopom, xropom, 6poMomM, noaom,
LiiaHorpynoto, MeTurncynbaHinom, uuknonponineTu-
HiNoM, deHineTuHinom, retepoapuneTuHinom, -N(Co.
sankin)(Co4ankin)om, Hitporpynoto, (Ci-2ankin)(Ci-
2ankin)NCH.-rpynoto, (C1-2ankin)HNCH,-rpynoto,
Si(CHg3)3-C-rpynoto abo NH,C(O)-rpynoto;

A € —Co_4ankinow;

B € apun(CH;)o3-O-C(O)-rpynoto, ge apwn He-
060B'A3KOBO 3aMilleHun 1-5 3amicHukamu, npuyomy
KOXHWIA 3aMiCHUK He3anexHo € Cj.sankinom, Cs.
sUmKnoankinom, Ci4ankokcurpynow, TpudTopmeTn-
nom, 6pomom, pTopoM abo XIopowm; i

X € H, OH, F, Ci.sankinom, C;.4ankoKkCuUrpynoto,
NH_, abo X pa3om 3 npunernmm 3s'a3kom =0.

Y Wwe ogHOMY BTINEHHI 4aHOro NepLUoro acnekTy,
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CMONyKN 3a [aHMM BUHAXOAOM npencTaBrieHi gop-
myroto | abo ix cpapmaueBTUYHO MPUAHATHUMU CO-
namu, ge

NonAr € HeapoMaTW4HUM 6-UNEeHHUM KinbLeM,
Lo MiCTUTb 1 aToM a3oTy B KinbLi;

HetAr € nypuHinom, HeoboB'A3k0BO 3amilleHM 1
abo 2 3aMiCHMKaMK, NPUYOMY KOXHUI 3aMiCHUK He3a-
nexHo € Cigankinom, Ciaankokcurpynow, Co.
4anKiHINoM, TpudTopMeTUnomMm, rigpokcurpynot, ria-
pokciC;.4ankinomM, ptopom, xropom, 6poMomM, noaom,
LiaHorpynoto, MeTuncynbgaHinom, LMKIonponineTu-
HINnoM, deHineTuHinom, retepoapuneTuHinom, -N(Co.
sankin)(Co.sankin)om, HiTporpynoto, (Cizankin)(Ci.
2ankin)NCHz-rpynoto, (C1-2ankin)HNCH,-rpynoto,
Si(CHgs)3-C-rpynoto a6o NH,C(O)-rpynoto;

A € -Co.sankinowm;

B e apun(CHa)o3-O-C(O)-rpynoto, ae apun He-
060B'A3KOBO 3aMilweHuin 1-5 3amicHukamu, npuyomy
KOXHUA 3aMiCHUK He3anexHo € Cizankinom, Cs.
slmKknoankinom, Ci4ankokcurpynow, TpudTopmMeTn-
nom, 6pomom, TopoM abo XIopowm; i

X € H, OH, F, Cijankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernum 3B'a3kom =0.

Y Wwe ogHOMY BTINEHHI 4aHOro NepLuoro acnekTy,
CMONyKN 33 [aHMM BUHAXOAOM nNpeacTaBreHi gop-
myroto | abo ix chapmaueBTUYHO MPUAHATHUMU CO-
namu, ge

NonAr € HeapoMaTW4HUM 6-UNEHHUM KinbLeM,
Lo MiCTUTb 1 aToM a30Ty B KinbLi;

HetAr € 6-uneHHVMM reTepoapoMaTUYHUM Kifb-
LeM, WO MICTUTb 2 aTOMU a30Ty B KinbLyi;

HetAr HeoboB'a3koBO 3amiweHnin 1 abo 2 3amic-
HUKaMW, NPUHOMY KOXHUI 3aMiCHUK He3anexHo € Ci.
sankinom, Ci.sankokeurpynoto, Cj.sankiHinom, Tpu-
dTOPMETUNOM, TAPOKCUTPYNOHD, TAPOKCiC1-4ankinom,
dTOopoMm, xrnopom, OGpomom, KoAoM, LiaHOrpynoto,
MeTUICYnbMaHinoM, LUMKNONponineTuHinom, deHine-
TuHINom, retepoapunetuHinomMm, -M(Co.sankin)(Co.
sankin)om, Hitporpynot, (Cizankin)(Ci-oankin)NCH,-
rpynoto,  (Cizankin)HNCH,-rpynoto,  Si(CH3)s-C-
rpynoto abo NH,C(O)-rpynoto;

A € -Co.sankinowm;

B € apun(CH;)o3-O-C(O)-rpynoto, ge apwun He-
060B'A3KOBO 3aMileHuin 1-5 3amicHukamu, npuyomy
KOXHWA 3aMiCHUK He3anexHo € Cj.sankinom, Cs.
sLMKIoankinom,

C1-4anKoKcurpynot, TpnuTopmMeTMioM, GpomMom,
dTopom abo xnopom; i

X € H, OH, F, Ci.jankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3s'a3kom =0.

B iHwWoOMy BTiNEeHHi gaHOro nepLloro acnekTy,
Cronykn 3a AaHUM BWHAxXoAOM npefcTaBneHi cop-
myroto | abo ix chapmaueBTUYHO MPUAHATHUMMK CO-
namu, ge

NonAr € HeapoMaTU4YHUM 6-UYNEHHMM KinbLeM,
O MiCTUTb 1 aTOM a30Ty B KiNnbLli;

HetAr € Tiasoninom, Heob60B'A3koBO 3amilleHnm 1
abo 2 3aMiCHMKaMK1, NPUYOMY KOXHUI 3aMiCHUK He3a-
nexHo € Cigankinom, Cisankokcurpynoto, Co.
4ankKiHinom, TpudTopMeTUnomMm, rigpokcurpynoto, rig-
pokciCi.4ankinom, ptopom, xnopom, 6poMoM, 1oaom,
LjiaHorpynoto, MeTurncynbaHinom, uuknonponineTu-
HinoM, deHineTuHinom, retepoapuneTuHinom, -N(Co.
sankin)(Co4ankin)om, Hitporpynoto, (Ci-2ankin)(Ci-
2ankin)NCHz-rpynoto, (C1-2ankin)HNCHz-rpynoto,
Si(CHgs)3-C-rpynoto abo NH,C(O)-rpynoto;
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A € -Cg.sankinowm;

B € apun(CHa)o3-O-C(O)-rpynoto, ae apun He-
060B'A3KOBO 3aMilweHuin 1-5 3amicHMkamu, npuyomy
KOXHUA 3aMiCHUK He3anexHo € Cigankinom, Cs.
sUmMknoankinom, Ci4ankokcurpynow, TpudTopmeTu-
nom, 6pomom, hTopom abo xnopom; i

X € H, OH, F, Cisankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3s'a3kom =0.

Y Wwe ogHOMY BTINEHHI 4aHOro NepLuoro acnekTy,
CMoNnykn 3a AaHUM BWHAxXo4OM npeacTaBneHi cop-
myroto | abo ix cpbapmaueBTUYHO MPUAHATHUMU CO-
namu, ge

NonAr € HeapomaTW4HUM 6-UNEHHUM KinbLeM,
Lo MiCTUTb 1 aTOM a30Ty B KiNnbLii;

HetAr € ntepuguHinom, HeoboOB'A3KOBO 3aMmillie-
HUM 1 abo 2 3amiCHMKaMu, NPUHOMY KOXHUIA 3aMiCHUK
HesanexHo € Ci.ankinom, Ci.sankokcurpynoto, Co.
4ankKiHinom, TpudTopMeTUNomMm, rigpokcurpynoto, rig-
pokciCi.4ankinom, ptopom, xropom, 6poMom, noaom,
LiiaHorpynoto, MeTurncynbdaHinom, uuknonponineTu-
HiNnoM, deHineTuHinom, retepoapuneTuHinom, -N(Co.
sankin)(Co4ankin)om, Hitporpynoto, (Ci-.ankin)(Ci-
2ankin)NCHz-rpynoto, (C1-2ankin)HNCHa-rpynoto,
Si(CHgs)3-C-rpynoto abo NH,C(O)-rpynoto;

A € —Co_4ankinow;

B e apun(CHa)o.3-O-C(O)-rpynoto, ae apun He-
060B'A3K0BO 3aMilweHun 1-5 3amicHuMkamu, npuyomy
KOXHWIA 3aMiCHUK He3anexHo € Cj.sankinom, Cs.
sUmKknoankinom, Ci4ankokcurpynow, TpudTopmeTu-
nom, 6pomom, pTopomM abo XIopowm; i

X € H, OH, F, Cijankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3s'a3kom =0.

Y Wwe ogHOMY BTINEHHI 4aHOro NepLUoro acnekTy,
CMonykn 3a AaHUM BWHAxXOAOM npeacTaBneHi dop-
myroto | abo ix chapmaueBTUYHO MPUAHATHUMU CO-
namu, ge

NonAr € HeapomaTW4HUM 6-UNEHHUM KinbLeM,
Lo MiCTUTb 1 aTOM a30Ty B KinbLii;

HetAr € nipononipumignHinom, HeobOB'sI3KOBO
3amilieHnm 1 abo 2 3amicCHUKamu, NPUYOMY KOXHUN
3aMiCHUK He3anexHo € C1-4ankinom, (o
sankokeurpynoto, Co.sankiHinom, TpudTOPMETUIIOM,
rigp oKcurpy noto, rigpokciCi-sankinom, TopomM, Xro-
pomM, B6pomomM, MOAOM, LiaHOrpynow, MeTuncynbga-
HINOM, LIMKNONPONINeTUHINOM, eHINneTuHInom, rete-
poapuneTuHinom, -N(Co-sankin)(Co.4ankin)om,
HITpOrpynoto, (Ci-2ankin)(Ci-2ankin)NCH2-rpynoto,
(C12ankin)HNMCH,-rpynoto, Si(CHs)s-C-rpynoto abo
HH,C(O)-rpynoto;

A € —Co_4ankinow;

B € apun(CH;)o3-O-C(O)-rpynoto, ge apwn He-
060B'A3KOBO 3aMilleHun 1-5 3amicHukamu, npuyomy
KOXHWIA 3aMiCHUK He3anexHo € Cj.sankinom, Cs.
sUmKknoankinom, Ci4ankokcurpynow, TpudTopmeTu-
nom, 6pomom, pTopomM abo XIopowm; i

X € H, OH, F, Cijankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3B'a3kom =0.

Y Wwe ogHOMY BTINEHHI 4aHOro NepLUoro acnekTy,
CMonykn 3a AaHUM BWHAxXo4OM npeacTaBneHi dop-
myroto | abo ix cpapmaueBTUYHO MPUAHATHUMMK CO-
namu, ge

NonAr € HeapomMaTW4yHUM 6-YNEHHUM KinbLeM,
O MiCTUTb 1 aTOM a30Ty B KiNnbLii;

HetAr € imigasonipnanHinom, HeoboOB'A3kOBO 3a-
MiweHum 1 abo 2 3amiCHMKaMK, NPUYOMY KOXHUIA
3aMiCHUK He3anexHo € C1-4ankinom, Cy.
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sankokeurpynoto, Cy4ankiHinom, TpuOTOPMETUIIOM,
rigpokcurpynoto, rigpokciCi.4ankinom, cgpropom, xno-
pomM, B6pomomM, MoaoM, LiaHorpynot, meTuncynbda-
HINOM, UMKMONPOMINeTUHINOM, deHin eTUHInom, rete-
poapuneTUHinom, -N(Co-sankin)(Co-4ankin)om,
HIiTPOrpymnoto, (Ci-2ankin)(Ci-zankin)NCHz-rpynoto,
(C12ankin)HNCH,-rpynoto,  Si(CH3)s-C-rpynot) abo
NH>C(O)-rpynoto;

A € -Co.sankinowm;

B e apun(CHa)o.3-O-C(O)-rpynoto, ae apun He-
060B'A3KOBO 3aMilweHun 1-5 3amicHukamu, npuyomy
KOXHUIN 3aMiCHMK He3anexHo € Cjgsankinom, Cs.
slmKknoankinom, Ci.4ankokcurpynow, TpudTopmMeTn-
nom, 6pomom, pTopoM abo XIopowm; i

X € H, OH, F, Cijankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3B'a3kom =0.

Y Wwe ogHOMY BTINEHHI JaHOro NepLuoro acnekTy,
CMonykn 3a AaHUM BWHaxXo4OM npeacTaBneHi cop-
myroto | abo ix cpapmaueBTUYHO MPUAHATHUMU CO-
namu, ge

NonAr € HeapomMaTW4HUM 6-UNEHHUM KinbLeM,
Lo MiCTUTb 1 aTOM a30Ty B KiNnbLi;

HetAr € 6eHsimigasoninom, HeobOB'A3KOBO 3aMi-
weHnm 1 abo 2 3amiCHMKaMu, NPUYOMY KOXHWUIA 3aMi-
CHUK HesanexHo € Ci.jankinom, Ci.4anKoKCUrpynoto,
Cy.4ankiHinoMm, TpuUTOPMETUNIOM, TiQPOKCUrPYMoHo,
rigpokciCi.sankinom, dtopom, xnopom, 6pomom, Ko-
AOM, LiiaHOrpynot, MeTuncynbdaHinom, Lmknonponi-
NEeTUHINOM, EHINEeTUHINOM, reTepoapuneTuHinom, -
N(Co-sankin)(Co-sankin)om, HITPOrpymnoto, (Cs-
2ankin)(Ci-zankin)NCH,-rpynoto,  (Ci-zankin)HNCH,-
rpynoto, Si(CHs)s-C-rpynoto abo NH,C(O)-rpynoto;

A € -Co.sankinowm;

B € apun(CH;)o3-O-C(O)-rpynoto, ge apwun He-
060B'A3KOBO 3aMilleHun 1-5 3amicHukamu, npuyomy
KOXXHUI 3aMicHUK He3anexHo € Cisankinom, Cs
sUmKknoankinom, Ci4ankokCcurpynow, TpudTopmeTn-
nom, 6pomom, pTopomM abo Xropowm; i

X € H, OH, F, Ci.jankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3s'a3kom =0.

Y Apyromy acnekTi, Cronyku 3a JaHUM BUHaxo-
OOM npeacTtaeneHi gopmynoto | abo ix papmaueBTu-
YHO NPUAHATHUMUK CONsIMU, Oe

NonAr € HeapoMaTU4HUM 6-YNEHHUM KinbLEM,
Lo MiCTUTb 1 aTOM a30Ty B KiNnbLii;

HetAr € 5-6-uneHHUM reTepoapomMaTUyYHMM Kinb-
uem, Wwo mictutb 1-3 aTomm a3oTy B KinbLi, abo i30k-
casoninom, Tia3oninom, Tiagia3oninom, XiHOMiHINom,
XiHa30MiHINOM, MypWHINOM, NTEPUAMHINOM, OeH3imi-
Aasoninom, nipononipumignHinom abto imigasonipu-
OVHINoM;

HetAr HeoboB'a3koBO 3amilleHun 1 abo 2 3amic-
HUKaMW, NPUYOMY KOXHUIN 3aMiCHUK He3anexHo € Ci.
sankinom, Ci.sankokeurpynoto, Co.sankiHinom, Tpu-
TOPMETUNOM, FAPOKCUIPYNoI0, FApPoKCiCi-4ankinom,
dTOpPOM, XJopoM, BGpomMoM, WMOAOM, UiaHOrpymnoto,
MeTuncynbaHinom, umknonponineTuHinom, deHine-
TUHINom, retepoapuneTuHinom,  -N(Co.sankin)(Co.
sankin)om, Hitporpynoto, (Ci-pankin)(Cioankin)NCH,-
rpynoto,  (Cipankin)HNCH,-rpynoto,  Si(CH3)s-C-
rpynoto abo NH,C(O)-rpynoto;

A € —Cq.4ankinow;

B € apun(CH,)1-3-SO,-rpynoto, ae apun Heobo-
B'AA3KOBO 3aMilLleHn 1-5 3amicHUKaMu, NpUYOMy KOX-
HUA  3aMiCHMK HesanexHo € Ciiankinom, Cas.
sUMKroankinom, Ci.sankokcurpynotw, TpudTOpMETU-
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nom, 6pomom, pTopoM abo XIopowm; i

X € H, OH, F, Ci.jankinom, Ci.4ankokcurpynoto,
NH_, abo X pa3om 3 npunernmm

3B'askom =0.

Y BTiNEHHI AaHOro Apyroro acnekTy, Crofyku 3a
AaHUM BMHaXo4oM npepactasneHi dpopmynoto | abo ix
dapmaLeBTUYHO MPUAHATHUMW CONSAMU, e

NonAr € HeapoMaTU4HUM 6-YNEHHUM KinbUeM,
Lo MiCTUTb 1 aTOM a30TY B KinbLyj;

HetAr € 6-uneHHMM reTepoapoMaTU4yHUM Kifnb-
Lem, WO MICTUTb 2 aTOMU a3oTy B KinbLl;

HetAr HeoboB'a3koBO 3amiwleHnn 1 abo 2 3amic-
HUKaMW, NPUYOMY KOXHUIN 3aMiCHUK He3anexHo € Ci.
sankinom, Ci.sankokeurpynoto, Co.sankiHinom, Tpu-
TOPMETUNOM, FAPOKCUIPYNOH, FiAPOKCICi-4anKinom,
dTOpPOM, XNOopoM, BGpomMoM, WOoAOM, UiaHOrpynoto,
MeTuACcynbdaHinoMm, UuknonponineTuHinom, dexine-
TuHINom, retepoapunetuHinomMm, -N(Co.sankin)(Co-
sankin)om, Hitporpynot, (Cipankin)(Ci-2ankin)NCH-
rpynoto,  (Cipankin)HNCH,-rpynoto,  Si(CHs)s-C-
rpynoto abo NH,C(O)-rpynoto;

A € —Cq.4ankinowm;

B € apun(CH)1-3-SO,-rpynoto, ge apun Heobo-
B'A3KOBO 3aMilLleHnn 1-5 3amicHUKaMu, NpUYOMY KOX-
HUA  3aMicHMK HesanexHo € Ciiankinom, Cs.
sUmKnoankinom, Ci4ankokcurpynow, TpudTopmeTu-
nom, 6pomom, pTopoM abo XIopowm; i

X € H, OH, F, Ciiankinom, Ci.sankokcurpynoto,
NH_, abo X pasom 3 npunernum 3s'a3kom =0.

B iHWOMY BTiNEHHi Apyroro acnekTty, Cnonyku 3a
AaHUM BMHAXOO4oOM npepacTasreHi dpopmyrnoto | abo ix
hapMaLeBTUYHO MPUAHATHUMU CONAMU, Oe

NonAr € HeapoMaTU4HUM 6-YNEHHUM KinbLEeM,
Lo MiCTUTb 1 aToM a30Ty B KinbLi;

HetAr e xiHasoniHinom, Heo6OB'A3KOBO 3aMille-
HUM 1 abo 2 3amiCHMKaMu, NPUHOMY KOXHUIA 3aMiCHUK
He3anexHo € Cj.sankinom, Ci.sankokcurpynoto, Co.
4arnkiHinom, TpMTOPMETUNIOM, TiAPOKCUrPYNOLo, rif-
pokciCi.4ankinom, ptopom, xnopom, 6poMoM, noaom,
LiaHorpynoto, mMetuncynbgaHinom, LMKIonponineTtu-
Hinom, deHineTuHinom, retepoapunetuHinom, -N(Co.
sankin)(Co.4ankin)om, HiTporpynot, (Ci-pankin)(Ca.
2ankin)MCH,-rpynoto, (C1-2ankin)HNCH,-rpynoto,
Si(CHgs)3-C-rpynoto abo NH,C(O)-rpynoto;

A € -Cg.4ankinow;

B e apun(CH,)13-SO,-rpynoto, ae apun Heobo-
B'AA3KOBO 3aMilLleHn 1-5 3amiCHUKaMu, NpUYOMy KOX-
HUA  3aMiCHMK He3anexHo € Ciaankinom, Cs.
sUmknoankinom, Ci.sankokcurpynotw, TpudTOpMeETU-
nom, 6pomom, pTopoM abo XIopowm; i

X € H, OH, F, Ci.4ankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3s'aakom =0.

Y we ogHOMy BTIMEHHI APYroro acnekTy, Cnonyku
3a AaHUM BUHaxo[oMm npeactasneHi popmynoto | abo
X hapMaLEeBTUYHO NPUAHATHUMW CONAMW, Ae

NonAr € HeapomMaTU4YHUM 6-YNEHHUM KinbLeEM,
Lo MiCTUTb 1 aToM a3oTy B KinbLi;

HetAr € nypuHinom, HeoboB'a3koBO 3amilieHm 1
abo 2 3aMiCHMKaMK1, NPUYOMY KOXHUI 3aMiCHUK He3a-
nexHo € Cigankinom, Cisankokcurpynoto, Co.
4arnkiHinom, TpMdTOPMETUNIOM, TiAPOKCUIPYNOLo, rif-
pokciCi.4ankinom, pTopom, xnopom, 6poMomM, noaom,
LiaHorpynot, Metuncynbdaxinom, uuknonponineTu-
HinoM, deHineTuHinom, retepoapuneTuHinom, -N(Co.
sankin)(Co.4ankin)om, HiTporpynoto, (Ci-pankin)(Ca.
2ankin)NCHz-rpynoto, (C1-2ankin)HNCHz-rpynoto,

75392 26

Si(CHs)s-C-rpynoto abo NH,C(O)-rpynoto;

A € -Co.sankinowm;

B € apun(CHa)1-3-SO,-rpynoto, ne apun Heobo-
B'A3KOBO 3aMillleHn 1-5 3amicHUKaMu, NpUYOMY KOX-
HWA  3aMiCHMK He3anexHo € Cigankinom, Cs.
sumknoankinom, Ci.sankokcurpynotw, TpudTopmMeETU-
nom, 6pomom, htopom abo xnopom; i

X € H, OH, F, Ci.jankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3s's3kom = O.

Y We ogHOMY BTiMIEHHI ApYroro acnekTy, Cronyku
3a JaHUM BUHaxo4oM npeacTtasneHi popmynoto | abo
X hapMaLEeBTUYHO NPUAHATHUMK CONAMU, e

NonAr € HeapomaTW4HUM 6-UNEHHUM KinbLeM,
Lo MiCTUTb 1 aTOM a30Ty B KiNnbLii;

HetAr € imigasonipuguHinom, HeobOB'sI3KOBO 3a-
MiweHum 1 abo 2 3aMiCHMKaMKn, NPUYOMY KOXHUIA
3aMiCHUK He3anexHo € C1-4ankinom, Cy.
sankokeurpynoto, Cy.4ankiHinom, TpuOTOPMETUIIOM,
rigpokcurpynoto, rigpokciCi.4ankinomMm, dTopom, Xro-
pom, 6pomomM, MOAOM, LiaHOrpynot, meTuncynbda-
HINOM, LMKNONPONINeTUHINoM, eHineTuHinom, rete-
POAPUIETUHINOM, -N(Co-sankin)(Co-sankin)om,
HIiTPOrpymnoto, (C1-2ankin)(Ci-zankin)NCHz-rpynoto,
(C12ankin)HNCHa-rpynoto,  Si(CHs)s-C-rpynoto  abo
NH2C(O)-rpynoto;

A € —Cg_sankinom;

B € apun(CHa)1-3-SO,-rpynoto, ge apun Heobo-
B'A3KOBO 3aMilLeHn 1-5 3amicHUKaMu, NpuyYOMy KOX-
HUA  3aMmicHUK He3anexHo € Ciiankinom, Cs.
sUmMKnoankinom, Cj-sankokCurpynow, TpudTopmeTu-
nom, 6pomom, pTopoM abo XIopowM; i

X € H, OH, F, Ci.jankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3s'a3kom =O.

Y Wwe ogHOMYy BTIiMEHHi 4aHOro Apyroro acnekTy,
CMonykn 3a AaHUM BWHAxXoAOM npefcTaBneHi dop-
myrnoto | abo ix chapmaueBTUYHO MPUAHATHUMU CO-
namu, ae

NonAr € HeapomMaTW4HUM 6-UNEHHUM KinbLeM,
O MiCTUTb 1 aTOM a30Ty B KiNnbLli;

HetAr € 6-uneHHVMM reTepoapoMaTUYHUM KiNb-
uem, Wo MicTuTb 1 aToM asoTy B KinbLi;

HetAr HeoboB'A3koBO 3amiweHnn 1 abo 2 3amic-
HUKaMK, NPUYOMY KOXHWUIA 3aMiCHUK He3anexHo € Ci.
sankinom, Ci.sankokeurpynoto, Cj.sankiHinom, Tpu-
OTOPMETUNOM, FAPOKCUIPYNOI0, riApPOKCiCi.4ankinom,
dTOpOM, Xxnopom, 6Gpomom, WMOAOM, UiaHOrpymnoto,
MeTUncynbgaHinom, LmknonponineTuHinom, deHine-
TUHINOM, reTepoapunetuHinom, -N(Co.sankin)(Co.
sankin)om, Hitporpynot, (Cipankin)(Ci-oankin)NCH,-
rpynoto,  (Ci-2ankin)HNCH,-rpynoto,  Si(CH3)s-C-
rpynoto abo NH,C(O)-rpynoto;

A € —Cg_sankinom;

B e apun(CH,)13-SO,-rpynoto, ae apun Heobo-
B'A3KOBO 3aMilLleHn 1-5 3amiCHUKaMu, NpuyYOMy KOX-
HUA  3aMiCHMK He3anexHo € Ciaankinom, Cs.
sUMKnoankinom, Ci4ankokCurpynow, TpudTopmeTn-
nom, 6pomom, pTopomM abo XIIopowm; i

X € H, OH, F, Ci.jankinom, Ci.sankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3s'sakom =0.

Y TpeTbOMy acnekTi, Cnofnyku 3a AaHUM BUHAXo-
AOM npeacTtasneHi opmynoto | abo ix dpapmauesTu-
YHO MPUAHATHUMU CONsIMU, ae

NonAr € HeapoMaTU4HUM 5-YNEHHUM KifbueMm,
LLO MiCTUTb 1 aTOM a30Ty B KiNnbLii;

HetAr € 5-6-4neHHMM reTepoapoMaTUYHUM Kifb-
uem, Wo mictutb 1-3 atomm a3oTy B KinbLi, abo i30k-
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casoninom, Tiasoninom, Tiagia3oninom, XiHOMIHINoM,
XiHa30MiHINOM, MypuWHINOM, NTEPUAMHINOM, OeH3imi-
Aasoninom, nipononipumignHinom abto imigasonipu-
OVHINowm;

HetAr HeoboB'a3koBO 3amilleHnin 1 abo 2 3amic-
HUKaMW, NPUYOMY KOXHUI 3aMiCHUK He3anexHo € Ci.
4arnkinom, TpudTOPMETUNOM, TiJPOKCUIPYNOLD, Figpo-
KCiCi-sankinom, dtopom, xmnopom, 6pomom, nogom,
LiaHorpynot,  MeTuncynbgaHinom, amiHorpynoto,
HITpOrpynoto, (C1-2ankin)(Cy-2ankin)NCHaz-rpynoto,
(C1-2ankin)HNCHz-rpynoto a6o NH,C(O)-rpynoto;

A € -Cg.qankinowm;

B € apun(CH;)o3-O-C(O)-rpynoto, ge apwun He-
060B'A3KOBO 3amiweHun 1-5 3amicHukamu, npu4omy
KOXXHUI 3aMiCHUK He3anexHo € Cjgsankinom, Cs.
sUMKroankinom, Cisankokcurpynotw, TpudTOpMeTU-
nom, 6pomom, oTopoM abo Xropowm; i

X € H, OH, F, Ci.jankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3s'a3kom =0O.

Y BTiNEHHi AaHOro TpeTboro acnekTy, Cronykx 3a
AaHUM BMHAXo4oM npepactasneHi dpopmynoto | abo ix
hapMaLeBTUYHO MPUAHATHUMU CONAMM, A€

NonAr € HeapomaTW4yHUM 5-UNEHHMM KinbueMm,
Lo MiCTUTb 1 aTOM a30TY B KinbLyj;

HetAr € 6-yneHHMM reTepoapoMaTU4HUM Kifb-
Lem, WO MiCTUTb 2 aTOMU a3oTy B KinbLl;

HetAr HeoboB'A3koBO 3amilleHnn 1 abo 2 3amic-
HUKaMW, NPUYOMY KOXHUIN 3aMiCHUK He3anexHo € Ci.
sarnkinom, TpUdTOPMETUNOM, TiJPOKCUrPYNOLo, Fiapo-
KCiCi-4ankinom, dtopom, xnopom, 6Gpomom, nogom,
LiaHorpynotw,  MeTuncynb@aHinoM, amiHorpynoto,
HITpOrpynoto, (C1-2ankin)(Ci-2ankin)NCHa-rpynoto,
(C1-2ankin)HNCHz-rpynoto abo NH,C(O)-rpynoto;

A € —Cg_sankinom;

B € apun(CH;)o3-O-C(O)-rpynoto, ge apwun He-
060B'A3KOBO 3aMilleHun 1-5 3amicHukamu, npuyomy
KOXHUIN 3aMiCHUK He3anexHo € Cjgsankinom, Cs.
sUmKknoankinom, Ci4ankokcurpynow, TpudTopmeTn-
nom, 6pomom, pTopomM abo XIopowm; i

X € H, OH, F, Cijankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3B'a3kom =0O.

B iHWOMY BTiNEHHIi AaHOro TPeTboro acnekTy,
CMonykn 3a AaHUM BWHAxXo4OM npeacTaBneHi dop-
myroto | abo ix chapmaueBTUYHO MPUAHATHUMMK CO-
namu, ae

NonAr € HeapomaTW4yHUM 5-UNEeHHVMM KinbLeM,
IO MiCTUTb 1 aTOM a30Ty B KiNnbLii;

HetAr € ntepuguHinom, HeoboOB'A3kOBO 3aMmillie-
HUM 1 abo 2 3amiCHMKaMu, NPUHOMY KOXHUIA 3aMiCHUK
HesanexHo € Ci.ankinom, Ci.sankokcurpynoto, Co.
4ankKiHinom, TpudTOpMEeTUNOM, rigpPOKCUrpynoto, rig-
pokciCi.4ankinom, ptopom, xropom, 6poMomM, noaom,
LiiaHOrpynoto, MeTurncynbaHinom, uuknonponineTu-
HiNoM, deHineTuHinom, retepoapuneTuHinom, -N(Co.
sankin)(Co4ankin)om, Hitporpynoto, (Ci-2ankin)(Ci-
2ankin)NCH.-rpynoto, (C1-2ankin)HNCH,-rpynoto,
Si(CHj3)s-C-rpynoto abo NH,C(O)-rpynoto;

A € -Co.sankinowm;

B € apun(CH;)o3-O-C(O)-rpynoto, ge apwun He-
060B'AA3K0BO 3aMilleHun 1-5 3amicHukamu, npuyomy
KOXXHUIN 3aMiCHUK He3anexHo € Cjgankinom, Cs.
savknoankinom, Ci4ankokCcurpynow, TpudTopmMeTU-
nom, 6pomom, pTopoM abo XIopowm; i

X € H, OH, F, Ci.sankinom, C;.4ankoKkCuUrpynoto,
NH_, abo X pa3om 3 npunernmm 3s'a3kom =0.

Y Wwe ogHoMYy BTifEHHi 4aHOro TPeTbOro acnekTy,
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CMONyKN 3a [aHMM BUHAXOAOM npencTaBrieHi gop-
myroto | abo ix cpapmaueBTUYHO MPUAHATHUMU CO-
namu, ge

NonAr € HeapomMaTW4HUM 5-UneHHUM KinbLeMm,
Lo MiCTUTb 1 aToM a3oTy B KinbLi;

HetAr € nypuHinom, HeoboB'A3k0BO 3amilleHM 1
abo 2 3aMiCHMKaMK, NPUYOMY KOXHUI 3aMiCHUK He3a-
nexHo € Cigankinom, Ciaankokcurpynow, Co.
4@nKiHINoM, TpudTOpMEeTUNOM, FigPOKCUrpynoto, ria-
pokciC;.4ankinomM, ptopom, xropom, 6poMomM, noaom,
LiaHorpynoto, MeTuncynbgaHinom, LMKIonponineTu-
HiNnoM, deHineTuHinom, retepoapuneTuHinom, -N(Co.
sankin)(Co.sankin)om, HiTporpynoto, (Cizankin)(Ci.
2ankin)NCHz-rpynoto, (C1-2ankin)HNCH,-rpynoto,
Si(CHgs)s-C-rpynoto abo NH,C(O)-rpynoto;

A € -Co.sankinowm;

B e apun(CHa)o3-O-C(O)-rpynoto, ae apun He-
060B'A3KOBO 3aMilweHuin 1-5 3amicHukamu, npuyomy
KOXHUA 3aMiCHUK He3anexHo € Cizankinom, Cs.
slmKknoankinom, Ci4ankokcurpynow, TpudTopmMeTn-
nom, 6pomom, TopoM abo Xropom; i

X € H, OH, F, Cijankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernum 3B'a3kom =0.

Y WWe ogHOMY BTIfIEHHI JAHOro TPETbOro acnekTy,
CMONyKN 33 [aHMM BUHAXOAOM nNpeacTaBreHi gop-
myroto | abo ix chapmaueBTUYHO MPUAHATHUMU CO-
namu, ge

NonAr € HeapomMaTW4HUM 5-UneHHUM KinbLem,
Lo MiCTUTb 1 aToM a30Ty B KinbLi;

HetAr € 6eHsimigasoninom, HeoOOB'AI3KOBO 3aMi-
weHnm 1 abo 2 3amiCHMKaMu, NPUYOMY KOXHWUIA 3aMi-
CHUK HesanexHo € Ci.jankinom, Ci.4anKoKCUrpynoto,
Cy.4ankiHinoMm, TpuUTOPMETUNIOM, TiOPOKCUrPYMoHo,
rigpokciCi.sankinom, dTopom, xnopom, 6pomom, 1o-
AOM, LiaHorpynoto, MetTuncynb@aHinom, uuknonponi-
NETUHINOM, (OEHINEeTUHINOM, reTepoapuneTuHinom, -
N(Co-sankin)(Co.sankin)om, HITpOrpynoto, (Cu-
2ankin)(Cioankin)NCHz-rpynoto,  (Ciankin)HNCH,-
rpynoto, Si(CHs)s-C-rpynoto abo NH,C(O)-rpynoto;

A € -Co.sankinowm;

B e apun(CHa)o.3-O-C(O)-rpynoto, ae apun He-
060B'A3KOBO 3aMiweHuin 1-5 3amicHukamu, npuyomy
KOXXHUI 3aMicHUK He3anexHo € Cisankinom, Ca
slmKnoankinom, Ci4ankokcurpynot, TpudTopmeTn-
nom, 6pomom, pTopomM abo Xropowm; i

X € H, OH, F, Ciiankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3s'a3kom =0.

Y 4yeTBEpPTOMY acnekTi, CMOMyKM 3a AaHWM BUHa-
Xo[oM npefcTasneHi dopmynoto | abo ix dapmaues-
TUYHO NPUAHATHUMUK CONSIMU, e

NonAr € a3abiuuKNOOKTaHOBUM KinbLEeM:;

HetAr € 5-6-4neHHMM reTepoapoMaTUYHUM Kifb-
uem, Wwo mictutb 1-3 aTomn a3oTy B KinbLi, abo i30k-
casoninom, Tiasoninom, Tiagiasoninom, XiHONiHinom,
XiHa30MiHINOM, NypPVHINOM, NTEPUAUHINOM, GeH3imi-
aasoninom, nipononipumiguHinom abo imigasonipu-
OVHINowm;

HetAr HeoboB'A3koBO 3amiweHnn 1 abo 2 3amic-
HUKaMK, NPUYOMY KOXHWUIA 3aMiCHUK He3anexHo € Ci.
sankinom, Ci.sankokeurpynoto, Co.sankiHinom, Tpu-
TOPMETUNOM, FiAPOKCUIPYNoI, riapoKCiCi4ankinom,
¢pTOpOM, Xxnopom, 6Gpomom, WoAOM, UiaHOrpynoto,
MeTunACcynbdaHinoMm, UuknonponineTuHinom, deHine-
TUHINOM, reTepoapunetuHinoMm, -N(Co.sankin)(Co.
sankin)om, Hitporpynot, (Cipankin)(Ci-oankin)NCH,-
rpynoto,  (Ci-2ankin)HNCH,-rpynoto,  Si(CH3)s-C-
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rpynoto) abo NH,C(O)-rpynoto;

A € —Co_4ankinow;

B € apun(CHa)o3-O-C(O)-rpynoto, ae apun He-
060B'A3KOBO 3aMilleHun 1-5 3amicHukamu, npuyomy
KOXHUA 3aMiCHUK He3anexHo € Cigankinom, Cs.
sUmKnoankinom, Ci4ankoKCurpynow, TpudTopmeTn-
nom, 6pomom, pTopomM abo XIopowm; i

X € H, OH, F, Ci.sankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3s'a3kom =0.

Y BTiNeHHi 4eTBEPTOro acnekTy, CNOnyku 3a Aa-
HUM BMHaxo4oMm npefcTasneHi cdopmynot | abo ix
hapMaLeBTUYHO MPUAHATHUMU CONAMU, Ae

NonAr € a3abiLMKIoOOKTaHOBMM KinbLeM;

HetAr € 6-yneHHMM reTepoapoMaTUYHUM Kifb-
Lem, WO MiCTUTb 1 aToM a3oTy B KiNnbLii;

HetAr HeoboB'A3koBO 3amiwleHnn 1 abo 2 3amic-
HUKaMW, NPUYOMY KOXHUI 3aMiCHUK He3anexHo € Ci.
sankinom, Ci.sankokcurpynoto, Co.sankiHinom, Tpu-
TOPMETUIOM, TAPOKCUTPYNOHo, ApPOKCiCi-4ankinom,
dTOpOM, xnopom, 6Gpomom, WoaoM, UiaHOrpynoto,
MEeTUICYNbMaHinoM, LUMKNONponineTuHinom, deHine-
TUHINOM,  retepoapunetuHinomMm, -N(Co.sankin)(Co-
sankin)om, Hitporpynot, (Cizankin)(Ci-oankin)NCH,-
rpynoto,  (Ci-2ankin)HNCH,-rpynoto,  Si(CH3)s-C-
rpynoto a6o NH,C(O)-rpynoto;

A € -Cq.sankinom;

B e apun(CHa)o.3-O-C(O)-rpynoto, ae apun He-
060B'A3KOBO 3aMiwieHnin 1-5 3amicHukamu, npuyomy
KOXHWIA 3aMiCHUK He3anexHo € Cj.sankinom, Cs.
sUmMKnoankinom, Ci4ankoKCUrpynow, TpudTopmeTn-
nom, 6pomom, pTopomM abo XIopowm; i

X € H, OH, F, Cijankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3s'a3kom =0O.

B iHWOMY BTiNeHHi 4eTBEpPTOro acnekTy, Cnonyku
3a JaHUM BUHaxo4oM npeacrtasneHi popmynoto | abo
X hapmaueBTUYHO NPUNHATHUMW CONSIMU, Ae

NonAr € a3abiLMKIOOKTaHOBMM KinbLeM;

HetAr € nypuHinom, Heo60B'A3k0BO 3amilleHum 1
abo 2 3aMiCHMKaMK, NPUYOMY KOXHUI 3aMiCHUK He3a-
nexHo € Cigankinom, Cisankokcurpynot, Co
4a@nKiHiNnoMm, TpudTOopMEeTUNOM, rigpoKCUrpynoto, riag-
pokciCi.4ankinom, ptopom, xropom, 6poMoM, noaom,
LiaHorpynoto, metuncynbgaHinom, LMKNonponineTu-
HinoM, deHineTuHinom, retepoapuneTuHinom, -N(Co.
sankin)(Co.4ankin)om, HiTporpynot, (Cipankin)(Cs.
2ankin)NCH;-rpynoto, (C1-2ankin)HNCH,-rpynoto,
Si(CH3)s-C-rpynoto abo NH,C(O)-rpynoto;

A € -Cg.sankinowm;

B e apun(CHa)o.3-O-C(O)-rpynoto, ae apun He-
060B'A3KOBO 3aMiweHun 1-5 3amicHukamu, npuyomy
KOXXHUM 3aMicHUK He3anexHo € Cisankinom, Cs
sUmKnoankinom, Ci.4ankokcurpynow, TpudTopmeTn-
nom, 6pomom, pTopoM abo XIopowm; i

X € H, OH, F, Ci.sankinom, C;.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3B'a3kom =0O.

Y we oAHOMY BTIfIEHHI YeTBEPTOro acnekTy, Cro-
NyKN 3a JaHUM BMHAXO4OM NpeAcTaBrneHi hopmynoto
| abo ix hapmMaLeBTUYHO MPUAHATHUMW CONSIMU, e

NonAr € a3abiuMKNOOKTaHOBUM KinbLEM:;

HetAr € 6-4neHHMM reTepoapoMaTUYHUM Kifb-
LeMm, WO MICTUTb 2 aTOMU a3oTy B KinbLii;

HetAr HeoboB'a3koBO 3amiwieHnn 1 abo 2 3amic-
HUKaMM1, NPUYOMY KOXHWUIA 3aMiCHUK He3anexHo € Cj.
sankinom, Ci.sankokeurpynoto, Co.sankiHinom, Tpu-
PTOPMETUNOM, FAPOKCUIPYNO, FiApPOKCiCi.4ankinom,
dTOpoMm, xrnopom, Opomom, KoOoM, LiaHorpynoto,
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MeTunAcynbdaHinoMm, uuknonponineTuHinom, deHine-
TUHINom, retepoapuneTuHinom,  -N(Co.sankin)(Co.
sankin)om, Hitporpynot, (Cipankin)(Ci-oankin)NCH,-
rpynoto,  (Cipankin)HNCH,-rpynoto,  Si(CH3)3-C-
rpynoto abo NH,C(O)-rpynoto;

A € —Co.4arnkinom;

B € apun(CH3)o3-O-C(O)-rpynoto, ge apwn He-
000B'sI3KOBO 3amilleHnit 1-5 3amicHukamm, npuydomy
KOXHUA 3aMicHUK Hes3anexHo € Cisankinom, Cs.
sUmMKnoankinom, Ci4ankokcurpynow, TpupTopmeTu-
nom, 6pomom, pTopomM abo XIopowM; i

X € H, OH, F, Ci.sankinom, Ci.4ankokcurpynoto,
NH_, abo X pa3om 3 npunernum 3s'a3kom =0.

Y n'atomMy acnekTi, CNonyku 3a AaHUM BUHAxXO40M
npeacraeneHi opmynoto | abo ix dapmaueBTUYHO
NPUIRHATHUMU CONAMMU, e

NonAr € a3abiunKIOOKTaHOBUM KinbLEeM;

HetAr € 5-6-4neHHMM reTepoapoMaTUYHUM Kifb-
uem, Wo mictutb 1-3 atomm a3oTy B KinbLi, abo i30k-
casoninom, Tiasoninom, Tiagias3oninom, XiHOmMiHiNom,
XiHa30MiHINOM, NYPUHINOM, NTEPUAMHINOM, OeH3imi-
aasoninom, nipononipumiguHinom abo imigasonipu-
OVHInowm;

HetAr HeoboB'a3koBO 3amiweHnin 1 abo 2 3amic-
HUKaMW, MPUYOMY KOXHWI 3aMiCHUK He3anexHo €
NPUYOMY KOXXHWUIA 3aMIiCHUK He3anexHo € Ci_sankinom,
Ci-sankokcurpynoto, Ca.sankiHinom, TtpudtopmeTn-
oM, rigpokeurpynoto, rigpokciCi4ankinom, Topom,
Xnopom, 6pomMoM, WOAOM, LiaHOrpyrnow, MeTUncynb-
daHinom, UMKNONpPOMiNeTUHINOM, (eHIneTnHinom,
reTepoapuneTUHINom, -N(Co-sankin)(Co-4ankin)om,
HITpOrpynoto, (C1-2ankin)(Ci-2ankin)NCH,-rpynoto,
(Ci2ankin)HNCHa-rpynoto,  Si(CHs)s-C-rpynoto  abo
NH>C(O)-rpynoto;

A € —Cg_sankinom;

B € apun(CHa)1-3-SO,-rpynoto, ne apun Heobo-
B'A3KOBO 3aMilLleHn 1-5 3amiCHUKaMu, NpUYOMyY KOX-
HAA  3aMiCHUK He3anexHo € Ciaankinom, Ca.
sUMKnoankinom, Ci4ankokcurpynow, TpudTopmeTn-
nom, 6pomom, pTopoM abo XIopowm; i

X € H, OH, F, Ci.jankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3s'a3kom =0.

Y BTiNEHHi N'ATOro acnekTy, CMonyku 3a AaHuMm
BMHAXOL4OM npeacTasneHi gopmynoto | abo ix dap-
MaLEeBTMYHO NPUAHATHUMM CONAMU, ae

NonAr € a3abiLMKIOOKTaHOBMM KinbLeM;

HetAr € 6-yneHHVMM reTepoapoMaTUYHUM KiNb-
LeM, Lo MICTUTb 2 aTOMU a30Ty B KinbLyi;

HetAr HeoboB'a3koBO 3amiweHnn 1 abo 2 3amic-
HUKaMW, NPUYOMY KOXHUI 3aMiCHUK He3anexHo € Ci.
sankinom, Ci.sankokeurpynoto, Cj.sankiHinom, Tpu-
dTOPMETUNOM, TAPOKCUTPYNOHD, TAPOKCiC1-4ankinom,
¢dTOpOM, Xxnopom, 6GpomMom, WOAOM, UiaHOrpymnoto,
MeTUICYNbMaHinoM, LUMKNONponineTuHinom, deHine-
TUHINOM, reTepoapunetuHinom, -N(Co.sankin)(Co.
sankin)om, Hitporpynot, (Cizankin)(Ci-oankin)NCH-
rpynoto,  (Cipankin)HKCH,-rpynoto,  Si(CH3)s-C-
rpynoto abo NH,C(O)-rpynoto;

A € -Co.sankinom;

B € apun(CH3)1.3-SO»-rpynoto, ae apun Heobo-
B'A3KOBO 3aMilLleHn 1-5 3amicHUKaMu, NpUYOMY KOX-
HAA  3aMiCHUK He3anexHo € Ciaankinom, Ca.
sUMKroankinom, Ci_sankokcurpynorw, TpudTOpMeTU-
nom, 6pomom, hTopomM abo XITopowM; i

X e H, OH, F, Ci.jankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3s'a3kom =0O.
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Y LWIOCTOMY acnekTi, CMoMykn 3a AaHUM BUHAXO-
OOM npeacTtasneHi opmyroto | abo ix papmavnesTu-
YHO NPUAHATHUMUK CONSIMU, Oe

NonAr € HeapomaTW4HUM 6-UNEeHHUM KinbLeM,
Lo MiCTUTb 1 aToM a30Ty B KinbLi;

HetAr € 5-6-4uneHHMM reTepoapoMaTUYHUM Kiflb-
uem, Wo mictutb 1-3 aTomm a3oTy B KinbLi, abo i30k-
casoninom, Tiasoninom, Tiagia3oninom, XiHOMIHINoOM,
XiHa30MiHINOM, MypWHINOM, NTEPUAMHINOM, OeH3imi-
Aasoninom, nipononipumiguHinom abto imigasonipu-
OVHINowM;

HetAr HeoboB'a3koBO 3amiwleHnn 1 abo 2 3amic-
HUKaMW, NPUYOMY KOXHUIN 3aMiCHUK He3anexHo € Ci.
sankinom, Ci.sankokeurpynoto, Ci.sankiHinom, Tpu-
TOPMETUNOM, FAPOKCUIPYNOH, FiAPOKCICi-4anKinom,
dTOpoMm, xnopom, OGpomom, KHOOOM, LiaHOrpynot,
MeTuACcynbdaHinoMm, UuknonponineTuHinom, dexine-
TuHiNom, retepoapuneTuHinom,  -N(Co.sankin)(Co.
sankin)om, Hitporpynot, (Cipankin)(Ci-.ankin)NCH-
rpynoto,  (Cipankin)HNCH,-rpynoto,  Si(CHs)s-C-
rpynoto abo NH,C(O)-rpynoto;

A € -Cop.qankinom;

B € retepoapun(CH,):.3-C(O)-rpynoto, ge rete-
poapun HeobOB'A3KOBO 3amilleHnin 1-5 3amicHMKamu,
NPUYOMY KOXXHUI 3aMiCHUK He3anexHo € Ci_sankinom,
Cs-sumknoankinom, Ci.sankokcurpynoto, TpudTopme-
TUNoMm, 6pomom, hTopom abo xrnopom; i

X € H, OH, F, Ciiankinom, Ci.sankokcurpynoto,
NH_, abo X pasom 3 npunernum 3s'a3kom =0.

Y BTINEHHi LWOCTOro acnekTy, CMOMNyKM 3a AaHUM
BMHaxo4oM npepcTtaBneHi popmynoto | abo ix cap-
MaLEeBTMYHO NPUAHATHUMM COMNAMMU, Oe

NonAr € HeapoMaTU4HUM 6-YNEHHUM KinbLEeM,
Lo MiCTUTb 1 aToM a30Ty B KinbLi;

HetAr € 6-uneHHMM reTepoapoMaTU4yHUM Kifb-
Lem, WO MICTUTb 2 aTOMU a3oTy B KinbLl;

HetAr HeoboB'a3koBO 3amiwieHnn 1 abo 2 3amic-
HUKaMW, NMPUYOMY KOXHUI 3aMiCHUK He3anexHo € Ci.
sankinom, Ci.sankokcurpynoto, Co.sankiHinom, Tpu-
TOPMETUNOM, FAPOKCUIPYNOH, FiAPOKCIiCi.4anKinom,
dTOopom, xnopom, Opomom, KHoOoM, LiaHOrpynoto,
MeTuncynbdaHinom, umknonponineTuHinom, deHine-
TUHINoM, retepoapunetuHinoMm,  -N(Cg.sankin)(Co.
sankin)om, Hitporpynoto, (Ci-pankin)(Cipankin)NCH,-
rpynoto,  (Cipankin)HNCH,-rpynoto,  Si(CHs3)s-C-
rpynoto abo NH,C(O)-rpynoto;

A € -Cog.4ankinowm;

B € retepoapun(CH,):.3-C(O)-rpynoto, ge rete-
poapun HeobOoB'A3KOBO 3aMmilleHnin 1-5 3amicHMKamu,
NPUYOMY KOXXHUIA 3aMiCHUK He3anexHo € Ci_sankinom,
Cs.sumknoankinom, Cisankokcurpynowo, Tpudtopme-
TUnom, 6pomom, htTopom abo xrnopom; i

X € H, OH, F, Cisankinom, C;.4ankokcurpynoto,
NH>, abo X pasom 3 npunernum 3s'a3kom =0.

Y cbOMOMY acnekTi, CNonykn 3a gaHuM BUHaxXoO-
aom npeacrtaeneHi oopmyrnoto | abo ix dpapmaueBTu-
YHO NPUAHATHUMUK CONSIMU, Ae

NonAr € HeapoMaTU4HUM 6-YNEHHUM KinbLEeM,
Lo MiCTUTb 1 aToM a3oTy B KinbLi;

HetAr € 5-6-uneHHUM reTepoapoMaTUyHUM Kifb-
uem, Wwo mictutb 1-3 aTomm a3oTy B KinbLi, abo i30k-
casoninom, Tiasoninom, Tiagiasoninom, XiHoniHinom,
XiHa30mMiHINOM, NypWHINOM, NTEPUAWUHINOM, GeH3iMi-
aasoninom, nipononipumiguHinom abo imigasonipu-
OVHINowm;

HetAr HeoboB'a3koBO 3amiwleHnn 1 abo 2 3amic-
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HUKaMM, NPUYOMY KOXHWUIA 3aMiCHUK He3anexHo € C;.
sankinom, Ci.sankokcurpynoto, Co.sankiHinom, Tpu-
TOPMETUNOM, FiAPOKCUIPYNot, riapoKciCi.4ankinom,
dTOpoMm, xrnopom, OGpomom, KoAoM, LiaHOrpynoto,
MeTuncynbaHinom, LmMknonponineTuHinom, deHine-
TUHINOM, reTepoapunetuHinom, -N(Co.sankin)(Co.
sankin)om, Hitporpynot, (Ci-zankin)(Ci-zankin)]NCH,-
rpynoto,  (Ci2ankin)HNCH,-rpynoto,  Si(CH3)s-C-
rpynoto abo NH,C(O)-rpynoto;

A € -Co.sankinowm;

B € apun(CH3)1.3-C(O)-rpynoto, e apun Heobo-
B'A3KOBO 3aMilLeHn 1-5 3amicHUKaMu, NpuyYOMy KOX-
HUA  3aMmicHUK He3anexHo € Ciiankinom, Cs.
sUmMKnoankinom, Ci4ankokCcurpynow, TpudTopmMeTn-
nom, 6pomom, pTopoM abo XIopowM; i

X € H, OH, F, Ci.jankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3s'a3kom =0.

Y BTiNEHHI CbOMOro acnekTy, Cronyku 3a AaHuM
BMHAXOL4OM npeacTasneHi gopmynoto | abo ix dap-
MaLEeBTUYHO NPUAHATHUMM CONAMU, ae

NonAr € HeapomMaTW4HUM 6-UNEHHUM KinbLeM,
Lo MiCTUTb 1 aTOM a30Ty B KiNnbLi;

HetAr € 6-uneHHVMM reTepoapoMaTUYHUM Kifb-
Lem, WO MICTUTb 2 aTOMU a3oTy B KinbLy;

HetAr HeoboB'a3koBO 3amiweHnin 1 abo 2 3amic-
HUKaMW, NPUHOMY KOXHUI 3aMiCHUK He3anexHo € Ci.
sankinom, Ci.sankokcurpynot, Co.sankiHinom, Tpu-
TOPMETUNOM, FAPOKCUIPYNOI, FAPOKCICy.4ankinom,
dpTOpOM, Xxnopom, 6Gpomom, WoAOM, UiaHOrpynoto,
MeTUICYnbMaHinoM, LUMKNonponineTuHinom, deHine-
TUHINOM,  reTepoapunetuHinoMm, -N(Co.sankin)(Co.
sankin)om, Hitporpynot, (Cipankin)(Ci-oankin)NCH,-
rpynoto,  (Ci-2ankin)HNCH,-rpynoto,  Si(CH3)s-C-
rpynoto abo NH,C(O)-rpynoto;

A € —Cg_sankinom;

B € apun(CH3)1.3-C(O)-rpynoto, e apun Heobo-
B'A3KOBO 3aMilleHn 1-5 3amiCHUKaMu, NpUYOMY KOX-
HUA  3aMmicHMK He3anexHo € Ciiankinom, Cs.
sUMKnoankinom, Ci4ankoKCUrpynow, TpudTopmeTn-
nom, 6pomom, pTopoM abo XIopowm; i

X € H, OH, F, Ci.jankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3s'a3kom =0.

Y BOCbMOMY acnekTi, CMoNyk/ 3a AaHUM BUHAXO-
OOM npeacTtasneHi gopmynoto | abo ix hapmaueBTu-
YHO NPUAHATHUMYK CONsIMU, Ae

NonAr € HeapomMaTW4HUM 6-UNEHHUM KinbLeM,
O MiCTUTb 1 aTOM a30Ty B KiNnbLii;

HetAr € 5-6-uneHHMM reTepoapoMaTUYHUM Kiflb-
uem, Wo mictutb 1-3 atomm a3oTy B KinbLi, abo i30k-
casoninom, Tiasoninom, Tiagia3oninom, XiHOMiHINoM,
XiHa30MiHINoOM, NypuWHINOM, NTEPUAMHINOM, OeH3imi-
Aasoninom, nipononipumignHinom abto imigasonipu-
OVHINnowm;

HetAr HeoboB'a3koBO 3amiweHnn 1 abo 2 3amic-
HUKaMW, NPUYOMY KOXHUI 3aMiCHUK He3anexHo € Ci.
sankinom, Ci.sankokeurpynoto, Co.sankiHinom, Tpwu-
TOPMETUNOM, FiAPOKCUIPYNot, riapoKciCi-4ankinom,
dTopom, xnopom, OGpomom, KoAOM, LiaHorpynoto,
MeTuncynbaHinom, umknonponineTuHinom, deHine-
TUHINoMm,  retepoapuneTuHinoM,  N(Co.sankin)(Co.
sankin)om, Hitporpynoto, (Cizankin)(Ci-oankin)NCH,-
rpynoto,  (Cipankin)HNCH,-rpynoto,  Si(CH3)s-C-
rpynoto abo NH,C(O)-rpynoto;

A € —Cg_4ankinow;

B € apunuuknonponin-C(O)-rpynoto, ae apwn He-
060B'A3KOBO 3aMiweHuin 1-5 3amicHMkamu, npuyomy
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KOXHUA 3aMiCHUK Hes3anexHo € Cisankinom, Cs.
sUUKnoankinom, Ci.4ankokcurpynotw, TpudTOpMeETU-
nom, 6pomom, pTopoM abo XIopowm; i

X € H, OH, F, Ci.ankinom, Ci.4ankokcurpynoto,
NH_, abo X pa3om 3 npunernum 3s'a3komM =0.

Y BTiN€eHHi BOCbMOro acnekTy, CNonykun 3a AaHum
BMHaxo4oM npepctaBneHi popmynoto | abo ix cdap-
MaLEeBTUYHO NPUAHATHUMM COMNAMMU, Oe

NonAr € HeapoMaTU4HUM 6-YNEHHUM KinbLeM,
Lo MiCTUTb 1 aToM a3oTy B KinbLi;

HetAr € 6-uneHHMM reTepoapoMaTU4yHUM Kifnb-
LeM, WO MICTUTb 2 aTOMU a30Ty B KinbLl;

HetAr HeoboB'A3koBO 3amiweHnn 1 abo 2 3amic-
HUKaMW, NPUYOMY KOXHUI 3aMiCHUK He3anexHo € Ci.
sankinom, Ci.sankokeurpynoto, Co.sankiHinom, Tpu-
TOPMETUNOM, FAPOKCUIPYNot, FiApoKCiCi.4ankinom,
dTOpPOM, XNOpoM, OGpoMOM, WOoAOM, UiaHOrpynoto,
MeTuncynbaHinom, umknonponineTuHinom, deHine-
TuHINom, retepoapuneTuHinom,  -N(Co.sankin)(Co.
sankin)om, Hitporpynoto, (Cizankin)(Ci.ankin)NCH;-
rpynoto,  (Cipankin)HNCH,-rpynoto,  Si(CH3)s-C-
rpynoto abo NH,C(O)-rpynoto;

A € -Cop.qankinom;

B € apunuuknonponin-C(O)-rpynoto, ae apwn He-
000B'sI3KOBO 3amilleHnit 1-5 3amicHukamm, npuyomy
KOXHUA 3aMiCHUK Hes3anexHo € Cisankinom, Cai.
sUmKnoankinom, Ci.4ankokcurpynow, TpudTopmeTn-
nom, 6pomom, pTopoM abo Xropowm; i

X € H, OH, F, Ci.sankinom, C;.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3s'a3kom =0.

Y BTiN€eHHi BOCbMOro acnekTy, CNonykun 3a AaHum
BMHaxXo4OM npeacTtasneHi dopmynot | abo ix dap-
MaLEeBTMYHO NPUAHATHUMM COMNsAIMK, Oe

NonAr € HeapoMaTU4HUM 6-YNEHHUM KinbLEM,
Lo MiCTUTb 1 aToM a3oTy B KinbLi;

HetAr e nipymiguHinbHMM Kinbuem, HeoboB'sI3Ko-
BO 3amileHnm 1 abo 2 3amiCHUKamMu, NPUHOMY KOX-
HUM 3aMicHMK HesanexHo € Cigsankinom, Cj.
sankokeurpynoto, Co4arnkiHinom, TpuTOPMETUIIOM,
rigpoKcurpynoto, rigpokciCi.sankinoMm, dTopom, Xro-
pomM, B6pomomM, MoAoM, LiaHOrpynok, mMeTuncynbda-
HIfNIOM, LMKIIONPOMINETUHINOM, EeHINeTHHINoOM, rete-
poapuneTuHinom, -N(Co-sankin)(Co-4ankin)om,
HIiTpOrpynoto, (C1-zankin)(Ci-2ankin)NCHz-rpynoto,
(C12ankin)HNCH,-rpynoto,  Si(CH3)s-C-rpynoto  abo
NH>C(O)-rpynoto;

A € —Co.4ankinowm;

B e apunuuknonponin-C(O)-rpynoto, e apun He-
060B'A3KOBO 3aMiwleHun 1-5 3amicHMkamu, npuyomy
KOXHUA 3aMiCHUK He3anexHo € Cisankinom, Cai.
sUmKnoankinom, Ci.4ankokcurpynow, TpudTopmeTu-
nom, 6pomom, pTopoM abo XIopomM; i

X € H, OH, F, Ci.sankinom, C;.4ankokcurpynoto,
NH>, abo X pasom 3 npunernum 3s'a3kom =0.

B iHWOMY BTifNEHHi BOCLMOro acnekTy, Cnonyku
3a JaHUM BMHaxXo4oM npefcrtaBneHi popmynoto | abo
X hapmaueBTUYHO NPURHATHUMW CONSIMU, Ae

NonAr € HeapoMaTU4HUM 6-YNEHHUM KinbLEeM,
Lo MiCTUTb 1 aToM a3oTy B KinbLi;

HetAr € nipasuHinbHUM Kinbuem, HeOOOB'A3KOBO
3amilleHnm 1 abo 2 3amicHUKamu, NPUYOMY KOXKHUN
3aMiCHUK He3anexHo € C1-4ankinom, Ci
sankokeurpynoto, Co4arnkiHinom, TpuTOPMETUIIOM,
rigpokcurpynoto, rigpokciCi.4ankinoMm, dtopom, Xro-
pomM, B6pomomM, MOAOoM, LiaHOrpynok, MeTuncynbda-
HIfIOM, LMKIIONPOMINETUHINOM, EeHINeTHHINoOM, rete-
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poapuneTuHinom, -N(Co.sankin)(Co-4ankin)om, HiTpor-
pynot,  (Cioankin)(Ci2ankin)NCHz-rpynoto,  (Ci-
2ankin)HNCH_-rpynoto, Si(CH3)s-C-rpynoto abo
NH>C(O)-rpynoto;

A € -Cg.sankinowm;

B e apunuuknonponin-C(O)-rpynoto, ne apun He-
060B'A3KOBO 3amiwieHuin 1-5 3amicHukamu, npuyomy
KOXHUA 3aMiCHUK Hes3anexHo € Cisankinom, Cs.
sanKnoankinom, Ci.4ankokcurpynow, TpudTopMeETU-
nom, 6pomom, pTopoM abo XIopom; i

X € H, OH, F, Ci.sankin om, Ci.4ankokcurpynoto,
NH_, abo X pa3om 3 npunernum 3s'a3kom =0.

Y LWe ogHOMY BTiNEHHi BOCbMOro acnekTy, Cnony-
KM 33 AaHMM BUHAXOAOM npeacTtaBneHi popmynoto |
abo ix dpapmaueBTUYHO NPUAHATHUMU CONAMM, Ae

NonAr € HeapoMaTU4HUM 6-YNEHHUM KinbLeM,
Lo MiCTUTb 1 aTOM a30Ty B KinbLj;

HetAr € nipugasvHinbHUM kinbuem, HeoboB'sI3Ko-
BO 3amilleHnm 1 abo 2 3amicHUKaMK, NPUHOMY KOX-
HUA  3aMmicHUK He3anexHo € Ciiankinom, Ci.
sankokeurpynoto, Co.sankiHinom, TpudTOPMETUIIOM,
rigpoKcurpynoto, rigpokciCi.sankinoMm, dTopom, Xro-
pomMm, 6pomomM, MOAOM, LjiaHOrpyno, meTuncynbda-
HIfNIOM, LMKITONPOMINIETUHINOM, OEeHINeTHHINoOM, rete-
poapuneTuHInom, -N(Co-sankin)(Co-4ankin)om,
HITpOrpynoto, (C1-2ankin)(Ci-2ankin)MCHz-rpynoto,
(Ci-2ankin)HNCHa-rpynoto, Si(CHs)s-C-rpynot) abo
NH>C(O)-rpynoto;

A € -Cg.sankinowm;

B e apunuuknonponin-C(O)-rpynoto, fe apun He-
060B'A3KOBO 3amiwieHuin 1-5 3amicHukamu, npuyomy
KOXHUA 3aMiCHUK Hes3anexHo € Cisankinom, Cs.
sUMKroankinom, Ci.sankokcurpynow, TpudTOpMETU-
nom, 6pomomM, pTopom abo xnopom; i

X € H, OH, F, Ci.4ankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3s'sakom =0.

B iHWOMY BTiNeHHi BOCbMOro acnekTty, Cronyku
3a JaHMM BMHAxXo4oMm

npeacrtaeneHi opmynoto | abo ix papmaueBTu-
YHO NPUAHATHUMYK CONSIMU, e

NonAr € HeapoMaTU4HUM 6-YNEHHUM KinbueMm,
Lo MIiCTUTb 1 aToM a3oTy B KinbLi;

HetAr € nipyannbHUm kinbuem, HeoGOB'I3KOBO
3amilleHnm 1 abo 2 3amicHUKaMK, NPUYOMY KOXHUM
3aMiCHUK He3anexHo € Ci-4ankinom, Ci.
sankokeurpynoto, Co.sankiHinom, TpudTOPMETUIIOM,
rigpokcurpynoto, rigpokciCi.sankinom, dtopom, Xro-
pomMm, 6pomoOM, WOAOM, LjiaHOrpyno, meTuncynbda-
HIfIOM, LMKIIONPOMINIETUHINOM, OEeHINeTHHINoM, rete-
poapuneTuHInom, -N(Co-sankin)(Co-4ankin)om,
HiTpOrpynoto, (C1-2ankin)(Ci-zankin)NCHz-rpynoto,
(Ci-2ankin)HNCHa-rpynoto,  Si(CHs)s-C-rpynoto  abo
NH,C(O)-rpynoto;

A € —Cg.4ankinow;

B e apunuuknonponin-C(O)-rpynoto, ne apun He-
060B'A3KOBO 3amiweHuin 1-5 3amicHukamu, npuyomy
KOXHUA 3aMiCHUK Hes3anexHo € Cisankinom, Cs.
sUMKroankinom, Ci.sankokcurpynotw, TpudTOpMeETU-
nom, 6pomoM, TopoM abo XIIopomM; i

X € H, OH, F, Ci.4ankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernum 3s'a3kom =0.

Y OeB'aToMy acnekTi, CNonykn 3a AaHUM BUHAXO-
Oom npeacrtaerneri dopmyrnoto | abo ix papmaueBTu-
YHO MPUAHATHUMUK CONAMU, Oe

NonAr € HeapoMaTU4HUM 6-YNEHHUM KinbLEM,
Lo MiCTUTb 1 aToM a3oTy B KinbLi;
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HetAr € 5-6-yneHHMM reTepoapoMaTUYHUM Kiflb-
uem, Wo mictutb 1-3 atomm a3oTy B KinbLi, abo i30k-
casoniniom, Tiasoninom, Tiagiasoninom, XiHOMiHINoM,
XiHa30MiHINoOM, MypuHINOM, NTEPUAMHINOM, 6eH3imi-
Aasoninom, nipononipumiguHinom ab6o imigasonipu-
OVHINnowm;

HetAr HeoboB'a3koBO 3amiwleHnn 1 abo 2 3amic-
HUKaMW, NPUYOMY KOXHUI 3aMiCHUK He3anexHo € Ci.
sankinom, Ci.sankokcurpynoto, Co.sankiHinom, Tpu-
TOPMETUIOM, TAPOKCUTPYNOHD, ApPoKCiCi-4ankinom,
dTOpoMm, xrnopom, OGpomom, KHoOoOM, LiaHOrpynoto,
MEeTUICYNbMaHinoM, LUMKNONponineTuHinom, deHine-
TuHiNom, retepoapuneTuHinom,  -N(Co.sankin)(Co.
sankin)om, Hitporpynot, (Ci-zankin)(Ci-zankin)]NCH,-
rpynoto,  (Cizankin)HNCH,-rpynoto,  Si(CHs)s-C-
rpynoto abo NH,C(O)-rpynoto;

A € —Co_4ankinow;

B € retepoapun(CH,);.3-O-C(O)-rpynoto, ge re-
Tepoapui HeobOB'A3KOBO 3aMilleHn 1-5 3amicHuka-
MU, MPUYOMY KOXHUIA 3aMiCHUK He3danexHo € Ci.
sankinom, CselmknoankinoMm, Ci4ankokcurpymnoto,
TpudhTOopMETUNOM, GpoMoM, PTOpOM abo XIOPOM; i

X € H, OH, F, Cijankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3s'a3kom =0.

Y BTiMEHHi AeB'ATOro acnekTy, Cronyk1 3a AaHum
BMHAXOL4OM npeacTasneHi gopmynoto | abo ix dap-
MaLEeBTMYHO NPUAHATHUMM CONsIMK, Oe

NonAr € HeapomaTW4HUM 6-UNEHHUM KinbLeM,
Lo MiCTUTb 1 aToOM a30Ty B KinbLii;

HetAr € 6-4neHHMM reTepoapoMaTUYHUM Kifb-
Lem, WO MiCTUTb 1 aToM a3oTy B KiNnbLii;

HetAr HeoboB'A3koBO 3amiwleHnn 1 abo 2 3amic-
HUKaMW, NPUHOMY KOXHUI 3aMiCHUK He3anexHo € Ci.
sankinom, Ci.sankokeurpynoto, Cj.sankiHinom, Tpu-
TOPMETUIIOM, TAPOKCUTPYNOHD, ApPOKCiCi-4ankinom,
dpTOopom, xrnopomMm, OGpomom, KHoOoOM, LiaHOrpynoto,
MEeTUICYNbMaHinoMm, LMKIONponineTnHinom, deHine-
TuHinom, retepoapuneTuHinom,  -N(Co.sankin)(Co.
sankin)om, Hitporpynow, (Cizankin)(Ci-oankin)NCH,-
rpynoto, (C1-2ankin)HX!H,-rpynoto, Si(CH3)s-C-
rpynoto a6o NH,C(O)-rpynoto;

A € -Co.sankinowm;

B € retepoapun(CH;):.3-O-C(O)-rpynoto, ge re-
Tepoapui HeobOoB'A3KOBO 3aMilleHn 1-5 3amicHuka-
MW, MPUYOMY KOXHUIN 3aMiCHUK He3anexHo € Ci.
sankinom, CselmknoankinoMm, Ci4anKoKCUrpymnoto,
TpudpTOpMETUNOM, BPpOMOM, (PTOPOM abOo XIOPOM; i

X € H, OH, F, Cijankinom, Ci.4ankokcurpynoto,
NH,, abo X pa3om 3 npunernmm 3B'a3kom =0O.

Y pnecsTomy acnekTi, CNonyku 3a A4aHUM BUHAaXo-
OOM npeacTtasneHi opmyrnoto | abo ix papmavesTu-
YHO NPUAHATHUMUK CONSIMU, Ae

NonAr € HeapomaTW4HUM 6-UNEHHUM KinbLeM,
Lo MiCTUTb 1 aTOM a30Ty B KiNnbLii;

HetAr € 5-6-yneHHMM reTepoapoMaTUYHUM Kiflb-
Luem, Wo mictutb 1-3 aTomm a3oTy B KinbLi, abo i30k-
casoninom, Tiasoninom, Tiagia3oninom, XiHOMiHINoOM,
XiHa30MiHINOM, NypuWHINOM, NTEepUAUHINOM, GeH3imi-
Aasoninom, nipononipumignHinom abto imigasonipu-
OVHINnowm;

HetAr HeoboB'a3koBO 3amiweHnn 1 abo 2 3amic-
HUKaMW, NPUYOMY KOXHUI 3aMiCHUK He3anexHo € Ci.
sankinom, Ci.sankokcurpynoto, Co.sankiHinom, Tpu-
OTOPMETUIIOM, TAPOKCUTPYNOHD, TAPOKCICi-4ankinom,
dTOpoMm, xrnopom, Opomom, KoOoM, LiaHorpynoto,
MeTuncynbaHinom, umknonponineTuHinom, deHine-
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TUHINOM, reTepoapunetuHinoMm, -N(Co.sankin)(Co.
sankin)om, Hitporpynot, (Cipankin)(Ci-.ankin)NCH,-
rpynoto,  (Ci-2ankin)HNCHs-rpynoto,  Si(CH3)s-C-
rpynoto abo NH,C(O)-rpynoto;

A € -Cg.sankinowm;

B e apun(CH,)1.3-NH-C(NCN)-rpynoto, oe apwn
HeoOOB'A3KOBO 3aMilleHun 1-5 3amicHMKamu, npuyo-
MY KOXHWUWA 3aMiCHUK He3anexHo € Ci.jankinom, Cs.
sUMKroankinom, Ci_sankokcurpynorw, TpudTOpMeETU-
nom, 6pomom, pTopomM abo XIopomM; i

X e H, OH, F, Ci.jankinom, Ci.4ankokcurpynoto,
NH_, abo X pa3om 3 npunernum 3s'a3kom =0.

Y BTiNEHHi AecAaToro acnekTy, Cronyku 3a AaHum
BMHaxo4oM npepcTtaBneHi gpopmynoto | abo ix cap-
MaLEeBTMYHO NPUAHATHUMM CONAMMU, Oe

NonAr € HeapoMaTU4HUM 6-YNEHHUM KinbLeM,
Lo MiCTUTb 1 aTOM a30Ty B KinbLj;

HetAr € 6-uneHHMM reTepoapoMaTU4HUM Kifnb-
uem, Wo MicTuTb 1 aToM asoTy B KinbLi;

HetAr HeoboB'a3koBO 3amileHnn 1 abo 2 3amic-
HUKaMW, NPUYOMY KOXHUIN 3aMiCHUK He3anexHo € Ci.
sankinom, Ci.sankokeurpynoto, Co.sankiHinom, Tpwu-
TOPMETUNOM, FAPOKCUIPYNO, FApPOKCiCi4ankinom,
¢dTOpPOM, XNopoMm, OGpomMoM, WMOAOM, UiaHOrpynoto,
MeTuACynbdaHinoMm, UukKnonponineTuHinom, deHine-
TUHINom, retepoapuneTuHinom,  -N(Co.sankin)(Co.
sankin)om, Hitporpynot, (Cipankin)(Ci-.ankin)NCH-
rpynoto, (C1-2ankin)HNCHa-rpynoto, Si(CH3)s-C-
rpynoto abo NH,C(O)-rpynoto;

A € -Cop.qankinom;

B e apun(CH,)1.3-NH-C(NCN)-rpynoto, ge apwn
HeoOOB'A3KOBO 3aMillleHnin 1-5 3amicHMKamm, npuyo-
MY KOXHWW 3aMiCHUK HesanexHo € Ci.sankinom, Cs.
slmKnoankinom, Ci4ankokcurpynot, TpudTopmeTn-
nom, 6pomom, TopoM abo XIIopomM; i

X € H, OH, F, Ci.4ankinom, Ci.4ankokcurpynoto,
NH_, abo X pa3om 3 npunernum 3s'a3kom =0.

AK TepMmiH «ankinw, WO BUKOPUCTOBYETLCS TYT,
TakK Ta iHWIi rpynu, Wo MICTATb B Ha3Bi Npedikc «anky,
SIK, HaNPWKag, ankokcu, ankaHoin, ankexin, ankiuin, i
TOoMy nopfibHe, o3Hayae Byrnewuesi naHuoru, siki Mo-
XyTb OyTu HeposranyxeHnMmn abo posranyXeHumu,
abo ix kombiHauii. Mpuknagn ankinbHWX rpyn BKIHO-
YalTb MeTun, eTun, nponin, isonponin, 6yTun, BTOP-
TpeT-0yTun, NeHTUn, rekcun, renTun, i Tomy nogidHe.
TepMiHM «ankeHin», «arnkiHin» Ta iHWi CXOXi BKMO-
YarTb BYrfeLeBi NaHUOM, WO MICTATb OOUH HEHACK-
YeHun C-C 3B'A30K.

TepMiH «UMKNoankin» o3Havae Taki, WO He Mic-
TATb retepoaToMiB kapOoumMknK, i BKNoYae K MOHO-,
6i- | TPMUMKNIYHI Hacu4YeHi kapBoLUMKNK, TaK | KOHOEH-
COBaHi KinbLeBi cuctemun. Taki KOHAEHCcoBaHi KinbLeBi
CUCTEMU MOXYTb MICTUTM OAHE KiNbLe, AKe € YaCTKO-
BO abo MOBHICTIO HEHACM4YeHUM, Take sik OeH30nbHe
Kifble, 3 YTBOPEHHSAM KOHOEHCOBAHWUX KinbLEBMX
cucteMm, Takux ik 6eH30KOHOEHCOBaHi kapbouumknu.
Linknoankin Bknto4ae Taki KOHOEHCOBaHIi KinbLEBi
CUCTEMM, K CRIPOKOHAEHCOBAHi KiNbLUEBi cuctemu.
Mpuknagyn umuknoankiny BKNHOYaOTb  LMKIIONPONIn,
LUMKNOOYTUI, LMKNONEHTWM, LMKIOreKcun, aekarigpo-
HadpTaniH, agamaHTaH, iHgaHin, iHaeHin, dnyopeHin,
1,2,3,4-teTparigpoHadptaniH, i Tomy nogidHe. Cxoxum
YMHOM, TEPMIH «UMKMNOAnKeHin» o3Ha4ae Taki, Wo He
MIiCTSITb reTepoaTtoMiB KapboumKmu, WO MIiCTATb, LWO-
HaiMeHLWe, oauH HeapomatuyHuin C-C nopgBinHWi
3B'A30K, i BKMOYAE SIKk MOHO-, Bi- | TPUUMKMIYHI YacTKo-
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BO HacuyeHi kapbouuknu, Tak i 6GeH30KOHAEHCOBaHi
uuknoankeHu. MNpyknagn UMKNoankeHiny BKMYalTb
LMKIorekcun, iHaeHin, i Tomy nogibHe.

TepMmiH «UMKIOAnKinokcuM», SKWO He YTOYHEHO
004aTKOBO, BKIKYAE LMKIOAnKIinbHy rpyny, cnonyye-
Hy 3i 3B'A3yBanbHUM aTOMOM KWUCHIO.

TepMmiH «ankokcuy», SKWO He YTOYHEHO A0AaTKo-
BO, BKIIOYAE arkinbHy rpyny, Crony4eHy 3i 3B'A3yBa-
TNbHUM aTOMOM KUCHIO.

TepMiH «apun», KO HEe YTOYHEHO O0AaTKOBO,
BKITloMae AK GaraTokinbuesi cucTemMu, Tak i OAHOKiNb-
LueBi cuctemu, Taki sk, Hanpuknag, deHin abo Had-
T™™n.

TepMmiH «apurokcuy, sIKLWO He YTOYHEeHO goaaT-
KOBO, BKIoYae sk baraTokinbLeBi cuctemu, Tak i oa-
HOKINbLEBi cMcTeMM, Taki sk, Hanpuknag, deHin abo
HadpTUn, cnonydveHi 3 Micuem 3B'A3yBaHHA u4epes
3B'A3yBanbHUN aTOM KUCHIO.

TepMiH «Co» 03Havae, Lo BYyrneLb He MICTUTLCS.
Tak, TepmiH «Co-Cs» 03Hauvae, Lo MICTUTbCA Big Hyns
0o 5 aTtomis Byrnew, To6To MICTUTBCA N'ATb, YOTUPMU,
TpuW, OBa, OOUH aToM Byrneu abo aTomiB Byrnewro
He MICTUTbCS. AKLWO aTOMIiB BYIMEL He MICTUTBbCS Y
3B'A3yBanbHii ankineHin rpyni, 3B'A3yBaHHSA 3A4INCHIO-
€TbCA HanpsaMy. AKLWO aToOMiB BYrneuo He MiCTUTbCA
B KiHLIEBIN ankinbHin rpyni, KIHLEBUM € aTOM BOAHIO.

TepMiH «reTepo», SKLWO He YTOYHEHO A0AaTKOBO,
BKMoYae oauH abo aekinbka aToMiB KUCHIO, Cipku abo
asoty. Hanpwuknag, retepoumknoankin abo retepoa-
puUn BKIKOYaKTb KiNbLEBI CUCTEMMU, WO MICTATb OAWH
abo gekinbka aToMiB KUCHIO B KinblLi, Cipku abo a3oTy,
BKMOYaumM komGiHauii umMx artomiB. [eTepoaTtomu
3aMmilaoTb aToMU BYrNeLo, WO MICTATBCSA B KinbUSAX.
Tak, Hanpuknag, retepoumknoCsankin € n'aTtnyneH-
HUM KifbLeM, WO MICTUTb Big N'ATM OO Hyns aTtoMiB
BYyrneuto.

Mpuknagu retepoapuny BKMOYaKTb, Hanpuknag,
nipuanHin, XiHOMiHIN, i30XiHOMiHIN, NipnaasuHin, nipu-
MiguHIN, nipasuHin, xiHokcanidin, dypun, 6eH3ody-
pun, anbeHsodypwn, TieHin, 6eH3TieHin, niponin, iH-
nonin, nipasonin, iH4asonin, okcasonin, isokcasonin,
Tiasonin, i3oTiasonin, imigasonin, 6eH3iMigasonin,
okcagiasonin, Tiagiasonin, Tpuasonin, TeTpasonin.

TepMiH «reTepoapurnoKkcuy, SKLWO He YTOYHEHO
000aTKOBO, ONUCYE reTepoapuribHy rpyny, CronyyeHy
3 Micuem 3B'A3yBaHHs 4epes3 3B'A3yBaribHUN aToM
KUCHIO.

Mpuknagn retepoapun(Ci.g)ankiny BKOYaTb,
Hanpuknag, ypunMeTun, ypuneTtun, TiEHINMeTun,
TieHineTun, nipasoninmeTun, okcasoninMeTun, okca-
3onineTun, i3okcasoninveTun, TiasoninMeTun, Tiaso-
ninetun, imigasoninmeTun, imigasoninetun, 6eHsimi-
pasoninmeTtvn, okcagiasoninveTun,
okcagiasoninetun, TiagiasoninmeTun, Tiagiasonine-
TUN, TpuasoninMeTun, Tpwuasoninetun, TeTpasonin-
MeTun, TeTpasonineTun, NipUAMHINMETUM, NiPUAHI-
netun, nipMaasvHinMeTun, nipumiguHinmeTun,
nipasuHinMeTus, XiHoNiHINMeTWA, i30XiHOMIHIN MeTun i
XiHOKcaniHinmeTun.

Mpuknagu retepoumnkno(Cs.z7)ankiny BKMOYaKTb,
Hanpuknag, aseTUMAMHIN, niponiguHin, ninepuanHin,
ninepasuHin, mopdoninin, TeTparigpodypaHin, imiga-
30MiHIN, NiponianH-2-oH, NinepuanH-2-oH i TioMopdo-
NiHin.

Mpuknagn apun(Ci.g)ankiny BkM4aTb, Hanpu-
knag, dpenin(Ci.s)ankin i HacdpTN(Cy.6)anxin.
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Mpuknagn  retepouukno(Cs.z)ankinkap6oHin(Ci.
6)anKiny BKMOYalOTb, Hanpuknag, aseTuauHinkap6o-
HiN(C1.s)ankin, niponiamHinkap6oHin(Ci.g)ankin, nine-
pyanHinkap6oHin(Ci.g)ankin, ninepasuHinkapbo-
HiN(Cy.g)ankin, MopdoniHinkap6oHin(Ci.g)ankin
iTiomopdoniHinkap6oHin(Ci.s)ankin.

TepmiH «aMiH», SIKWO He YTOYHEHO [04aTKOBO,
BKMNtOYaE NEPBUHHI, BTOPUHHI | TPETUHHI aMiHW.

TepMiH «kapbamoiny», WO 3aCTOCOBYETLCS, AKLLIO
He yYTOYHEeHO pJopaTtkoBo, Bkmoyae --NHC(O)OC;.
sankin i -OC(O)NHC;-Cankin.

TepMiH «ranoreH» Bkrovae atomu TOpy, XNO-
py, 6pomy i nogy.

TepmiH «HEOOOB'A3KOBO 3aMilLlEHUA» BKITHOYAE i
3amillleHi i HesamileHi rpynu. Tak, Hanpwknag, He-
00OB'sI3KOBO 3aMilLEeHWIA apurl MoXxe SBRATU coboto
neHTagpTopdeHineHe abo deHinbHe kinbue. Kpim
TOro, 3amilleHHss Moxe OyTu 3pobneHe B Oyab-siki
rpyni. Hanpuknag, 3amiweHun apnn(Ci.g)ankin Bkrto-
Yae AK 3aMilLleHHs B apurbHiv rpyni, Tak i 3amilLeHHs
B ankinbHin rpyni.

OnucaHi TyT cnonykn MiCTsiTb 0auH abo Aekinbka
NOABIMHMX 3B'A3KIB i MOXyTb YTBOPKOBATU SK
umuc/TpaHc i3omMepu, Tak Ta iHWIi koHdopMaLinHi i30-
Mepu. [JaHun BMHaxig BKIOYaAe SK BCi MOXIMMBI i30-
Mepu, Tak i CyMiLli Takunx isomepis.

OnwucaHi TyT cnonykn MoXyTb Matu oaunH abo ge-
Kiflbka aCUMETPUYHMX LIEHTPIB i, TOMY, MOXYTb YTBO-
ptoBaTn diactepeomepu i ONTUYHI i3omepu. [daHun
BMHaxXi4 BKITOYAE K BCi MOXIUBI fiacTepeomepu, Tak
i X pauemivHi cymiLli, iX No CyTi YMCTi eHaHTiomepw,
BCi MOXNWBI reOMeTPUYHI i3oMepu i X bapMaLeBTny-
HO MPUNHATHI coni. BkasaHa Buwe dopmyna | npea-
cTaBneHa 6e3 TOYHOI cTepeoxiMii B NEBHUX NOMOXKEH-
HAX. [aHui BuHaxig BKMYae BCi CTepeoisomepu
dopmynu | i ix hapmaueBTUYHO NPUNHATHI coni. Jo-
AaTKOBO BKIIOYEHi 9K CyMilli cTepeoizomepiB, Tak i
BUAINEHI cneundivHi ctepeoidomepun. py BUKOHaHHI
METOAMK CUHTE3y, L0 3aCTOCOBYHTbCS ANA OAep-
KaHHSA Takmx crnonyk, abo meToauk pauemisadii abo
enimepisadii, BigoMux gaxiBusim B AaHii obnacTti Te-
XHiKW, ogepXaHi B aHNX npoLecax NPOAYKTU MOXYTb
OyTu cymillLLO CTepeoi3oMepiB.

TepMiH «hapMaueBTUYHO MPUIAHATHI coni» Big-
HOCUTBCA [0 Conewn, oAepxaHux 3 dapmaueBTUYHO
NPUAHATHUX HETOKCUYHUX OCHOB abo KucrnoT. AKwo
crornyka 3a JaHuM BMHaxXo40M € KUCMOTHOL, i Bigno-
BigHa cinb Moxe OyTu BiANOBIAHUM YMHOM OfepXKaHa
3 (hapmaLeBTUYHO NPUNHATHUX HETOKCUYHUX OCHOB,
BKMNOYaOYN HeopraHidHi OCHOBW i OpraHiYyHi OCHOBMW.
Coni, ogepXaHi 3 HEOpraHiYHUX OCHOB, BKIIOYaKTb
coni antoMiHilo, amoHito, kanbLito, Migi (ogHOBaneHT-
HOi i gBoBaneHTHoi), 3anisa (Ill), 3aniza (ll), niTito,
MarHilo, MapraHuto (OBOBAaNEHTHOro i TpMBaneHTHO-
ro), Kanito, HaTpilo, UMHKY, i ToMy nogibHe. Ocobnueo
nepeBaXkHVMM € COSli aMOHIlO, KarnbLito, MarHito, Kanito
i HaTpito. Coni, ogepxaHi 3 hbapMaLUeBTUYHO NPUAHS-
THUX OPraHiYHMX HETOKCMYHUX OCHOB, BKIOYAOTb SK
CONi NEPBUHHUX, BTOPUHHUX | TPETUHHUX aMiHIB, TaK i
LUMKNIYHUX aMiHIiB i 3aMilLleHnX aMiHiB, Takux SIK Ti, LLIO
3yCTpivaloTbCs B NPMPOAI, i CUHTETUYHNX 3aMilLeHnX
amiHiB. IHWi apmMaueBTUYHO MNPUNHATHI OpraHiyHi
HETOKCWYHI OCHOBM, 3 SIKMX MOXYTb OyTn ogepaHi
cofi, BKIIOYAKTb iOHOOOMIHHI cMOnK, Taki sK, Hanpu-
Knag, apriHiH, 6etaiH, kodeiH, xoniH, N,N'-anbeH3un-
eTuneHaiamii, gieTmnamid, 2-gietun-amiHoetaHon, 2-



39

OVNMEeTUN-aMiHOETaHOoNM, eTaHonaMiH, eTUneHAaiamiH,
N-eTunmopdoniH, N-eTunninepuaunH, rakamiH, rmto-
KO3aMiH, ricTauvH, rigpabamiH, isonponinamiH, nisuH,
MeTUnrnokamMiH, MopdoniH, ninepasuH, ninepuauH,
noniamiHoBi cmonu, npokaiH, NypuHW, TeoBPOMIH,
TpuetTunami, TpuMeTUnaMiH, TpunponinamiH, Tpome-
TamiH, i Tomy nogibHe.

Akwo cnonyka 3a gaHMM BUHAaxo4oOM € OCHOB-
Hoto, i1 BignoBigHa cinb mMoxe 6yTu BiANOBIAHUM 4YK-
HOM oaepXaHa 3 hapMaueBTUYHO NPUNHATHUX HETO-
KCUYHUX KMCNOT, BKMHOYAOYM HEOpraHivHi i opraHidHi
kncnotn. Taki KACNOTU BKMOYaKTb, Hanpuknag, ou-
ToBY, GeH3oncynboHoBY, 6eH30MHYy, kaMdopCyIib-
(POHOBY, INWMOHHY, eTaHCynb(OHOBY, ymapoBy,
TTIOKOHOBY, FMyTamiHOBY, 6POMUCTOBOOHEBY, CONSHY,
i3eTIOHOBY, MOMOYHY, ManeiHoBy, Abny4Hy, murgane-
BY, MeTaHCynb(OHOBY, CMM30BY, a30THY, MamoBy,
NaHTOTEHOBY, POCHOPHY, SHTAPHY, Cip4aHy, BUHHY,
napa-TonyoncynbgoHOoBY KUCnoTy, i Tomy nogibHe.
OcobnvBo nepeBaxHUMK € NIMMOHHA, GpomucToBoa-
HeBa, consHa, maneiHoBa, ocdopHa, cipyaHa i BUH-
Ha KUCIOoTHW.

dapmaueBTUYHI KOMMO3ULii 3a AaHUM BUHAXO-
OOM BKMIOYaKOTb K aKTUBHWWA iHrpegdieHT Cronyky,
npeactaeneHy dopmynotw | (abo ii dpapmaueBTU4HO
NPURHATHI coni), hapmMaLeBTUYHO NPUAHATHWUIA HOCIN
i, He0BOB'A3KOBO, iHLWI TepaneBTUYHI iHrpedieHTn abo
OOMNOMIXHI 3acobun. Komnoauuii BKkno4yaoTb KOMMNO3un-
Lii, npuaaTtHi ANS nepopanbHOro, pekTanbHOoro, Mic-
LeBOro i nmapeHTepanbHOro (BKMHYaouM MigLuKipHe,
BHYTPILUHBOM'AA30B€ | BHYTPILUHBOBEHHE) BBEAEHHS,
Xo4a Hanbinbl BiANOBiAHWUA Crocid BBEAEHHS B KOX-
HOMY KOHKPETHOMY BUMaAKy MOBUHEH 3anexaTtu Bif
KOHKPETHOro nawieHTa i npupoaun i TSHKKOCTI CTaHiB,
npwn SKMX BBOOUTLCSA aKTUBHWUI iHrpeqieHT. Papmade-
BTUYHI KOMNO3uLii MOXyTb OyTW BIigNOBIAHUM YMHOM
npeacTaBneHi y BUrnsai 4O30BaHOI hopMu i ogepka-
Hi 3a pgonomorow Oobpe Bigomux y chapmaueBTUi
cnocobi..

Ha npaktuui, 3a gonomorot TpaguuiiHux MeTo-
OVK ofepXaHHs dapMaLeBTUYHUX npenapaTiB, Crno-
nykun, npeacrasneHi gopmynoto |, abo ix dapmaues-
TUYHO MPURHATHI coni 3a JaHUM BMHaxXO04OM MOXYTb
Oyt 06'egHaHi Sk aKTUBHWI iHrpedieHT 3 hapmales-
TUYHUM HOCIEM B OAHOpPIAHIM cymiwi. Hocin moxe
NPMUMaTU LUMPOKY PIBHOMAaHITHICTb (hOpM B 3anex-
HOCTi Big 6axxaHoi ansa BBeAeHHS hopMu npenapary,
Hanpvknag, nepopanbHoi abo napeHTepanbHOI
(BKkMOYaO4UM BHYTPILWHLOBEHHY). Tomy, capmaues-
TWUYHI KOMNO3ULii 32 AaHUM BUHAxXo40M MOXYTb OyTu
npeacTaBneHi y BUrNAA4i po3dinbHux ¢opm, npuaat-
HUX ANs nepoparnbHOro 3acToCyBaHHS, TakMX SK Kar-
Cynu, KpoxmanbHux kancyn abo TabneTok, KoxHa 3
AKUX MICTUTb 3a3garnerifb BU3HAYeHy KifbKiCTb aKTu-
BHOro iHrpegieHta. [oaaTkoBO, KOMMO3MLUii MOXYTb
OyTn npefacTaBneHi y BUMMSAI MOPOLUKY, Y BWUrMsAAi
rpaHyn, y BWUrMNSAi po3ynHy, Yy BUrMSAI CYCneHsii y
BOAHIW piauHi, y BUrMA4i HEBOAHO! PiAWHN, Yy BUMMAgi
emynbcii Macna y Boai abo y Burnagi pigkoi Bogoma-
CNSAHOI eMynbCii. Y OOMOBHEHHS A0 ONMCaHuX BuULle
3aranbHUX 030BaHMX POpM, Cronyka, npeacraene-
Ha cdopmynot |, abo ii hapmaueBTUYHO NPUNHATHI
coni, MOXyTb TaKOXX BBOAUTUCb 3@ JOMOMOrOK BUBI-
JNIbHEHHS!, WO KOHTPOMETLCA, i/abo npuctpoiB Ans
poctaBkn. Komnoawuii mMoxyTe OyTv npurotoBaHi
Oyob-skum cpapmaueBTu4HUM criocobom. 3aranom,
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Taki cnocobu BKMOYalTb CTafilo 3'e€QHaHHA aKTMBHO-
ro iHrpegieHta 3 HoCieM, SIKUM CKragaeTbCsa 3 OAHOro
abo pJekinbkox HeobxigHux iHrpepieHTiB. 3aranom,
KOMMO3ULii MPUroTOBASOTL LUNSAXOM OAHOMAaHITHOrO i
OOHOPIAHOr0 3MilllyBaHHSI aKTUBHOrO iHrpefieHTa 3
pigkMMmn Hocismmn abo 3 apibHogmcnepcHUMN TBEpan-
MU Hocisgmu, abo i 3 TUMK i 3 iHWwKuMK. TMoTiM NpoaykT
Moxe 6yt dhopMoBaHuii B 6axaHy dopmy.

Takum 4YuHOM, dapmaueBTUYHI KOMMOo3uuii 3a
AaHUM BMHaXO4OM MOXYTb BKMYaTv papmaneBTny-
HO MPUAHATHWIA HOCIN | cnonyky abo ii hapmaueBTny-
HO NPUNHATHY cinb dopmynu |. Cnonyka cdopmynu |,
abo i hapmaLeBTUYHO NPUIHATHI CONi, MOXYTb Ta-
KOX OyTW BKMOYeHi y dapmaueBTUYHI KOMMo3umuii B
KombGiHaUii 3 ogHieto abo gekinbkoMa iHWuMKU Teparne-
BTUYHO aKTUBHUMM CMOSyKaMM.

dapmaueBTUYHMI  HOCIW, WO 3aCTOCOBYETbCH,
Moxe OyTwu, Hanpuknag, TBepauM pigkMm abo raso-
nodioHum. T[puknagyM TBepaAuX HOCIIB BKYaOTb
nakToasy, rinc, caxapoay, TanbK, XXenaTuH, arap, nek-
TWH, apaBilicbka kamenb, cTeapaT MarHito i cteapu-
HOBY KMcnoTy. MNpuknagamm pigkMx HOCIIB € LlyKpoBUiA
cupon, apaxicoBa onisi, onuekoBa onis i Boga. MNpuk-
nagu rasonodibHmx HOCIIB BKNOYaKTh BYINEKUCTUIA
ras i asor.

[Mpy npuroTyBaHHi KOMNO3MUiA ANs AO30BaHOrO
nepopanbHOro 3acTOCyBaHHsi MOXYTb 3aCTOCOBYBa-
TMCb Byab-SKi BiONOBIAHI hapMaueBTUYHI cepenoBu-
Wwa. Hanpvknaa, ans ofepxaHHsa pigkvx npenaparis
AN NepopanbHOro 3aCTOCYBaHHS, TakUX SIK CyCMeH-
3ii, enikcMpy i po3YMHKU, MOXYTb 3aCTOCOBYBAaTWUCb
BOAa, rmikoni, Macrna, CnMpTu, apomMaTtusaTopu, KOH-
cepBaHTK, 6apBHUKKM, i TOMy nogibHe, B ToW 4ac Sk
ONsi ofepXaHHsl TBEpAMX NpenapartiB ansi nepoparnb-
HOro 3aCTOCYBaHHsi, TakuMX $IK MOPOLLKW, Kancynu i
TabneTkn MOXyTb 3aCTOCOBYBaTUCh Taki HOCIT K Kpo-
XManb, LyKOp, MIiKpOKpuCTaniyHa uentonosa, pospi-
AXyBadi, rpaHyniodi areHTn, 3Masku, 3B'a3yBarnbHi
pevoBMHM, po3nyLwlyBadi, i ToMy noaidHe. BHacnigok
NPOCTOTU iX BBEAEHHS TabneTku i kancynu € nepesa-
XHUMKU  opMamn NS [030BaHOIO NEpoparibHOro
3aCTOCYBaHHS, 32 [OMOMOroK YOro 3acTOCOBYHOTHCS
TBepAi hapmaLeBTUYHI Hocii. Tabnetkn MoxyTb ByTn
He0obOB'A3KOBO MOKPWUTI OBOMOHKOK 32 [O0MOMOroH
CTaHOapTHUX BOAHMX ab0 HEBOOHUX METOANK.

TabneTka, WO MICTUTb CMOMYKY 3a AaHUM BUHa-
XOAOM, MOXe OyTu ofepkaHa LUnsiXxoM HeobOB'sI3KO-
BOro npecyBaHHs abo dopmyBaHHA 3 ogHuUM abo
Aekinbkoma poaaTtkoBMMU iHrpedieHTamm abo gono-
MixXHUMK 3acobamu. CnpecoBaHi TabneTkn MOXyTb
OyTU ofepKaHi LUMsIXOM MpPecyBaHHsi aKTUBHOIO iHr-
pegieHTa B cunkii dpopmi, Takilh sik nopoLuok abo rpa-
HynW, HeobOB'A3KOBO 3MilLIAHOrO 3i 3B'A3yBanbHOMO
pPEeYoBMHOI, 3Ma3Kol, IHEPTHUM PO3pigXKyBavem,
NOBEPXHEBO-AaKTUBHUM ab0 AUCMNEPryHOYMM areHToM,
y BignosigHoMy arperaTi. dopmoBaHi TabneTtku Mo-
XyTb OyTn ogepxaHi WNAXOM (QOPMYBaHHS CyMilli
NMOPOLLKOMNOAiIOHOT CMONyKM, 3BONIOXEHOI PiaKMM iHep-
THUM po3pigxyBayewMm, y BignosigHomy arperati. Kox-
Ha TabneTka nepeBa)kHO MICTUTb NPUGNU3HO Big 1M
A0 500Mr akTUBHOrO iHrpegieHTa, i KOXHa Kpoxmarnb-
Ha kancyna abo kancyna nepeBakHO MICTUTb Mpub-
nu3Ho Big 1mr go 500Mr akTUBHOTO iHrpeaieHTa.

dapmaueBTUYHI KOMMNO3ULii 3a AaHUM BUHAXO-
OOM, npuaaTtHi Ansi napeHTepanbHOro BBEOEHHS,
MOXyTb OyTW MpuroToBaHi y BUrNsgi posduHiB abo
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CYCMNEH3ii aKTMBHMX cnonyk y Bogi. MoxyTb 6yTn
BKMIOYEHI MOBEPXHEBO-AKTMBHI PEYOBUHW, Taki $K,
Hanpwvknag, rigpokcunponinuentonosa. Takox MoXyTb
©yTn npuroToBaHi gucnepcii B rniueponi, piakux noni-
eTuneHrnikonsax i ix cymiwax B macnax. [logaTtkoso,
ansa 3anobiraHHA HebakaHOMy 3pPOCTaHHIO MiKpOOp-
raHiaMiB MOXyTb OYTW BKITHOYEHi KOHCEPBAaHTM.

dapmaueBTUYHI KOMMO3ULii 3a AaHUM BUHAXO-
OOM, NpuaaTHi Ans 3aCTOCYBaHHA Yy BUMMA4I iH'eKUIn,
TaKoX BKNHOYaTb CTEPUIbHI BOAHI po3dnHM abo au-
cnepcii. Kpim Toro, komno3auuii MoxyTb 6yTn y BUrnAi
CTEpPUNbHMX NOPOLLKIB, ANS He3annaHoBaHOro Npuro-
TYBaHHS MOAIGHNX CTepunbHUX po34yunHiB abo aucne-
pCii 4na 3aCTOCYBaHHS Y BUMMAAi iH'eEKUiA. Y BCiX BU-
nagkax, octaToyHa copma Ans iH'ekuii noBnHHa 6ytn
cTepunbHa i NoBMHHA BYTU AIVCHO pigKow Ans nerko-
ro 3abopy B wnpuy. ®apMaueBTUYHi KOMNo3uuii no-
BMHHi ByTK cTabinbHi B ymoBax ofepxaHHsi i 36epi-
raHHs, a TOMy NOBUHHI OyTU NepeBa)kHO 3axMLLEHi Bif
3apaXeHHsA MikpoopraHiamamu, TakuMmu ak 6akrepii i
rpmbu. Hocin noBuHeH 6yTM po3yMHHMKOM abo auc-
nepcinHMM cepefoBuLLEM, O MICTUTb, HaMpuKnag,
BOAY, €TaHon, nonion (Hanpwuknag, rniuepon, nponi-
NeHrnikonb i pigkvMn nonieTuneHrnikons), onii i ix Big-
NOBIgHI CyMiLLi.

dapmaueBTMYHI KOMNO3WLii 3a JaHUM BWHaXo-
OOM MOXYTb 6yTW y chopmi, NpuaaTHiA ons micueBoro
3aCTOCYBaHHS, TaKil sk, HanNpuknag, aeposonb, KPeM,
Ma3b, NMOCbNOH, Npucunka, i Tomy nogidHe. JoaaTtko-
BO, KOMMO3MLjii MOXyTb OyTu y dbopmi, NnpuaaTHin ans
3aCTOCYBaHHSA Y MPUCTPOSAX ANS Yepes3LKipHOro Ha-
HeceHHs. BkasaHi oopmynu MoxyTb ByTu cknageHi 3
BMKOPUCTaHHSIM crnonyku copmynu | 3a faHMM BUHa-
xo4om abo i dhapmauLeBTUYHO NPUAHATHUX CONew i3
3aCTOCYBaHHSIM TpaguuUiiHUX crnocobiB ofepXKaHHs.
Ak npuknag, ona ogepxaHHs kpemy abo masi, Lo
Borogie 6axaHo KOHCUCTEHLIEH, iX MPUroTOBNATb
LUMAXOM 3MilLlyBaHHS TiapodinbHOro martepiany i Bo-
an npubnusHo 3 5-10mac.% cnonyku.

dapmaueBTUYHI KOMMO3ULii 3a AaHUM BUHAXO-
OOM MOXyTb ByTW y dopMi, NpuaaTHi onsa pekTanb-
HOro BBEOEHHS, B kil HOCIM € TBepanM. [NepeBaxHo,
KOMKW CyMilll YTBOPHOE CBIiYKM ANS [O30BAHOMO 3acTo-
cyBaHHs. MpuaaTHi HOCIT BKMOYalTb KOKOCOBY Ofit0
Ta iHWi mMaTepianuy, WO 3BMYANHO 3aCTOCOBYHOTHCS B
AaHin obnacti TexHiku. CBiYkn MOXyTb 6yTn Bignosi-
OHUM YMHOM ofep)kaHi LUNSXOM 3MillyBaHHS KOMMO-
3ulii 3 posM'sakweHnM abo po3nnaBreHMM HOCIEM
(HocisimK) 3 MoganbLUUMM OXONMOLXKYBaHHAM i B3ATTAM
y coopmy.

Y [OOMOBHEHHA 00 3rafaHuxX BULLE iHIPenieHTIB
HOCi, onucaHi BuWwe dapmaLeBTUYHI KOMNO3nULii
MOXYTb BiAMOBIOHMM YMHOM BKIHOMaTU oaunH abo ae-
Kiflbka [0AAaTKOBUX iHIPEdiEHTIB HOCIS, Taknx K pos3-
pimKyBadi, 6ydepHi po3unHuM, apoMaTusaTopw, 3B's-
3yBasibHi PEYOBMHU, MOBEPXHEBO-AKTUBHI PEYOBUHMU,
3aryCcHWKM, 3Maskun, KOHCEepBaHTU (BKMOYaK4N aHTHO-
KcuaaHTu), | Tomy nogibHe. Kpim Toro, ons npyvaaHHs
dopmyri i30TOHIYHOCTI 3 KpOB't0 peuunieHTa MOXYTb
3aCTOCOBYBaTUCH iHLWI OOMOMiXHI peyoBuHU. Komno-
3uLii, Wo MicTatb cnonyky dopmynu | abo ii papma-
LEBTUYHO NPUNHSATHI COMi, MOXYTb Takox OyTn npuro-
TOBaHi y hopMi NopoLLKy abo pigKkoro KOHUEHTpary.

[poTokonu ekcnepuMeHTiB

BusHaueHHs 3gaTHOCTI BUOpaHMX CMomnyk iHriby-
BaTu aktmeauito NR1A/2B NMDA-peuenTopa (MeTtog
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FLIPR)

3paTHicTb BMOpaHMX cronyk iHribyBatn aktmBa-
uito NR1A/2B NMDA-peuenTtopa Bu3Hayanu 3a
NR1A/2B peuenTop-onocepeakoBaHUM BUKUAOM ca®
BiQNOBIAHO 4O HACTYMHOT METOAUKM:

TpaHdikoBaHi NR1A/2B  peuentopom  L(tk)-
KNiTMHKW BMiWyBanu B 96-aMKOBi NNaHLIETH B KiNbKoc-
Ti 3x10° KNiTMH Ha NNaHLWeT Ta iHKyOyBanu npoTarom
1-2 pi6 B cepenoBULLi HOPManbHOIO 3pOCTaHHs (Mo-
andikoBaHe 3a crnocobom [ynbOekko cepepoBuLLe
Irma 3 nipysatom Na, 4500mMr rntoko3n, neHium-
niH/ctpenTomiumH, rnytamiHom, 10% FCS i 0,5mr/mn
reHeTuuuHy). Ekcnpecito NR1A/2B y BkasaHux Knitu-
Hax iHAyKyBanu gopaBaHHAM 4HM pgekcameTasoHy B
npucyTtHocTi 500MkM keTamiHy npoTtsrom 16-24 ro-
AviH. Micng iHAyKUii peuenTopa KNiTMHU OBiYi NpoMK-
Banu aHanitmyHum Gydepom (3banaHcoBaHMM CO-
NbOBMM PO34YMHOM XEHKCa, AKMMA He MICTUTb Mg”,
(HBSS-Mg," free), wo mictuts 20MM HEPES, 0,1%
BSA, 2mMM CaCl, i 250mkM npobeHeunay) i3 3actocy-
BaHHAM Labsystem Cellwasher. o knitTuH B 96-
AMKOBIV Nnawlyi gogasanu YyTnuBMM 00 ca* baps-
HuK Fluo-3 (Molecular Probes, Inc.) B koHUeHTpauii
4mkM B aHaniTn4HOMy Bydepi, wo mictuTe 0,5% FBS
i 0,04% pluronic F-127 (Molecular Probes, Inc.), Ta
iHkybyBanu npotarom 1rog. npu 37°C B Tempssi. No-
TiM KNiTUHX YOTUPK pa3u NO YOTMPW NpoMMBaNN aHa-
niTnyHum 6ycpepom 3a gonomoroto Cellwasher i 3a-
nuwanu ix B 100mkn 6ydpepa. Po3umHn cnonyk, Lo
TEeCTyloTbCH, poskonyBanu 3a pgonomoroi FLIPR
(Fluorometric Imaging Plate Reader) B KOXHY MKy,
L0 TeCTyeTbCA, ANA nonepeaHbLoi 06pobkn NPoTArom
2 xBunuH. MpoTAroMm UpOro 4Yacy peecTpyBanm iHTeH-
CMBHICTb cpriyopecueHuii (30yaxeHHss npyu 488HM i
BunyweHHs npu 530HM). ToTiM B KOXHY SIMKY, LUO
BXe Mictutb 150mkn Gycepa (WO MiCTUTL cnomnyky,
WO TecTyeTbCsi, abo pPO3YMHHMK) 3a [OMOMOroH
FLIPR popasanm 50Mkn posynHy aroHicta rnyta-
MaT/rniunHy (kiHueBa KoHueHTpauis 1MkM/1MkM) i
Oe3nepepBHO peecTpyBanu hryopecUeHLilo NpoTs-
rom 10 xBunuH. KiHueBi 3HayeHHs dryopecueHuii
BMKOPUCTaNM ANs BU3HA4YeHHs1 3HayeHHs 1Csg, nopis-
HIOKYM aroHICT-CTUMYNbOBaHWIA CUrHan 3paska, Lo
MICTUTb TiNbKM PO3YMHHMK, i3 3pa3KOM, LLO MICTUTb
KNiTUHK, iHKYOOBaHi 3 KOXHOK KOHLEHTpaLlieto cromny-
KW, LLIO TECTYETHLCS.

BusHauyeHHsa ysBHOI KoHcTaHTu Awmcouiauii  (Ki)
cnonyk 3 NR1A/NR2B peuentopamu noguHu (aHanis
3B'A3yBaHHSA):

AHani3 3B'a3yBaHHA MiY€HOro pafioakTUBHOIO Ii-
raHgy npoBOAWMM NPW KiMHaTHIN TemnepaTtypi B 96-
SAIMKOBOMY TUTpaLiNnHOMY MiKponnaHLleTi B KiHLeBOMY
o6'emi 1mn B 20MM HEPES-6ydepa (pH7,4), wo
Mictute 150MM NaCl. lMpurotoBnsnu po3vmMHM cno-
nyk, wo Tectytotbes, B MCO i nocnigoBHo po3tas-
nann OQMCO 3 ogepxaHHaMm 20Mkn koxxHoro 3 10 po-
34MHIB, WO PO3PI3HIOITBCA 3a KOHLEHTpauielo B 3
pasn. BwumipioBanu HecneuudivyHe  3B'A3yBaHHSA
(NSB), BukopuctoBytoum Harpitun AMD-1 (kiHueBa
KoHueHTpauisa 10mkM), i 3aranbHe 3B's3yBaHHA (TB),
BukopuctoBytoun AMCO (kiHueBa koHUeHTpauis 2%).
Jo cnonyk, WO TecTylTbCs, [AoAaBanu pPo34uH
NR1A/NR2B peuenTopiB (kiHueBa KOHLeEHTpauis
40nM) i miveHun Tputiem AMD-2 (kiHLEeBa KOHLEHT-
pauis 1HM). MNicns iHkyGauii npotarom 3 roguvH npuv
KIMHaTHIn TemnepaTypi 3pasku QinbTpyBanu 4Yepes
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¢inbTpn Packard GF/B (3asganerigb 3amoveHi B
0,05% PEI nonietuneHinnHi Sigma P-3143) i npomu-
Banu xonogHum 20MM GydepHum posumHoM Hepes
(10 pasis no 1mn). MNMicnsa cywiHHA (iNbTpiB y BakyyMi
nopasanu 40mkn Packard Microscint-20 i Bu3Havanu
noB'a3aHy pafioakTMBHICTb Ha niuunbHuky Packard
TopCount. MeTogom HeniHIMHNX HaMMEHLMX KBaapa-
TiB BM3Ha4anu ysiBHy KOHcTaHTy gucoudiauii (Ki), mak-
cUMMasnbHUIA NPOLEHT iHriGyBaHHSA (Y%lmax) | MiHIManb-
HWIA npoueHT iHribyBaHHS (%lmin) i hill slope (nH),
nigctaenstoum aaHi 3s'ssaHoro CPM y HaBegeHe Hu-
X4e piBHAHHA #1.

Pinuanna #1

, (SB) (%lmax - #min)
Inwsannii nirea =

Chompmeiain) +NSB + (SB) (1 - Flimax)

(14 (B sikw ARIAMD-2)Kp) )™ )
ne Kp € BU3Ha4eHow ANns peuentopa MeToaoM
rapsiioro HaCMYEHHs YABHOK KOHCTAHTOHK Aucouiauii
MiYeHOro pagioakTnBHOro nirangy i SB € cneundiyHo
3B'A3aHUM niraHaom (iMNynbciB/XB.), BU3HAYEHUM SK
pisHunus mixk TB i NSB.
AMD-1

Crnonykn AMD-1 i AMD-2 moxyTb 6yTV CMHTE30-
BaHi 3rigHO 3 HACTYMHUMM 3araflbHUMKN CXemamu pea-

KUiN.
Cxema 1
P2 Flznco‘”"i“NRaH
i HC 3
Aon P Hy — -
(n‘)r CHyQH (A )o: e

zm e
(a1)“ NH O-Gramd"
I

3rigHo 3i cxemor 1 po3uuH BiANOBIOHO 3a-
MileHoro 6eH30HITpUNy 1B MeTaHoni Mpu KiMHATHIN
Temnepatypi 6apb6oTyBanu xnopoBogHeM. JleTki Kom-
NMOHEHTU BUAANSANM MPU 3HWKEHOMY TWUCKY, po3Tupa-
N ofepXxaHni 3anuwiok 3 edipom i ineTpyBanu 3
onepxaHHam BaxaHoro imigaty 2. Imigat 2 po3ynHsa-
nM B METaHOmMi npu TemnepaTtypi HaBKOMMWLUHBOIO
cepegosulia, obpobnanun amiHoMm 3 nNpu TemnepaTypi
HaBKONULLHBOIO CcepefoByvLla i nepemiwyBanu B aT-
Mocdepi aproHy. JleTki KOMNOHeHTW BuAansnu npu
3HWKEHOMY TUCKY i ouMLLany 3anuwok MeToaoM npe-
napaTtusHoi BEPX abo po3TupaHHsi 3 edipom 3 ofe-
p>XXaHHAM amiguHy 1a.

Cxema 2

Ra'c“@nkins-‘NHaH -HC MegAl Me,Cl AlNHy» cManxin A2
8

la

1
3rigHo 3i cxeMol0 2 Npu KiMHATHIN TeMnepaTypi B
aTMocdepi aproHy amiH 3a po3uyuHsanu B eqipi i 00-
pobnanu egunHoto nopuieto 1M po3ynHy XIOPOBOAHIO
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B eqipi (1ekB.). OgepxaHuin ocag eHepriinHo nepemi-
wysanu npotarom 10 xBUNWH. JleTki KOMNOHEHTN BK-
Jananu npy 3HWKEHOMY TUCKY. 3anuLliok cycrneHay-
Banu B Tonyoni, oxonogxysanu go 0°C B atmocdepi
aproHy, kpannsmu obpobnsanu 2M TpumeTunantomiHi-
em (1,05ekB.) i nepemiwyBanu npotsrom 45 XBUNWH
npu KIMHaTHI TemnepaTypi 3 ogep)XaHHAM NPOMIKHO-
ro npoaykty 6 (6e3 BuaineHHs). Cnonyky 6 gogasanm
00 po3ynHy HiTpuny 1 B Tonyoni. PeakuiiHy cymil
HarpiBanu B repmeTuyHin Tpy6ui go 80°C npoTtsirom
18rog. 6e3 nepemillyBaHHsi, OXONOMXYBanu A0 TeM-
nepaTtypu HaBKONWULIHLOIMO CcepefoBuLla, HaHOCKIU
Ha KOMOHKY cunikarento i eniowBanM MeTaHo-
NOM/ANXINIOPMETAHOM 3 OAEePKaHHAM aMianHy 4.
OpepxaHHs [*°JAVD-1
NH

joapaeca

MagSny
Pq_s(?gha)‘ < Yl AME-1

nipKeaH

¥=Sniey
Na'®

iodobead

MeOMH/TFA x_us,‘ {WIIAMDJ

Mivyenun tputiem AMD-1 opepxyBanu 3rigHO 3
HacTynHot npoueaypoto. Cymill rigpoxnopuaHoi coni
AMD-1 (5mr, 0,012mMonb) B giokcaHi (0,2mn), wWwo
MiCTUTb TpueTunamin (4mkn), obpobnsnu rekcameTu-
nautuHom (5MKnN), KaTaniTUYHOK KinbKiCTIO nanagie-
BOro kartaniszaTtopa i Harpieanu go 100°C npotarom 45
XBUIMWH. PeakuiliHy cymill oxonomxyBanu o KiMHaT-
HOi TemnepaTypu, inbTpyBanM 4epes CKIoOBaTHY
npobKy, NpoMMBanu B MeTaHoMi i KOHUEHTpyBanun y
BakyyMi 3 ogepxaHHam 10,7Mr KOPUYHEBOro Macna.
Macno posunHaAnu B mMeTuneHxnopugi i nponyckanu
Yepes3 HEBENWKY KOMOHKY CuIikaresnto, entoym me-

TUNEHXIOPUA0M, a noTim 5% MeTaHo-
nom/metuneHxnopugom. dpakuii, Wo MiCTATb TpUMe-
TUNcTaHaH (Rf 0,26 B 10%

MeTaHoni/meTunenxnopuai) ob'eqHyBanu i KOHUEHT-
pyBanu y BakyyMmi 3 oaepxaHHaMm 4,5Mr TpumeTwunc-
TaHaHy y Burnsaai uncroro 6esbapsHoro macna. Motim
OaHy pevyoBuHy ounwanu metogom BEPX (CIS
Econosil, 10x250MM, 20-T1 XBUIMHHWIA NiHIAHWA rpa-
aieHT Big 30% MeCN:70% H>O (0,1% T®O) no 90%
MeCN, 3mn/xB., 254HM, yac yTpumyBaHHA 15 xBu-
NVH) 3 oAepXaHHAM 3MI TPUMETUNCTaHaHy.

Y nnsweuky 3 Na'®| (10mKi, Amersham) BmiLLy-
Banu miwarnky, nogHy 3atpasky (an iodobead), 50mkn
MeTaHony i nepemiwysanu NPOTAroM 5 XBUAWH Mpu
KiMHaTHIn TemnepaTypi. [JogaBanu po3yvH TpUMETU-
ncraHany (0,1mr) B 50mkn meTaHony, WO MIiCTUTb
5MKn TpUTOPOLITOBOI KUCIOTH, i NepemMilyBanu pe-
aKUinHy cymilwl npoTsarom 5 xBunuH. Peakuito 3arawuy-
Banu gopaBaHHAM S50MKN rigpoKcuay amoHito i oum-
wanmnm metogom BEPX (CIS Vydac protein and
peptide column, 4,6x250mm, niHINHAM rpagieHTOM
BiA 30% MeCN:70% H20 (0,1% T®O) no 90% MeCN,
1mn/xB. npotarom 20 XBWIWH, Yac yTpumyBaHHs 11
XBUIUH). Ppakuii, Wo MIiCTATb pagioakTUBHUI MNpO-
OYKT, 06'eqHyBany i KOHLEHTpYyBanu y Bakyymi 3 oge-
pxaHHaM 989MKi [*°IJAMD-1 3i cneumndidHoIo aKTuB-
HicTto, Wo popisHioe 898Ki/MMornb, BUMipsiHOto 3a Y-
NOorAvHaHHAM npu 272HM.
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CwuHTe3 miveHoro Tputiem AMD-2

Miyenun tputiem AMD-2 opepxyBanu 3rigHO 3
HacTynHoi npoueaypot. ®eHon AMD-2 (2wr,
0,008MMonb) posunHanuM B gumetundopmamigi
(0,6mn) i kapbowHati kanmito (1,2mr) npotarom 1rog.
Mpu KiMHaTHIW TemnepaTypi godasany cneundidyHun
BWCOKOAKTUBHUIA  MIYEHUA  TPUTIEM MeTunnoaua
(50mKi, 0,0006MMonb, B 1mn Tonyomny, American
Radiolabeled Chemicals) i nepemiwysanu npotarom 2
roavH. Ons BuAaaneHHs Hepo34YnmHeHoro kapboHaTy
Kanito peakuiiHy cyMmiw ¢inbTpyBanu i3 3actocyBaH-
HAM Geswnpuuesoro ginbTpytoyoro npuctpoto PTFE
(0,45mKkM), npommBanu abcontTHUM eTaHonom (2mn,
Pharmco) i ynaptoBanu o6'egHaHi dinbTpatn gocyxa
Ha POTOPHOMY BWMMAPHWUKY NPV KiIMHaTHIN Temnepary-
pi, WO TakoX MPUBOAMIO A0 BMAANEHHS MiYeHOro
TpUTiEM MeTunnoamay, siKMM He npopearyBaB. 3anu-
LWOK ouunwann metogom BEPX Ha HaniBnpenapaTtue-
Hin konoHui Phenomenx Luna C8 (Luna 5 micro
C8(2), 250x10,0mM), entototoum npoTsarom 20xB. rpa-
AieHTHoto cuctemoto Big 20/80 aueToHiTpun/Boga 3
0,1% TtpudTtopoutoBoi kucnotn go 100% aueToHiT-
puny 3 0,1% TpudpTopouToBOi kucrnoTn. 3aranbHa
papgioakTuBHICTL npogykTy crtaHoBuna 8mKi. Moga-
NblUEe OYULLIEHHSA MPOBOAWIN LUMISIXOM HaHECEHHS Ha
kornoHky Waters C-18 Sep-pak (Waters Sep-Pak
PLUS CIS), entototoum Bogoto, a noTiM abcontioTHUM
eTaHosnoM. [Nepea NpoBeAeHHSIM OCTaTOYHOrO aHani-
3y npoaykt po3baBnsnu abconiTHUM  EeTaHONoM
(10mn).

Ona cnonyk 3a AaHMM BUHAxXo4oM MeTodamu
FLEPR-aHanisy i aHanidy 3B'A3yBaHHA BW3HA4eHi
3HayeHHs 1Csp, Aki He nepesuwyoTb 50MKM. Cnpus-
TnBUMKU € opepxaHi metogamu FLEPR-aHanisy i
aHanisy 3B'A3yBaHHSA 3Ha4eHHs ICsp, SKi He nepeBwu-
wytoTb SMKM. Binblw cnpuaTnBuUMKU € oaepXaHi me-
Togamu FLEPR-aHani3dy i aHanidy 3B's3yBaHHS 3Ha-
yeHHs ICsp, Aki He nepesullytoTb 1MKM. Le 6GinbLu
cnpuaTnueuMn €  opepxkaHi  metogjamn  FLEPR-
aHanisy i aHanidy 3B'sidyBaHHS 3HayeHHs ICso, siki HE
nepesuLytoTb 0,1MKM. ToMy nokasaHo, Lo CMONyKM i
cdapMaueBTUYHi KOMMO3uUilT 3a [JaHMM BWHaXo4oM
BONOAilOTb GIONOriYHOK AaKTUBHICTIO fIK aHTaroHicTu
NMDA NR2B. BignoBigHo, iHLWIMM acnekTtoM AaHoro
BMHaxo4y € NikyBaHHA Gonto, MirpeHi, agenpecii, Tpu-
BOMK, LWN30dpPeHii, NapkiHCOHi3My abo npunagkis -
3aXBOpPHOBaHb, LU0 NiAAalThCs MiKyBaHHIO 3a 4ONOMO-
roto iHribyBaHHs NMDA NR2B peuenTopiB - wnsxom
BBEOEHHsI e(eKTMBHOI KiNbKOCTI CMOonyk 3a AaHuM
BUHaXOLOM.

Tak, 6inb MOXHa niKyBaTW LUNSXOM BBEAEHHS
oavH abo ABa pasu Ha goby cnonyku 3a JaHUM BUHa-
xoaoM B KinbkocTi 0,1mr, 1mr, 5mr, 10Mr abo 25mMr Ha
1kr macy Tina.

MirpeHb MOXHa niKyBaTW LUNAXOM BBEOEHHS
oavH abo aBa pasu Ha aoby cnonykx 3a JaHUM BUHA-
xoaoMm B kinbkocTi 0,1mr, 1mr, Smr, 10mr abo 25mr Ha
1kr macy Tina.

[enpecito MOXHa nikyBaTW LWMASXOM BBEAEHHS
oavH abo aBa pasu Ha goby crnonyku 3a JaHUM BUHa-
Xxoa0oM B kinbkocTi 0,1mr, 1mr, 5mr, 10Mr abo 25mr Ha
1kr macy Tina.

TpuBory MoXxHa niKyBaTu LINAXOM BBEAEHHS
oavH abo aBa pa3un Ha aoby cnonykx 3a JaHuMm BUHA-
xoaoM B kinbkocTi 0,1mr, 1mr, Smr, 10mMr abo 25mr Ha
1kr macy Tina.
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LLnzoppeHito MOXXHa MikyBaTh LUASXOM BBEAEHHS
oavH abo ABa pa3u Ha foby crnonyku 3a JaHUM BUHa-
xoaoMm B KinbkocTi 0,1mr, 1mr, 5mr, 10Mr abo 25mMr Ha
1kr macy Tina.

[MapkiHCOHI3M MOXHa nikyBaTW LUNSAXOM BBEAEH-
HA oguH abo gBa pa3w Ha goby cnonyku 3a AaHuM
BMHaxogoM B Kinbkocti 0,1mr, 1mr, 5mr, 10mr abo
25mr Ha 1kr macy Tina.

IHCYNbT MOXHa NiKyBaTK LUMSIXOM BBEAEHHS OOMNH
abo aBa pa3u Ha [oby cnonyku 3a JaHUM BUHAXO040M
B Kinbkocti 0,1mr, 1mr, 5mr, 10mMr abo 25mr Ha 1kr
macy Tina.

CKOpOYEHHS, L0 BUKOPUCTOBYOTLCS, TYT € Taku-
MM, SKLLO HE YTOYHEHO AOAATKOBO:

BH3-TI'® - komnnekc 6opaHy-TeTparigpodypaHy;
BINAP - 2,2'-6ic(andeHnindgocdiHo)-1,1'-6iHadTun;
BOC - Tpet-6ytokcukapbonin; BOC,O - Tpet-
OyTokcukapboHinbHuI aHrigpua; CBZ - kapbo6eHau-
nokeun; CBZ-Cl kap6obeHaunxnopug; OXM - guxnop-
meTaH; DIPEA - pgiisonponinetunamiv; DMAP - 4-
anmeTMnamiHonipuauH; oMo - N,N-
anvetundopmawmin;, AM®-DMA gumeTtuncdopmamia-
anvetunauetans; OMCO - gumeTtuncynbgokeug;
EDC - 3-etun-3-(3-
AvmMeTunamiHonponin)kap6ogiimigrigpoxnopug; h -
roavH (rog.); HOAt - 1-rigpokcu-7-a3abeH3oTpuason;
HOBt - rigpokcubeHsokcason; IPA - i3onponaHor;
mCPBA - meta-xnoprnepbeHsonHa kucnota;, min -
xBunuH (xB.); MeCN - auetoHiTpun; AMP - agepHui
MarHiTHM pesoHaHc (AMP); r.t., RT abo rt - kimHaTHa
Temnepartypa; Hac. - HacudeHun (Hac.); TEA - Tpue-
TMnamiH; TPO - TpudTopouTtoBa kucnota; TId - tet-
parigpodypaH.

HacTynHi npuknagn HaBefeHi 3 MeToto GinbLl no-
BHOI iNMoCTpauii gaHoro BMHaxody i Hisik HEe MOBWHHI
TNyMaymMTUCh SIKk 0OMeXeHHs1 06'eMy [AHOro BUHaXo-
ay.

NMPUKNAON
Cnonykn 3a [aHMM BUHAxXOAOM MOXYTb OyTu
OLiep>KaHi 3a ONOMOroK HaBEAEHUX HXKYE METOAMK.

[MpoMixHi npoaykTu:

[MpomixkHWi npoaykT 1a:

4-MeTtunb6eHsunoeuin edip 2,5-giokconiponigny-
1-inoBoro eqipy BYrifbHOI KNCNOTH

mﬁo

OucykumHimignnkap6onat (5,03r, 19,65mMmonb) B
30mn MeCN i 30mn [OXM obpobnann 4-
MeTUN6eH3nNoBnM cnmptom (2,4r, 19,6MMonb), NoTim
DMAP (1,20r, 9,82mMmonb). OpepxaHy KanamyTHy
peakuiiHy CyMmill OCBITMOBaNu NpoTAroMm 2xB., nepe-
MilLlyBanu npoTAroM Houi Npu KiMHaTHIA Temnepartypi,
notim Bnuesanu B 100mn Bogwm i posnoginanu. OpraHi-
YHMI Wwap cywunu Hag 6e3sogHMM cynbdaToM Ha-
Tpito i BMNapoByBanu po3unHHUK. OpgepxaHy Takum
YMHOM TBEPAY PEYOBUHY MepemilyBany 3 npubnmsHo
25mn edipy, inbTpyBanu, NpoMUBany HEBEMVKUM
o6'emom edhipy i cywwmnu 3 opepxaHHAM  4-
meTunbeHsunosoro edipy 2,5-giokconiponignH-1-
inoBoro eqipy BYrinbHOI KucnoTu y Burnsagi 6inoi tee-
pooi pedoBuHu. lMocunaHHsa: [Chem. Pharm. Bull.,
38(1): 110-115(1990)].

HactynHi cnonyku OGynu opepxaHi cnocobom,
CXOXUM 3 OMUCaHMM BULLE ONA MPOMKHOIO NMpoayKTy
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1a:

MpomixkHuin npoaykT 1b:

4-XnopbeHaunosuin edip 2,5-giokconiponignH-1-
inosoro edgipy BYriNbHOT KUCNOTU

[MpomixkHuI npoaykT 1c:

4-dTopbeHsnnosun edip 2,5-giokconiponianH-1-
inoBoro edqipy BYriNbHOI KNCNOTH

MpomixxHni npoaykT 1d:

4-ETnnbeHsunosuin edip 2,5-giokconiponianH-1-
inosoro egipy BYrinbHOT KUCNOTK

MpomixkHWi npoaykT 1e:

4-izonponinGeH3nnosum egip 2,5-
AiokconiponignH-1-inosoro edipy BYrinbHOI KNCNOTH

BukopucToBytouM noxigHi  BYFiNbHOI  KMCMOTW,
onvcaHi BuLLEe Ans NPOMiKHMX NpoaykTis la-le, i 3rig-
HO 3 MeTOAMKO, onucaHor Ha ctagil 1 npuknagy 13,
OfepXKyBanu HacTynHi NPOMiXKHI NpoayKTn 2a-2e.

YO
N
T
o
MpomixkHWi NpoaykT 2a:
4-MeTnn6eHsun-4-(amiHomeTun)ninepuanH-1-
kapbokcunat MpomikHWUI NpoayKT 2b:
4-XnopbeHann-4-(amiHomeTnn)ninepuamH-1-
kapbokcunat MpomipKHWUI NPOoAYKT 2C:
4-dTopbeHsun-4-(amiHomeTnn)ninepuamnH-1-
kapbokcunat MpomikHWI NpoayKT 2d:
4-ETtun6eH3nn-4-(amiHomeTun)ninepnanH-1-
kapbokcunat Mpomi>kHWUI NpoayKT 2€:
4-I13onponin6eH3un-4-(amiHomeTnn)ninepmManH-1-
kapbokcunat
Mpuknag 1:
BeHsun-4-[(4-nipuanHinamiHo)meTtun]-1-
ninepnavHkapbokeunar
Crapgia 1:
BeH3ann-4-[(4-nipyanHinamiHo)kapboHin]-1-
ninepuavnHkapbokcunat

*8 X

Yy OMo (5mn) ob6'eaHyBanu 1-
[(6eH3unokcmn)kapboHin]-4-ninepnaMHkapboHOBY  KuC-
noty (P.E. Maligres et al., Tetrahedron, 53: 10983
(1997)) (1,00r, 3,80mmonb), 4-amiHonipuauH (572wmr,
6,08mmonb), EDC (801mr, 4,18mmonb) i HO At
(569vr, 4,18mmonb) i BuTpumyBanu B aTmocdepi
asoTy npotarom 4rog. PeakuinHy cymiw po3noainsanm
Mk HacnyeHuM po3umHom NaHCOj; i eTnaueTtaTtom.
LWapu posginanu i ABidi ekcTparyBanu BOAHUIA Luap
etunauetatom. O6'egHaHi  opraHiyHi  KOMMOHEHTU
npomMuBany BOJOK i HACWYEHUM CONBbOBMM PO3YU-
Hom, noTiMm cywmnnn Hag NaSOs, inbTpyBanu i KOH-
LEHTpyBanu npu 3HWKEHOMY TUCKY, 3 OOEPXaHHSM
1,16r 6eH3un-4-[(4-nipugnHinamiHo)kap6oHin]-1-
ninepnavHkapbokeunaty y BUMMsSAi XOBTOro macna,
sike BMKOpucTanu 6e3 nofanbLUoro OYULLEHHS.

Crapgis 2:

BeHaun-4-[(4-nipuauHinamiHo)meTtun]-1-
ninepnavHkapbokcunar

Oﬂi" "

Awmig (17,82r, 52,50mmonb), ogepxaHum sik onu-
caHo Bulle Ha crtagii 1, po3unHsnm B TId (50mn),
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06pobnanu BH3-TId (200mmonb, 200mn, 1M B TIO)
npotarom 10xB. i BUTPUMYBanu Npu KiMHaTHIA TeMne-
paTtypi npotarom 3rog. PeakuinHy cymiw racunu no-
BiNnbHUM agopaBaHHAM 2H HCI Ta iHTEHCMBHO nepemi-
wysanu npotarom  15rod.  PeakuinHy — cymiw
nignyrosysanu gogasaHHam IM NaOH i Tpuui exkctpa-
rysanu etunauetatom. OG'egHaHi opraHiyHi KOMMo-
HEHTW NPOMUBANN HAaCUYEHUM COMbOBUM PO3YUMHOM,
cywunu Hag NaSO4, inbTpyBanu i KOHUEHTpPyBanm
y BakyyMmi 3 ofepaHHaAM Ginoi niHW, Sky ouvumwianu
MeTogom xpomaTtorpadiii Ha cunikareni (entotolun
CH,CI,/CH30H/NH,OH Big 99/1/0,1 po 90/10/1) 3
ofepXKaHHAM 11,53r 6eH3un-4-[(4-
nipuaunHinamiHo)meTtun]-1-ninepuguHkapbokcunaty y
BUrNsAi B'A3koro 6nigo-»xoBToro Macna.

'H AMP (HCI cinb 400MIy, CDs;OD): & 8,09
(ywwp.c, 1H, Pyr-H), 7,97 (ywwup.c, 1H, Pyr-H), 7,35-
7,28 (m, 5H, Ar-H), 6,88 (ywwp.c, 2H, Pyr-H), 5,11 (c,
2H, CHx-Ar), 4,18 (ywwp.n, J=11,70ly, 2H, CHH),
3,25 (g, J=6,77Tu, 2H, CH»-N), 2,86 (ywwup.c, 2H,
CHH), 1,90-1,77 (m, 3H, CHH, CH), 1,29-1,16 (dq,
J=12,36I"u, 4,16y, 2H, CHH).

MC (M+1): 326,47.

Mpuknag 2:

BeHsunosui edip 4-[(3-meTnnnipuanH-4-
inamiHo)meTun]ninepnamH-1-kap6oHOBOT KUCNOTH

Syt

BkasaHy B 3aronoBky CMonyky ogepxyBamnu, siK
onucaHo B nMpuknagi 1, ane 3amiHiowuM  4-
amMiHonipuauH 4-amiHo-3-MeTunnipuanHoOMm
[Malinowski et al., J. Prakt. Chem, 330: 154-
158(1988)].

"H AMP (400MIy, CD30D): & 7,74 (g, J=5,85,
1H, Pyr-H), 7,66 (ywwup.c, 1H, Pyr-H), 7,36-7,29 (m,
5H, Ar-H), 6,77 (ywwup.c, 1H, Pyr-H), 5,11 (c, 2H,
CH>-Ar), 4,19 (ywwp.g, J=13,81"y, 3H), 3,31-3,20 (m,
2H, CH,-N+CH30H), 2,84 (ywwup.c, 2H, CHH), 2,22
(ywwp.c, 2H, CHH), 1,98-1,85 (m, 1H, CH), 1,82
(ywwp.a, J=12,89I"y, 2H, CHH), 1,22-1,14 (m, 2H,
CHH).

MC (M+1): 340,27.

Mpuknag 3:

Benaun-4-{[(2-nipuguHin)amiHolmeTun}-1-
ninepnavHkapbokennat

o
oJ\N

BkasaHy B 3aronoBky CMonyky OOEPXKyBamnu, siK
onucaHo B npuknagi 1, ane 3amiHiowunM  4-
amiHonipuanH 2-amiHonipuanHoMm.

'H AMP (400MIu, CD;OD): & 10,00 (ywwp.c, 1H,
NH), 7,82-7,75 (m, 2H, Pyr-H, Pyr), 7,38-7,30 (m, 5H,
Ar-H), 6,76-6,70 (m, 2H, Pyr-H, Pyr-H), 5,12 (c, 2H,
CH-Ar), 4,24 (ywwup.c, 2H, CHH), 3,16 (ywwp.c, 2H,
CHx-K), 2,84 (ywwup.c, 2H, CHH), 2,01-1,80 (m, 3H,
CH, CHH+H,0), 1,26-1,18 (M, 2H, CHH).

MC (M+1): 326,28.

Mpuknag 4:

Bensun-4-{[(3-nipuguHin)amiHolmeTun}-1-
ninepnavHkapbokeunar
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BkasaHy B 3aronioBky CMonyky oAepXKyBamnu, siK
onucaHo B npuknagi 1, ane 3amiHiow4YN  4-
amiHonipuanH 3-amiHonipuanHoMm.

'H gampP (500Mlu, CD3OD): & 8,01 (g, J=2,93I'y,
1H, Pyr-H), 7,95 (aa, J=4,63I'y, 1,46y, 1H, Pyr-H),
7,37-7,30 (m, 5H, Ar-H), 7,08 (oa, J=8,30Iu, 4,59y,
1H, Pyr-H), 6,86-6,84 (m, 1H, Pyr-H), 5,13 (c, 2H,
CHx-Ar), 4,25 (ywwp.c, 2H, CHH), 3,80 (ywwp.T,
J=5,86I'y, 1H, NH), 3,04 (1, J=6,33I'y, 2H, CH2-N),
2,78 (ywwup.c, 2H, CHC), 1,78 (ywwup.c, 3H, CH,
CHH+H,0), 1,27-1,13 (m, 2H, CHH).

MC(M+1): 326,31.

Mpuknag 5:

BeHann-4- {[(4-meTunn-2-nipyamnHin)amiHolmeTnn}-
1-ninepuamnHkapbokcunat
oL

=
N

BkasaHy B 3aronoBky Cronyky ogepxxyBanu, siK
onucaHo B npuknagi 1, ane 3amiHiowunM  4-
amiHonipugnH  2-amiHo-4-metunnipugnHom  (Fluka
Co.).

MC (M+1): 340,40.

Mpuknag 6:

BeHaun-4- {[(4-eTnn-2-nipuguHin)amiHolmeTnn}-1-
ninepnavnHkapbokcunat

oy
O Ol

BkasaHy B 3aronoBky Crnonyky ogepyBamnu, siK
onucaHo B nMpuknagi 1, ane 3amiHiowuM  4-
amiHonipuanH 2-amiHo-4-etunnipyanHom (Maybridge
Chemicals).

MC (M+1): 354,41.

Mpuknag 7:

BeHaun-4-[(3-i3okcasoninamiHo)meTnn]-1-
ninepuanHkapbokcunat

N-g

BkasaHy B 3aronoBKy CMonyky ofepxyBanu, siK
onucaHo B nMpuknagi 1, ane 3amiHiowuM  4-
amiHonipugnH  3-amiHoi3okcasonom  (Sigma-Aldrich
Co.).

MC(M+1): 316,29.

Mpuknag 8:

BeHaun-4-[(1,3,4-Tiagiason-2-inamiHo)meTun]-1-
ninepnavHkapbokeunar

cageV
NN
@
87
BkasaHy B 3arofoBKy CMOMyKy OAepXyBanu, K

onucaHo B npuknagi 1, ane 3amiHo4YN  4-
amMiHonipuauH 2-amiHo-1,3,4-Tiagiazonom.
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MC (M+1): 333,35.
Mpwuknag 9:
BeHnann-4-{[(5-meTun-2-nipnaunHin)amiHolmeTnn}-
1-ninepuanHkapbokeunat

N 7

BkasaHy B 3aronoBKy CMONyKy OoAdepXXyBanu, siK
onucaHo B nMpuknagi 1, ane 3amiHiowum  4-
amiHonipuauH 2-amiHo-5-mMeTUNNipuaMHOM.

MC (M+1): 340,40.

Mpwuknag 10:

Bensun-4-{[(1-meTun-1H-imigason-2-
in)amiHolmeTun}-1-ninepnamHkapbokeunaT

[:’;_W N_{"Q

BkasaHy B 3aronoBKy CMONyKy oAepXXyBanu, siK
onucaHo Ha ctagii 1 npuknagy 1, ane samiHoun 4-
amiHonipuanH 2-amiHoimigasonremicynbgaTtom i oge-
pXytouM npoaykT, Wwo 3B'a3yeTbca 3 EDC. [aHun
NpOAYKT HarpiBanu i3 3BOPOTHWM XONOAWMbHUKOM B
OM®-DMA npoTtarom 90xB., po3baBnanu etunauerta-
TOM, npomuBanuM HacuyeHuMm po3dnHoMm NaHCOsg,
cywnnum Hag NaySO,, dinbTpyBanu i NOTIM KOHLEHT-
pyBanu npu 3HWKeHoMy Tucky. OpepkaHe 4epBOHe
Macno ouyvanm MeTogom xpomartorpadii Ha cunika-
reni. NMposoannu B3aemogito 50Mr (MMornb) o4mnLLeHO-
ro npoaykty 3 6opaHoM, sik onucaHo Ha cTagii 2 npu-
knagy 1, 3 ogepxaHHsm 26mr 6eH3un-4-{[(1-meTnn-
1H-imipason-2-in)amiHolmeTunn}-1-
FIiI'Ie?I/IAI/IHKapﬁoKCI/IJ'IaTy.

H AMP (400Mlu, CDCl3): & 7,36-7,27 (m, 5H,
Ar-H), 6,65 (g, J=1,55I'y, 1H, imigason-H), 6,49 (g,
J=1,56Iy, 1H, imiga3on-H), 5,12 (c, 2H, CH-Ar), 4,19
(ywwp.c, 2H, CHH), 3,58 (ywwup.c, 1H, NH), 3,34 (c,
3H, CHs, 3,23 (m, 2H, CH2-N), 2,79 (ywwup.c, 2H,
CHH), 1,85-1,70 (m, 3H, CHH, CH), 1,23-1,13 (m, 2H,
CHH).

MC (M+1): 329,27.

Mpuknag 11:

BeHsunnosuin eqgip 4-(xiHoniH-4-
inamiHomeTun)ninepnanH-1-kap6oHOBOI KUCNOTH

BkasaHy B 3aronoBky CMonyky ogepxyBanu, siK
onucaHo B npuknagi 1, 3amiHtouun 4-amiHonipuauH 4-
aMiHOXiHONIHOM.

MC (M+1): 376,39.

Mpuknag 12:

BeHnann-4-{[(1-okcupo-4-nipuauHin)amiHolmeTnn}-
1-ninepuanHkapbokeunat

Cragis 1:

BeHnann-4-{[(1-okcnpo-4-
nipuamnHin)amiHolkap6oHin}-1-ninepmgnHkapbokcmnat
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BeH3nn-4-[(4-nipuanHinamiHo)kap6oHin]-1-
ninepnavHkapbokeunat (npuknag 1, cragis 1) (615wmr,
1,81mmonb)  posunHann B CHCl,, 06pobnsnu
mCPBA (3,12r, 18,10mMMonb) i BUTpUMyBanu npoTs-
rom 18rog. PeakuinHy cymiw posbaenanu etunaue-
Tatom i npomMuBanu HacuyeHnm posvmHom NaHCOs.
OpraHivyHi  KOMMOHEHTW pO34insAnu, Ccywwunu Hag
Na;S04, inbTpyBanu i KOHUEHTPYBaNM Npu 3HUXe-
Homy Tucky. OpepxaHe Macno ouuvwans MeToaoM
XpomaTtorpadii Ha cunikareni 3 ogepxaHHam 6eHsunn-
4-{[(1-okcnpo-4-nipuauHin)amiHolkapboHin}-1-
ninepnamHkapbokcunaTy y BUrnsai npo3oporo macna.

"H AMP (400Mru, CDCls): & 10,72 (c, 1H, NH),
8,03 (g, J=7,50"y, 2H, Pur-H), 7,80 (g, J=7,50y, 2H,
Pur-H), 7,38-7,28 (m, 5H, Ar-H), 5,12 (c, 2H, CHz-Ar),
4,18 (ywwp.n, J=13,25I'y, 2H, CHH), 2,81 (ywwup.c,
2H, CHH), 2,57-2,45 (m, 1H, CH), 1,86-1,68(m, 4H,
CHH, CHH).

MC (M+1): 356,28.

Crapgis 2:

5) eHann-4-{[(1-okcnpo-4-
nipyaunHin)amiHolmeTnn}-1-ninepuanHkapbokeunat

A

BeHaun-4-{[(1-okcnaoo-4-
nipuaunHin)amiHolkap6oHin}-1-ninepuanHkapbokcmnat
(62mr, 0,17mmonb) BigHOBMNOBanM GopaHoOM, Sk onu-
caHo Ha cTagii 2 npuknagy 1, 3 ogepxaHHam 6eH3un-
4-{[(1-okcmpo-4-nipuaunHin)amiHolmeTun}-1-
ninepnavHkapbokcunaTy y BUrnsai npo3oporo macna.

'H AMP (400Mru, CDCl3): & 7,99 (a, J=7,31Tw,
2H, Pur-H), 7,88 (ywwup.c, 1H, NH), 7,38-7,30 (m, 5H,
Ar-H), 6,66 (ywwup.c, 2H, Pur-H), 5,12 (c, 2H, CH-Ar),
4,22 (ywmp.c, 2H, CHH), 3,09 (ywwup.c, 2H, CH2-M),
2,77 (ywwp.c, 2H, CHH), 1,87-1,71 (m, 3H, CHH, CH),
1,26-1,11 (m, 2H, CHH).

MC (M+1): 342,33.

Mpuknag 13:

BeHaun-4-[(9H-nypuH-6-inamiHo)meTnn]-1-
ninepnavHkapbokcunat

Cragisa 1:

BeHaun-4-(amiHomeTun)ninepnanH-1-
kapbokcunat

oW

4-AmiHomeTunninepuauH (40r, 350mmonb) i 6eH-
sanbperig (37,3mn, 368mmons) B Tonyoni (600mn)
HarpiBanu i3 3BOPOTHWM XOMNOAMITBHUKOM B yMOBax
HiHa-Ctapka npotdrom 2rog. OpepkaHy peakuiiHy
CyMmilWl OxonoaxyBanu OO KiMHATHOI TemnepaTtypu i
popjasanu 500mn amxnopmeTaHy. OpepaHuid pos-

4nH oxonomkyBanu go 5°C i ob6bpobnsnu  N-
(6eH3MnoKkcMKapbOHINOKCH )CYKLIMHIMIZOM (91,7r,
368mmornsb).

Yepes 10xB. Bugananu oxonogxyody 6aHwo i ne-
peMilyBanu ofepxaHy peakuinHy Cymill MpoTArom
1rog. PO34YMHHMKM BMMApOBYBanu i nepemillyBanu
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3anuwok 3 400mn Tr® i 400mn 2M HCI npotsarom
1rog. Onsa BuaaneHHs opraHiyHMX KOMMOHEHTIB CyMiLL
KOHLeHTpyBanu i ekctparyBanu ecipom (3x300mn).
BogHy dasy gosogunu pgo pH=14 pgopaBaHHsam 50%
NaOH i ekctparyBanu etunauetatom. OpraHidyHuin
Lap npoMuBanu BOAOK i HACUYEHUM COMbOBMM PO3-
YMHOM, CyWwnnn Hag 6e3BOAHUM CyrnbaToM HATpIto i
BUMAPOBYBaNN PO3YMHHUK 3 OAEPKAHHAM OeH3nn-4-
(amiHomeTun)ninepuanH-1-kapbokecunaty y Burnsagi
macna.

'H AMP (500MTu, CDCls): & 7,4-7,2 (M, 5H); 5,12
(c, 2H); 4,20 (ywwp.c, 2H); 2,77 (ywwp.c, 2H); 2,58 (g,
J=6,6l"y, 2H) 1,9-1,7 (m, 2H); 1,0-1,5 (m, 5H).

Crapis 2:

Benann-4-[(9H-nypuH-6-inamiHo)meTun]-1-
ninepnavHkapbokeunar

Cr °i'O\,nT§m

BeHnann-4-(amiHomeTun)-1-
ninepnanHkapbokennat  (1,20r, 4,83mmonb) i 6-
xnopnypvH (448wmr, 2,49mmornb) o6'egHyBanm B MO
(5Mmn1), obpobnanu eguHoto nopuieto TEA i BUTpuMy-
Banu B atmocdpepi azoTy npu 100°C npotsarom 18rog.
OpepxkaHy peakuinHy cyMmill po3baBnsinu HacU4eHUM
posymHoMm NaHCO3 i Tpudi ekcTparyBanu etunaueTa-
ToM. O6'egHaHi opraHiyHi KOMMOHEHTU npomuBanu
HaCM4YeHNUM CONMbOBMM  PO3YMHOM, CyLUMMM Hag
NaySO4, hinbTpyBanu i KOHUEHTPYBanu y BakyyMi 3
ofEepXKaHHAM KOPWYHEBOrO Macna, ske ovuLianu me-
Togoom xpomartorpadii Ha cunikareni (20r, cunikarenb
32-60mkM, enototoun  CH,CIl/CH30OH/NH4,OH  Big
99/1/0,1 po 90/10/1) 3 omepxaHHsaM GeH3un-4-[(9H-
nypwvH-6-inamiHo)mMeTnn]-1-ninepmanHkapbokecunaty y
BMMSAAI KOPUYHEBOrO Macna.

'H AMP (400Mry, CDCls): 5 8,42 (c, 1H, nypuH-
H), 7,97 (c, 1H, nypwH-H), 7,36-7,29 (m, 5H, Ar-H),
6,21 (ywwp.c, 1H), 5,13 (c, 2H, CHz-Ar), 4,22
(ywwp.c, 2H, CHH), 3,43 (ywwp.c, 2H, CH>-N), 2,80
(ywwp.c, 2H, CHH), 1,95-1,79 (m, 3H, CHH, CH),
1,34-1,21 (m,2H, CHH).

MC(M+1): 367,31.

Mpuknag 14:

4-MeTun6eHsun-4-[(4-nipumiguHinamiHo)meTnn]-
1-ninepnanHkapbokeunar

Crapis 1:

4-MeTtun OeH3nnosun eqip 4-[(2-
MeTuncynbgaHinnipumignH-4-
inamiHo)meTun]ninepnamH-1-kap6oHOBOT KUCNOTH

)
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4-MeTunbeH3nnoBum eqip 4-[(2-
MeTuncynbgaHinnipumignH-4-
inamiHo)meTun]ninepuamnH-1-kap6oHoBOT KNUCNOTH
ofepKyBanu, K onucaHo Ha ctagii 2 npuknagy 13,
ane 3aMiHIO4YM 6-xnopnypuH 4-xnop-2-
MeTUnTionipuMiguHOM i 3amiHioroumM  OeHann-4-
(amiHomeTun)-1-ninepunanHkapbokcunaT 4-
MeTunobeHsun-4-(amiHomeTusn)-1-
ninepnamHkapbokcnnaTom.

MC (M+1): 387.
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Crapgia 2:
4-MeTnn6eH3un-4-[(4-nipumiguHinamiHo)meTtunnl-
1-ninepuamnHkapbokecmnat

D”"&“Ownﬁ

Nag, N

4-MeTnn6eH3unosui egip 4-[(2-
MeTuncynbMaHinnipumiguH-4-
inamiHo)meTun]ninepuamnH-1-kap6oHoBOT Kncnotu
(550mr, 1,42mmonb) po3unHanu B EtOH (15mn) i 06-
pobnsanu Hikenem Penesa (834wmr, 14,20mmonb) npwu
KiMHaTHIn TemnepaTypi npotsarom 3rod., dinbTpyBa-
N, KOHLEHTPYBanu i oyvwianu mMetogoMm xpomaTtor-
pacpii Ha cunikareni 3 ogepXaHHSAM Cronyku npukna-
ay 14 y Burnsagi »xoBToro macna.

'H AMP (400MIy, CDCls): & 8,53 (c, 1H, Pyr-H),
8,13 (ywwmp.n, J=4,48I'y, 1H, Pyr-H), 7,24 (g,
J=7,86l'y, 2H, Ar-H), 7,16 (a, J=7,68uy, 2H, Ar-H),
6,31 (aa, J=6,00y, 1,20y, 1H, Pyr-H), 5,57 (c, 1H,
NH), 5,08 (c, 2H, CHz-Ar), 4,20 (ywwup.c, 2H, CHH),
3,23 (ywwup.c, 2H, CH2-N), 2,75 (ywwp.c, 2H, CHH),
2,34 (c, 3H, CHs), 1,82-1,65 (m, 3H, CHH, CH), 1,23-
1,09 (m, 2H, CHH).

MC (M+1): 341,35.

Mpuknag 15:

BeHann-4-[(4-nipumigmHinamiHo)meTtun]-1-
ninepnavHkapbokeunar

L,
S Ovnm

BkasaHy B 3arofioBky CMomnyky oAepxyBanwu, sik
onucaHo B npuknagi 14, ane 3amiHwow4M  4-
mMeTunbeH3un-4-(amiHomeTun)-1-
ninepnamHkapbokeun at  6eH3un-4-(amiHomeTtun)-1-
ninepuanHkapbokcunaTom.

'H AMP (400Mru, CDCl3): & 8,53 (c, 1H, Pyr-H),
8,13 (ywwp.a, J=4,85u, 1H, Pyr-H), 7,38-7,28 (m,
5H, Ar-H), 6,32 (g, J=6,03Iy, 1H, Pyr-H), 5,551
(ywwp.c, 1H, NH), 5,12 (c, 2H, CHz-Ar), 4,21 (ywwup.c,
2H, CHH), 3,24 (ywwp.c, 2H, CH2-N), 2,77 (ywwp.c,
2H, CHH), 1,85-1,70 (m, 3H, CHH, CH), 1,27-1,10 (m,
2H, CHH).

MC(M+1): 327,29.

Mpuknag 16:

BeHann-4-[(2-nipumigmHinamiHo)meTtun]-1-
ninepnavHkapbokeunar

@A“i"O\,n\@

BkasaHy B 3aronoBKy CMONyKy OAepXXyBanu, siK
onucaHo B npuknagi 13, 3a BMHATKOM TOro, WO $K
BUXigHi mMatepianm BUKOpMCTanu O6eH3nn-4-
(amiHomeTun)-1-ninepuamHkapbokcunat (6,50r,
26,19mmoneb) i 2-xnopnipumignH (990mr, 8,64mmonb)
6e3 po34MHHUKA, 3 OOepXKaHHAM BKa3aHoi B 3arofnos-
Ky CMOMyKW y BUrMsAi XKOBTOro Macna.

H amP (400Mrlu, CDCl3): & 8,26 (g, J=4,85Iy,
1H, Pyr-H), 7,36-7,29 (m, 5H, Ar-H), 6,52 (1,
J=4,85I'y, 1H, Pyr-H), 5,12 (c, 2H, CHy-Ar), 4,21
(ywwp.c, 2H, CHH), 3,30 (1, J=6,26I'u, 2H, CHx-N),
2,78 (ywwp.c, 2H, CHH), 1,76-1,62 (m, 3H, CHH, CH),
1,28-1,12 (m,2H, CHH).
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MC (M+1): 327,33.

Mpuknag 17:

4-MeTnn6eH3un-4-[(2-nipumiguHinamiHo)meTtunnl-
1-ninepuanHkapbokeunat

o ey

BkasaHy B 3aronoBky CMonyky ogepxyBanu, sk
onucaHo B npukrnagi 13, 3a BUHATKOM TOro, WO $iK
BMXiOHi maTtepianu Bukopuctanmu 4-metunbeHswun-4-
(amiHomeTun)-1-ninepmanHkapbokecunat (300w,
1,14mmonb) i 2-xnopnipumiguH (131wmr, 1,14Mmons), 3
ofepXaHHSAM BKa3aHOI B 3arofioBKy CMOMykWN y BUMMS-
Ai XoBTOro macna.

'H AMP (400Mru, CDCls): & 8,26 (a, J=4,76,2H,
Pyr-H), 7,26 (g, J=8,96I'u, 2H, Ar-H), 7,17 (g,
J=8,96I'y, 2H, Ar-H), 6,31 (oa, J=4,85Iy, 1H, Pyr-H),
5,28 (c, 1H, NH), 5,08 (c, 2H, CHz-Ar), 4,19 (ywwp.c,
2H, CHH), 3,32 (g, J=6,36I'u, 2H, CH»-N), 2,76
(ywwp.c, 2H, CHH), 2,35 (c, 3H, CHs), 1,82-1,60 (m,
3H, CHH, CH), 1,25-1,13 (m, 2H, CHH).

MC(M+1): 341,37.

Mpuknag 18:

Benann-4-{[(5-meTun-2-
nipyMiguHin)amiHolmetun}-1-ninepmanHkapbokecmnaTt

O”i&nu

BkasaHy B 3aronoBKy CMonyky ogepxysanu, siK
onucaHo B npuknagi 13, 3a BUHATKOM TOro, WO $iK
BUXIOHI mMaTepianm BUKOpUCTanm 6eH3un-4-
(amiHomeTun)-1-ninepmanHkapbokcunat (298w,
1,20mmonb) i 2-xnop-5-meTunnipyMianH  (Npuknag
144, ctagia 1) (51wmr, 0,40mmonb) 6e3 po3unHHUKa, 3
OofepXaHHAM BKa3aHOi B 3arofioBKy CMONyKW y BUrMs-
Oi )XOBTOro macna.

'H amp (400Mrlu, CDCls3): 6 8,10 (c, 2H, Pyr-H),
7,36-7,28 (m, 5H, Ar-H), 5,47 (ywwup.T, J-4,98'y, 1H,
NH), 5,12 (c, 2H, CHx-Ar), 4,19 (ywup.c, 2H, CHH),
3,32 (g, J=6,22I'u, 2H, CH2-N), 2,76 (ywwup.c, 2H,
CHH), 2,10 (c, 3H, CHs), 1,82-1,63 (m, 3H, CHH, CH),
1,25-1,12 (m, 2H, CHH).

MC(M+1): 341,40.

Mpuknag 19:

4-MeTun6eHsun-4-({[2-(metuncynbdaHin)-4-
nipyMiguHinjamiHo}meTtun)-1-ninepmanHkapbokcunat

BkasaHy B 3arofioBky CMomnyKky OAepXyBanu, siK
onucaHo B npuknagi 13, 3a BUHATKOM TOro, WO $IK
BMXiOHi maTtepianu Bukopuctanmu 4-metunbeHswun-4-
(amiHomeTun)-1-ninepuanHkapbokcunat (600w,
2,29mMonb) i 4-xnop-2-metunTionipumiguH (386wmr,
2,40MMonb), 3 OAepXaHHsIM BKa3aHOI B 3arorioBky
CMOMyKM Yy BUMMSAI XXOBTOro macna.

'H AMP (400Mru, CDCls): & 7,99 (bs, 1H, Pyr-H),
7,25 (g, J=8,69'y, 2H, Ar-H), 7,17 (g, J=8,95I'y, 2H,
Ar-H), 6,00 (g, J=5,94I'u, 1H, Pyr-H), 5,08 (c, 2H,
CHz-Ar), 4,97 (bs, 1H, NH), 4,21 (ywwup.c, 2H, CHH),
3,24 (ywwup.c, 2H, CH2-N), 2,75 (ywwp.c, 2H, CHH),
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2,48 (c, 3H, CHzs), 2,35 (c, 3H, CHa), 1,82-1,65 (m,
3H, CHH, CH), 1,27-1,12 (m, 2H, CHH).
MC(M+1): 387,34.
Mpuknag 20:
BeHaun-4-{[(6-xnop-4-nipumiguHin)amiHolmeTun}-
1-ninepuanHkapbokecunat

)
Cf\o O\znﬁa

BkasaHy B 3aronoBky Cronyky ogepxyBanu, siK
onucaHo B npuknagi 13, 3a BUHATKOM TOro, WO $K
BUXiOHI marepianu BMKOpUCTanu 4,6-
avxnopnipumignH  (1,26r, 8,45mmonb) 3amictb 6-
xnopnypvHy i gogasanu TEA (2,80mn, 20,13mmonb)
B 10mn OM®. B pesynbTaTi ogepXyBanv BkasaHy B
3arooBKy CMONyKy y BUrMsAAi XKOBTOro mMacra.

'H AMP (400Mru, CDCl3): & 8,32 (c, 1H, Pyr-H),
7,37-7,28 (m, 5H, Ar-H), 6,35 (c, 1H, Pyr-H), 5,72 (c,
1H, NH), 5,13 (¢, 2H, CHz-Ar), 4,22 (ywwmp.c, 2H,
CHH), 3,23 (ywwp.c, 2H, CH>-N), 2,78 (ywwup.c, 2H,
CHH), 1,85-1,66 (m, 3H, CHH, CH), 1,27-1,10 (m, 2H,
CHH).

MC (M+1): 361,32.

Mpuknag 21:

BeHaun-4-{[(2-amiHo-9H-nypuH-6-
in)amiHolmeTun}-1-ninepnavHkapbokennat

H,
X

wC H“O.IOVO

BkasaHy B 3arofioBky Cronyky ogepXKyBamnu, siK
onucaHo B npuknagi 13, 3a BMHATKOM TOro, WO $K
BUXiOHI martepianu BUKOpUCTanu 6eH3un-4-
(amiHomeTun)-1-ninepuanHkapbokecunat (300w,
1,21MMorb) i 4-amiHO-6-xropnypuH (68wmr,
0,40mmonb). B pesynbTaTi ogepXyBanu Bka3aHy B
3aroroBKy CMONyKy y BUrMsAAi XXOBTOro mMacna.

H amP (400MTlu, CDCIs): 6 7,60 (c, 1H, nypuH-
H), 7,38-7,28 (m, 5H, Ar-H), 6,01 (vbs, 1H, NH), 5,12
(c, 2H, CH>-Ar), 4,86 (vbs, 2H, NHy), 4,19 (ywwp.c,
2H, CHH), 3,48 (ywwp.c, 2H, CH>-N), 2,77 (ywwp.c,
2H, CHH), 1,88-1,70 (m, 3H, CHH, CH), 1,30-1,13
(m,2H, CHH).

MC(M+1): 382,31.

Mpuknag 22:

BeHaunn-4-{[(6-xnop-3-nipugasuHin)amiHolmeTnn}-
1-ninepuanHkapbokcunaT

X,
o O\,nm

BkasaHy B 3aronoBKy CMONyKy oAepXXyBanu, siK
onucaHo B npuknagi 13, 3a BUHATKOM TOro, WO $IK

BUXigHi mMatepianm BUKOpMCTanu 6eH3nn-4-
(amiHomeTun)-1-ninepuamHkapbokcunat (1,08r,
4,34mmorb) i 3,6-guxnopnipngiasuH (636Mmr,

4,34MMO0MNb), 3 OdEepXaHHAM BKa3aHOI B 3aronoBKy
CMONyKN y BUIMSIAi X)KOBTOro Macna.

H amp (400MTl'u, CDClg): & 7,38-7,28 (m, 6H,
Pyr-H, Ar-H), 7,15 (g, J=9,24I'y, 1H, Pyr-H), 5,12 (c,
2H, CHz-Ar), 4,89 (ywwup.c, 1H, NH), 4,22 (ywwp.c,
2H, CHH), 3,32 (ywwup.c, 2H, CHz-H), 2,78 (ywwup.c,
2H, CHH), 1,96-1,82 (m, 1H, CH), 1,77 (ywwp.g,
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J=12,34I"u, 2H, CHH), 1,27-1,12 (m, 2H, CHH).
MC(M+1): 361,27.
Mpuknag 23:

0
BN
SAASY N
o

BbeHann-4-[(3-nipnaasnHinamiHo)meTnn]-1-
ninepnavHkapbokcunar

BeHnann-4-{[(6-xnop-3-nipugasuHin)amiHolmeTnn}-
1-ninepnanHkapbokeunat  (npuknag 22) (400wmr,
1,11mMmonb) po3unHANM B abCoMTHOMY eTaHoni.
MoTim gopaBanu Hikenb PeHes (65wmr, 1,11MMonb) i
nepemillyBanu ogepxaHy peakuiiiHy cymill B aTMOC-
depi BogHwo (1atm.) npotarom 18roa. Katanizatop
inbTpyBanu i KOHUEHTpyBanu hinbTpaTt npu 3Hmxe-
HoMmy Tucky. OpgepxaHe Mpo3ope Macno ouuLianu
MeTOAOM XpomaTorpadpii Ha cunikareni 3 ogepxaH-
HSIM BKa3aHOi B 3arofioBKy CMOMyKW y BUrMsA4i Npo3o-
poro macna.

'H AMP (400Mry, CDCls): d 8,54 (np, J=4,48,
1,28y, 1H, Pyr-H), 7,38-7,29 (m, 5H, Ar-H), 7,14 (na,
J=9,05I'y, 4,48y, 1H, Pyr-H), 6,61 (aa, J-8,96Iy,
1,28y, 1H, Pyr-H), 5,12 (c, 2H, CH,-Ar), 4,83
(ywwp.c, 1H, NH), 4,22 (ywwp.c, 2H, CHH), 3,33
(ywwp.c, 2H, CH>-N), 2,78 (ywwup.c, 2H, CHH), 1,96-
1,71 (m, 3H, CHH, CH), 1,27-1,12 (m, 2H, CHH).

MC (M+1): 327,25.

Mpuknag 24:

BeHnann-4-{[(6-riapokcu-3-
nipyaasuvHin)amMiHolmetun}-1-ninepmanHkapbokcunat

Aoy
AASV
“N” OH

Bensun-4-{[(6-xnop-3-nipugasuHin)amiHolmeTnn}-
1-ninepnanHkapbokennat  (npuknag  22) (37w,
0,10MMOnNb) PO3YMHANN B OUTOBIA KMCMOTI (5mn) 3
auetaToMm HaTpito (82mr, 1,00mmonb) i HarpiBanu oo
100°C npotarom 18roa. JIeTki KOMNOHEHTW BUAANANM
npy 3HWXKEHOMY TWUCKY i PO3MOAINSANU 3anuoK MixX
HacuyeHum posdunHom NaHCOs; i etunauetatom. Op-
raHivyHi komnoHeHTn cywmnu Hag Na SO, inbTpy-
Banu i KOHUEHTPYBanNu npu 3HWXEHOMY TUCKY 3 ofe-
pXaHHAM BKa3aHOi B 3arorfioBKy CMOMyku y BUMMAAI
npo3oporo macna.

'H AMP (400Mru, CDCls): & 10,78 (ywwup.c, 1H,
OH), 7,38-7,29 (m, 5H, Ar-H), 6,83 (g, J=10,01", 1H,
Pyr-H), 6,78 (g, J=9,77T"u, 1H, Pyr-H), 5,12 (c, 2H,
CH>-Ar), 4,20 (ywwp.c, 3H, CHH, NH), 3,11 (ywwp.c,
2H, CH>-N), 2,78 (ywwp.c, 2H, CHH), 1,87-1,65 (m,
3H, CHH, CH), 1,23-1,13 (m, 2H, CHH).

MC (M+1): 343,34.

Mpuknag 25:
BeHnannosun edip 4-(nipasunH-2-
inamiHomeTun)ninepnanH-1-kap6oHOBOI KUCIOTH
a

oo ’

BeHsun-4-dopmin-1-ninepuanHkapbokcmnaT
[P.E. Maligres, Tetrahedron, 53(32): 10983-10992
(21997)] (100mr, 0,40mMmonb) i amiHonipasuH (46mr,
0,48MMoOnnb) po34nHANKM B Tonyoni B atMocdepi a3oTy
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i HarpiBanu i3 3BOPOTHMM XOMOAUIIBHUKOM B yMOBax
Oina-Ctapka npotarom 18rog. JleTki KOMMOHEHTU
BMAANSANM Y BaKyyMi, 3anMLLOK PO3YMHSNM B €TaHONi i
06pobnsnu Heeenuknmu nopuismm TBepgoro NaBH,
(76mr, 2,00mmonb). PeakuiHy cymill BUTpUMyBanmu
npu 20°C npotarom 1rog., a noTiM racunu gogasBaH-
HAM 2H HCI. PeakuiiHy cymiw nignyroByBanu gona-
BaHHAM 1M NaOH i gBivi ekctparyBanu eTunaueta-
ToM. OG'eAHaHi OpraHiyHi KOMMOHEHTW CyLWIMNN Haj
Na;S04, dinbTpyBanu i KOHUEHTPYBanu Yy BaKyyMi.
OpepxaHuid 3anuuok ounwann Metogom BEPX i3
obepHeHol ha3oo 3 ogepKaHHAM BKa3aHoi B 3aro-
NOBKY CMOMyKX y BUrNSAAi XOBTOro Macna.

'H AMP (400Mrwu, CDsOD): & 8,08 (g, J=1,01rw,
1H, Pyr-H), 7,95 (ga, J=3,29I"y, 1,37Tu, 1H, Pyr-H),
7,71 (g, J=3,29I'y, 1H, Pyr-H), 7,35-7,28 (m, 5H, Ar-
H), 5,10 (c, 2H, CH»-Ar), 4,18-4,14 (m, 2H, CHH),
3,27 (m, J=2,14T'u, 2H, CHx-N), 2,83 (ywwup.c, 2H,
CHH), 1,88-1,65 (m, 3H, CHH, CH), 1,23-1,09 (m, 2H,
CHH).

MC (M+1): 327,26.

Mpuknag 26:

BeHaun-4-[(1,3-tiaszon-2-inamiHo)meTunrn]-1-
ninepnavHkapbokcunar

O .
O™ 0,

BkasaHy B 3aronoBKy CMOnyKy OOepXXyBamnu, siK
onucaHo B npuknagi 25, 3a BMHATKOM TOro, WO §K
BUXiOHI MaTepianu Bukopuctanu 6eH3un-4-copmin-1-
ninepnamHkapbokeunat  (300mr, 1,21mmonb) i 2-
amiHo-1,3-tiazon (133wmr, 1,33MMonb) 3 ogepXaHHAM
BKa3aHOi B 3aronioBKy CrOMykW y BWIMSAI KOBTOrO
mMacna.

'H AMP (400Mru, CDCls): & 7,38-7,28 (M, 5H,
Ar-H), 7,07 (g, J=3,66l'y, 1H, Tiazon-H), 6,45 (g,
J=3,66I'y, 1H, Tiazon-H), 6,39 (ywwup.c, 1H, NH), 5,12
(c, 2H, CHz-Ar), 4,20 (ywwup.c, 2H, CHH), 3,15 (A,
J=6,58I'y, 2H, CH-H), 2,77 (ywwup.c, 2H, CHH), 1,89-
1,71 (m, 3H, CHH, CH), 1,26-1,10 (m, 2H, CHH).

MC (M+1): 332,34.

Mpuknag 27:

4-MeTtun6eHsnn-4-{[(3-metnn-2-
nipyaunHin)amiHolmeTnn}-1-ninepuanHkapbokcunat

jol °i”(l,nﬁ

Crapis 1:
BeHsnn-4-{[(3-metnn-2-
nipyaunHin)amiHolkap6oHin}-1-ninepmanHkapbokcmnat

e
oS

BeHaun-4-{[(3-meTnn-2-
nipuaunHin)amiHolkap6oHin}-1-ninepuanHkapbokcunat
odepxXyBanu, sik onMcaHo B nNpuknagi 1, 3a BUHSATKOM
TOro, WO $K BWXigHIi MaTtepianu Bukopuctanu 1-
[(6eHsunokcmn)kapboHin]-4-ninepnanHkapboHOBY  KuC-
noty (5,00r, 18,99mmonb), 2-aMiHO-3-MeTUNNipUANH
(2,16r, 19,94mmons), EDC (4,37r, 22,79MMonb),
HOAt (2,71r, 19,94mmonb) i AM® (3mn). BeHsun-4-
{[(3-meTnn-2-nipuaunHin)amiHo]kapboHin}-1-
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ninepyavHkapbokeunat BUAINSANM y BUIMA4i He 30-
BCiM 6inoi TBepaoi peyoBuHN i BUkopuctanu 6e3 no-
0anbLUOro OYULLEHHS.
Cragis 2:
(3-MeTunnipnguH-2-in)amig
KapOOHOBOT KNCMNOTH
o]

ninepuauH-4-

Benann-4-{[(3-meTun-2-
nipuaunHin)amiHolkap6oHin}-1-ninepmgnHkapbokcmnat
(5,45r, 15,42mmorb), onucaHuin Buwe Ha cTagii 1,
cycrneHgyBanu B abcontoTHoMy eTaHoni (250mn) i
06pobnanu 10% nanaaiem Ha Byrinni (1,50r) Ta iHTe-
HCUBHO nepeMiwyBanu npotsarom 18roa. B atmocdepi
BoAHto (1at™m.). Katanisatop BiadinsTpoByBaTH i KOH-
LeHTpyBanu insTpaT Npy 3HWKEHOMY TUCKY 3 ogep-
XaHHAaM  (3-meTunnipuauH-2-in)amigy ninepnauH-4-
KapbOHOBOI KUCNOTKM Yy BUIMSAI XXOBTOro Macna.

Crapis 3:

4-MeTtun GeHsunoBuii edip 4-(3-mMeTUnnipuanH-
2-inkapbamoin)ninepmaunH-1-kapboHOBOT KMCNOTK

(3-MeTunnipnamnH-2-in)amig ninepuanH-4-
kapboHoBoi kucnotu (100mr, 0,46mMmonb), onucaHui
BULLIE Ha cTagii 2, i N-[4-
(MeTnnbeH3nnokcm)kapOoHinokculcykumHimig (127wmr,
0,48mmonb) 06'egHyBanu B IM® npu KiMHaTHIN Tem-
nepaTtypi Ta IiHTEHCMBHO nepemillyBanu MpoTArom
15xB. loTiM ogepxaHy peakuiHy Ccymill ouuwanu
meTtoaom npenapatueHoi BEPX i3 obepHeHow da-
3010 3 ogepxaHHAM 4-meTunbeHsnnosoro eqgipy 4-(3-
MeTUnnipuanH-2-inkapbamoin)ninepuamnn-1-
KapOOHOBOI KNCMNOTY Y BUMMSIAI MPO30pOoro macna.

Crapgis 4:

4-MeTnnbeHsunosuii edip 4-[(3-meTunnipnamH-
2-inamiHo)meTun]ninepnanH-1-kap6oHOBOI KUCNOTH

miu%

4-Metun 6eH3vnoBui edip 4-(3-MeTUnnipuanH-
2-inkap6amoin)-ninepnanH-1-kap6oHoBOI Kucnotu
(65wmr, 0,18MMmorb), onncaHui BuWwe Ha ctagii 3, 0b-
pobnann 1M BHs-TI® (1,80mmonb, 1,80mn, 1M B
Tr®) npotarom 10xB. i BUTpUMYyBanu npu KiMHaTHIN
Temnepatypi npotarom 4roa. PeakuinHy cymiw racu-
nn noeinbHUM gogaBaHHsaM 2H HCl Ta iHTEHCMBHO
nepewmiwysanm npotdarom 30xB. PeakuinHy cymiw
nignyroByBanu [AOAaBaHHAM HACUMYEHOro PO3YMHY
NaHCOg; i gBidi ekctparyBanu etunauetatoMm. O6'ea-
HaHi OpraHiyHi KOMMNOHEHTW MpOMUBAaNM HacU4YeHUM
COMbOBUM PO34nHOM, cywmnu Hag Na;SOa, PinbTpy-
Banu i KOHLEHTPYBanu y BakyyMmi 3 ogepaHHsim Ginoi
niHKW, SIKy ouMwanu MmetTogomM xpomarorpaddii Ha cuni-
kareni (entototoum CH,Cl2/CH3;0OH/NH4OH Big 99/10/1
Ao 95/5/0,5) 3 ogepxaHHAM cnonyku npuknagy 27 y
BMIMS4i XKOBTOro Macna.

'H AMP (400Mru, CDsOD): & 8,00 (a, J=2,47T,
1H, Pyr-H), 7,26-7,15 (m, 6H, Pyr-H, Ar-H), 6,88 (aa,
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J=7,03y, 5,12y, 1H, Pyr-H), 5,08 (c, 2H, CH-Ar),
4,18 (ywwup.c, 2H, CHH), 3,39 (ywwup.c, 2H, CH>-N),
2,78 (ywwmp.c, 2H, CHH), 2,35 (c, 3H, CHs), 2,07 (c,
3H, CHj3), 1,90-1,60 (m, 3H, CHH, CH), 1,30-1,10 (m,
4,16y, 2H, CHH).

MC(M+1): 354,41.

Mpuknapg 28:

4-dTopbeH3nn-4-{[(3-metnn-2-
nipyaunHin)amiHolmeTnn}-1-ninepuanHkapbokcunat

X
o :
o Ovuf;l
F
Cronyky ninepuanHy (600mr, 2,74mMmonb), onu-

caHy Ha cTagii 2 npuknagy 27, obpobnsanu Bignosia-
HO Ao cTagin 3 i 4 npuknagn 27, 3a BUHATKOM TOrO,

o Ha cTagii 3 3aMiCTb N-[4-
(MeTUNBeH3MNoKCK)kapOOHINOKCU]CYKLMHIMIQY — BWKO-
puctanu N-[4-

(dbTOpbBeHannoken)kapboHinokem]cykumHimig  (805mr,
3,01mmonb) 3 ogepxaHHaM  4-pTopbeHsnn-4-{[(3-
MeTun-2-nipugunHin)amiHolmeTmn}-1-
ninepnavHkapbokcunaTy y BUrnsai npo3oporo macna.

'H AMP (400Mru, CDCl3): & 7,99 (a, J=4,29Tw,
1H, Pyr-H), 7,34-7,31 (m, 2H, Ar-H), 7,20-7,18 (m, 1H,
Pyr-H), 7,05-7,00 (m, 1H, Pyr-H), 6,50 (g, J=7,13I"y,
5,12l'y, 2H, Ar-H), 5,08 (c, 2H, CH-Ar), 4,22 (ywwp.c,
3H, CHH, NH), 3,38 (ywwup.c, 2H, CH2-N), 2,77
(ywwmp.c, 2H, CHH), 2,06 (c, 3H, CHgs), 1,84-1,77 (m,
3H, CHH, CH), 1,26-1,12 (m, 2H CHH).

MC(M+1): 358,35.

Mpuknag 29:

4-XnopbeHann-4-{[(3-metun-2-
nipuauHin)amiHolmeTnn}-1-ninepuanHkapbokeunat

AT “I’O\/nfj

Cronyky ninepuavHy (600mr, 2,74mMmonb), onu-
caHy Ha cTagii 2 npuknagy 27, obpobnsanu Bignosia-
HO Ao cTagin 3 i 4 npuknagu 27, 3a BUHATKOM TOrO,

o Ha cTagaii 3 3aMicTb N-[4-
(MeTUNBEH3MNOKCH)kapOOHINOKCU]CYKLMHIMIQY — BMKO-
puctanu N-[4-

(xnopbeHannokcu)kapboHinokcu]cykumHimig — (855mr,
3,01mmonb) 3 opepxaHHaM  4-xnopbeHaun-4-{[(3-
MeTun-2-nipugunHin)amiHolmeTmn}-1-
ninepuavHkapbokcunaTty y BUrnagi npo3oporo macna.

'H AMP (400Mru, CDCl3): & 7,99 (aa, J=4,90ry,
1,23y, 1H, Pyr-H), 7,32-7,27 (m, 4H, Ar-H), 7,20-
7,18 (m, 1H, Pyr-H), 6,50 (pg, J=7,18'y, 5,08y, 1H,
Pyr-H), 5,08 (c, 2H, CH-Ar), 4,20 (ywwp.c, 3H, CHH,
NH), 3,38 (ywwup.c, 2H, CH>-N), 2,78 (ywwup.c, 2H,
CHH), 2,06 (c, 3H, CHs), 1,90-1,72 (m, 3H, CHH, CH),
1,26-1,12 (m, 2H CHH).

MC(M+1): 374,31.

Mpwuknag 30:

3-dTopbeH3un-4-[(4-nippanHinamiHo)meTnn]-1-
ninepuanHkapbokcunat

Crapis 1:

N-(4-ninepuanHinmeTvn)-4-nipuamHamiH

BeHsun-4-[(4-nipuanHinamiHo)meTtun]-1-

75392 60

ninepuavHkap6okeunat (npuknag 1) (7r, 21Mmonb)
po3unHsAnu B abcontoTHomy etaHoni (150mn) 3 10%
nanagiem Ha Byrinni (700mr) i nepemiwysanu B aTmMo-
cepi BogHw (1aTtm.) npotarom 2rof. Katanizatop
BigiNbTpOBYBaTU i KOHUEHTpyBanu inbTpaT npu
3HWXKEHOMY TUCKY 3 ofiepXXaHHAM N-(4-
ninepuavHinMeTvn)-4-nipuanHamMidy y BUrnsgi nposo-
poro macna, sike BMKopucTanu 6e3 noganbLuoro oYu-
LLIEHHS.

Cragia 2:

3-dTop6eH3un-4-[(4-nippanHinamiHo)meTmn]-1-
ninepnamHkapbokeunat

rdane'

3-dTopbeHsunosuii  cnupt  (30mr, 0,24MMonb)
06pobnsanu TpudocreHom (24mr, 0,08mmons) i N-(4-
ninepuavHinMeTun)-4-nipuamHamiHom (50mr,
0,26mmonb) | BuTpuMyBanu npu 40°C npotsarom 45xs.
OpepxaHy peakuiiHy cymiw posnoginanu mix 0,5M
NaOH i etunauetatom. OpraHi4yHi KOMNOHEHTUN PO3-
ainanu, cywmnnun Hag NaxSOa, dinbTpyBanu i KOHUEH-
TpyBanu npu 3HmwkeHoMy Tucky. OpgepxaHe macno
ounwiann metogom npenapatmeHoi BEPX 3 ogep-
XaHHam TPO-coni cnonyku npuknagy 30 y Burnsgi
XKOBTOro Macna.

MC (M+1): 344,36.

Cronyku HacTynHux npuknagis 32-36 ogepxysa-
NN, K ONMcaHo BULLe Ans cnonyku npuknagy 30, ane
3aMiHo4YM  3-OTOPOEH3NNOBUIA CNMPT BiAMNOBIAHUM
CNUpTOM.

Mpuknag 31:

2-MeTtun6eH3unn-4-[(4-nipuavHinamiHo)metun]-1-
ninepnavHkapbokcunat

L

MC (M+1): 340,38.

Mpuknag 32:

3-MeTtunbeHann-4-[(4-nipnavHinamiHo)meTtun]-1-
ninepnavHkapbokcunar

¢ Ol

MC (M+1): 340,39.

Mpuknag 33:

4-MeTnn6eHsun-4-[(4-nipugnHinamiHo)meTumn]-1-
ninepuanHkapbokeunaT

jol ‘i'OVn@

MC (M+1): 340,29.

Mpuknag 34:

2-MeTokcnbeHsun-4-[(4-nipugnHinamiHo)meTun]-
1-ninepnanHkapbokcunat

MC(M+1): 356,37.
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Mpuknag 35:
3-MeTokcnbeHsun-4-[(4-nipugnHinamiHo)meTun]-
1-ninepuamnHkapbokecmnat

O™ Curg,y

MC (M+1): 356,37.

Mpuknag 36:

4-MeTtokenbeHsun-4-[(4-nipuanHinamiHo)meTnn)-
1-ninepuanHkapbokecunaT

Q
ges
N
\O/O/\ \@
MC (M+): 356,36.
Mpuknag 37:

4-dTopbeHsunn-4-[(2-nipumignHinamiHo)metun]-1-
ninepnavHkapbokeunar
X
ICAASE
F U

BeHann-4-[(2-nipumigmHinamiHo)meTtun]-1-
ninepnavHkapbokeunat (npuknag 16) rigpysanu, sk
onucaHo Ha ctagii 1 npuknagy 30. O6pobnsanu N-[4-
(dbTOpOEH3NNOKCH)KapOOHINOKCH]CYKLMHIMIZOM, K
onucaHo Ha ctagii 3 npuknagy 27, 3 ogepXaHHaMm 4-
dpTopbeHann-4-[(2-nipumignHinamiHo)meTnn]-1-
I'Iil'le?l/lﬂl/lHKapﬁoKCMJ'laTy.

H AMP (400MIy, CDCI3): d 8,26 (g, J=4,89I'u,
2H, Pyr-H), 7,35-7,27 (m, 2H, Ar-H), 7,05-7,01 (m, 2H,
Ar-H), 6,53 (1, J=4,76I'y, 1H, Pyr-H), 5,45 (ywwp.T,
J=5,73ly, 1H, NH), 5,08 (c, 2H, CHz-Ar), 4,20
(ywwp.g, J=27,6'y, 2H, CHH), 3,32 (T, J=6,22I"y, 2H,
CHx-N), 2,77 (ywwup.c, 2H, CHH), 1,83-1,75 (m, 3H,
CHH, CH), 1,26-1,15(m, 2H (CHH).

MC (M+1): 345,35.

Mpuknag 38:

4-XnopbeHann-4-[(2-nipumignHinamiHo)meTunn]-1-
ninepnavHkapbokcunat

X
A Clvnﬁ

BkasaHy B 3arofioBky Crnonyky OAepXyBamnu, siK
onucaHo B npuknagi 37, ane 3amiHoun H-[4-
(dbTOpOEH3NMNOKCH)KapOOHINOKCH]CYKLMHIMIA N-[4-
(XJ'IOP6€H3VIJ‘IOKCVI) KapbOHINOKCH]CYKLMHIMIZOM.

H AMP (400Ml'y, CDCls): 6 8,25 (g, J=4,75Iu,
2H, Pyr-H), 7,33-7,27 (m, 4H, Ar-H), 6,51 (T,
J=4,84T"u, 1H, Pyr-H), 5,77 (ywwup.c, 1H, NH), 5,08 (c,
2H, CHz-Ar), 4,18 (ywwp.c, 2H, CHH), 3,32 (ywwup.T,
J=6,12I'y, 2H, CH2-N), 2,77 (ywwup.c, 2H, CHH), 1,84-
1,75 (m, 3H, CHH, CH), 1,26-1,12 (m, 2H CHH).

MC (M+1): 361,32.

Mpwuknag 39:

BeHsnnosun edip (umc)-3-rigpokcn-4-(nipnamH-4-
inamiHomeTun)ninepnanH-1-kapboHOBOI KUCMOTH

Crapgisa 1:

1-beHsun-4-rigpokcumeTnnninewanH-3-on

O

OH

75392 62

Bopriapna HaTtpito (40r) gogaesanu nopuismu oo
pO34KHY, wo nepemillyeTbcs, H-6eH3nn-3-
okconinepuanH-4-kapbokcunatrigpoxnopugy  (23,6r,
90mmonb) B MeTaHoni (500mn) npoTsrom 2roA. lNMosi-
neHO gopdasanu sody (300mn), nepemillyBanu CymiLl
npotsarom 15xB. i NOTiIM BUNapoByBanu opraHiyHi Kom-
noHeHTU. 3anuwok Tpudi posnoginanmu Mix OXM i
BoAo0, 0ob'eAHaHi opraHivHi wapu cywunn Hag 6es-
BOAHMM CynbdaToM HaTpito i BUNapoByBanun po3yvmH-
HUK 3 ofEepXKaHHAM 1-6eH3nn-4-
rigpokCUMeTUnninepuanH-3-ony y BUMAGI  Cymilli
umuc/TpaHcisomepiB, SKi BMKOPUCTanM Ha HaACTYMHIn
cTafii 6e3 noaanbLOoro O4YULLEHHS.

MC (M+1): 222.

Cragisa 2:
BeHaunnosui edip 3-rigpokcu-4-
rigpokcumeTunninepnanH-1-kapOoHOBOT KUCNOTH
o]
Neaae
OH

Po3unH 1-6eH3un-4-rigpokcumeTunninepuamH-3-
ony (13,5r), onucaHoro BuLle Ha cTagii 1, B MeTaHoni
(450Mmn) rigpysanu npu Tucky (50psi) Hag 20% rigpo-
kevgom nanagito Ha Byrinni (10r) npotarom 48roa.
Tpboma nopuisgmun. O6'egHaHi peakuiviHi cymii dinb-
TpyBanu i ynaptoBanu inbtpat 3 OAepKaHHAM Mac-
na. Macno posumHsanu y Bogi (100mn) i Agiokcani
(100mn), oxonogxxysanu go 5°C i nosinbHO Aogasanm
6eHsunxnopodgopmatr (7,8mn) 3 popaBaHHsm 1M
NaOH gns nigtpumkn pH=10-11. Yepes 30xB. Buaa-
NSANU oxonompkytody 6aHo | nepemillyBanu peakuinHy
cymiw npotarom 30xB. PeakuinHy CyMill KOHLEHTPY-
Banu AN BMAaneHHsa AiokcaHy i Tpudi ekctparysanmu
sannwok EtOAc. O6'egHaHi ekcTpakTu npomMuBanu
HaCM4YEeHNM CONbOBUM PO3YMHOM, Cywmnu Hag 6es-
BOAHVM CynbdaToM HaTpito i BUNapoByBanu po3yunH-
HUK 3 ofepXaHHAM CyMilli unc/TpaHcizomepiB 6eHan-
nooro edipy 3-rigpokcu-4-rigpokcumeTunninepuanH-
1-kap6boHoBOI K1cnotn. Ounwanm MeToaoM KOJNOHKO-
BOi dhnew-xpomarorpadii (entototoum Big 80% EtOAC
rekcaH 00 5% MeOH EtOAc) 3 ogepXaHHAM LUCi30-
Mepy 3 BENVKUM 3HadyeHHsM Rf (romoBHUI npoaykT) i
TpaHCi3oMepy 3 MEHLIMM 3HadeHHsM Rf (MiHOpHMI
npoayKT).

MC (M+1): 266.

Crapgia 3:

Bensunosuii edip (umc)-3-rigpokcun-4-(tonyon-4-
cynboHinokcumeTun)ninepuanH-1 -kapboHoOBOI Kkunc-
notu1

Vg 70

Po3unH 6eH3unosoro edipy (uuc)-3-rigpokcu-4-
rigpokcumeTunninepuanH-1-kap6oHoBoiT KWUCAOTU
(7,65r), onucaHoro BuLe Ha cTagii 2, B xnopodopMi
(200mMn) obpobnsnu  nipugnHom  (2,6mn) i 4-
TonyoncynbdoHinxnopugom (6,05r) i HarpiBanu pea-
KuiHy cymiw go 60°C npotsrom 18roa. [o oxono-
OKEHOI peakuiHoi CyMmiwi OogaTKoBO gogasanu Mi-
puauH (0,85mn) i 4-tonyoncynbdoHin-xnopug (2,0r) i
NPoOOOBXYyBann HarpiBaHHsa nNpoTArom we 24rof.
OpepkaHy peakuiliHy cymill oxonoxyeanu OO KiM-
HaTHoi TemnepaTypu i npomuBanu 10% BOOHWM pO3-
YMHOM NMMOHHOI KMCMOTW | BOAOM, CyLUMNU Hag 6es-
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BOOHUM Cynb(haToM HaTpito i BUNapoByBann poO3yuH-
HUK 3 OfEPXaHHAM MNiCNs OYULLEHHSA METOOOM KOIOH-
KoBOi  (onew-xpomarorpacpii  6eH3unosoro  edipy
(umc)-3-rigpoken-4-(tonyon-4-cyn  b(OHIN  OKCUMe-
TMn)ninepuanH-1-kapboHOBOI KMCMOTH.

Crapgis 4:

BeHannosun edip (umc)-4-amiHomeTUn-3-
rigpokcuninepnanH-1-kapboHOBOI KMCNOTH

Weaae

Po3unH TOo3unarty (6,80r), onucaHoro Bulie Ha
ctagii 3, posunHanm 8 AM® (50mn) i 06pobnsanv asu-
AoMm Hatpito (3,16r). MNoTim peakuinHy cymiw Harpisa-
nm go 50°C npotdarom 48roA., oxonogxysanu o Kim-
HaTHOi  TemnepaTtypwu i posnoainsnm MiXK
po36aBreHM BOAHUM pOo34MHOM BikapboHaTy HaTpito
i EtOAc. OpraHiyHui wap npoMuBanu Hacu4YeHUM
CONMbOBMM PO34YMHOM, CYLUMNU Hag 6e3BOAHMM Cynb-
daTom HaTpilo i BMNapoByBanv PO3YUMHHUK 3 odep-
XaHHam asungy (5,23r), akuin podunHanu B TTd (50mn)
i 0bpobnanu TpudeHindocoiHom (14,07r) i Bogot
(3,25mn). PeakuinHy cymill nepemillyBany npoTsrom
18rog. mMpu kiMHaTHIM TemnepaTtypi, BunapoByBanu
NEeTKi KOMMOHEHTN i oYMLLany 3anuoK MeTogoM Ko-
NOHKOBOI dnewl-xpomarorpadii (entotoroum Big OXM
no OXM/MeOH/MH4OH 80/20/2) 3 opepxaHHsIM 6eH-
3UN0BOr0 edipy (umc)-4-amiHomeTun-3-
rigpokcuninepmaunH-1-kapboHoBOi KACNOTK y BUrMsAdi
macna.

MC (M+1): 265.

Crapgisa 5:

BeHsunosun edip (umc)-3-rigpokcu-4-(nipyamH-4-
inamiHomeTun I'III'IepVI,D,VIH -1-kapb0oHOBOI K1MCNOTU

n,@iO

CyMILLI 6eH3unoBoro egipy (umc)-4-amiHomeTun-
3-rinpokcmninepunamH-1-kap6oHoBOT kucnotu (245wmr),
onucaHoro Buwe Ha cTagii 4, 4-xnopnipuaunHy
(105wmr) i isonponaHony (0,4mn) HarpiBanu go 120°C
B FepMEeTUYHIN Nnsweyli nNpoTarom 24rod., OXOro-
OXyBanu 0o KiMHaTHOI Temnepartypu i BunapoByBanu
pPO34MHHMKN. OfepkaHy HEOUYULLEHY CyMill ouunLLaniu
METOZOM KOJOHKOBOI dbneL-xpomaTorpadii (entoto-
toum Big AXM po OXM/MeOH/NH,OH 80/20/2) 3 one-
pXXaHHsIM HeouneHoro 6eHsunoBoro edipy (Umuc)-3-
rigpokeun-4-(nipugnH-4-inamiHomeTun)ninepmuanH-1-
kapboHoBOi KMCnoTW. [aHui npoaykT ouuwanu me-
TOAOM npenapaTMBHOK KosnoHkoBow BEPX i3 ob6ep-
HeHow hasoto (entotoroum rpagieHTom Big H,O/MeCN
95/5 po 100% MeCN, wo mictats 0,1% TPO). Micns
ynaploBaHHs OfilepXXyBanu Macro, sike po3noginanv
Mixx OXM i BogHMM po3unHom GikapboHaTy Hatpito.
OpraHivyHuii wap cywunu Hag 6e3sogHuM cynbda-
TOM HaTpito i BUNapoByBanu PO34YMHHUK 3 OfepXKaH-
HSM 6inoi TBEpAOT PEYOBMHN.

MC (M+1): 342.

Mpwuknag 40:

BeHaunosui egip (-)-(umc)-3-rigpokcn-4-
(nipuanH-4-inamiHomeTun)ninepuaunH-1-kapboHoBoi
KncnoTu i (+)-(unc)-3-rigpokcu-4-(nipuanH-4-
inamiHomeTun)ninepuanH-1-kap6oHOBOI KUCMOTH
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EHnaHTiOMepn  ©OeHaunoBoro edipy  (umc)-3-
rinpokcu-4-(nipuaunH-4-inamiHomeTun)ninepuaunH-1-
KapbOHOBOI KMCNOTU pO3AINSAnNM MeToaoM npenapa-
TMBHOI BEPX Ha konoHui Chiralpak® AD, entoiotoum
(0,1% pieTnnamiHom B rekcani)/isonponaHonom 70/30
3 ofepXaHHAM (-)-eHaHTioMepa, WO BUXOAUTb PaHi-
we, i (+)-eHaHTiOMepa, L0 BUXOANTb Ni3HiLLe.

Mpuknag 41:

4-MeTunbeHsunosui  edip  (umuc)-3-rigpoken-4-
(nipuanH-4-inamiHomeTun)ninepuaunH-1-kapboHoBoi
KncnoTu

Crapis 1:

BeHnavnnosun edip 3-rinpokcmn-4-[(2,3,5,6-
TeTpaxnopnipuanH-4-in-amiHo)meTun]ninepnamH-1-
KapOOHOBOT KNCMNOTK

o "i“\O

2,3,5,6-TeTtpaxnop-4-HitponipnavH [S.M. Roberts
et al., J. Chem. Soc. C, 2844-2848 (1968) (1,7r,
6,5vmMornb) goaaBany 40 po3ynHy 6eHsunosoro edi-
py (umc)-4-amiHomeTun-3-rigpokcuninepuanH-1-
kapboHoBoi kmcnotn (1,71r, 6,49mmonb) i N-
metunmopdoniHy (0,785vn, 7,15mmons) B TI®
(50mn) npu kiMHaTHIM TemnepaTypi. OgepxaHy peak-
LinHY cymiw nepemiwyBanm npotarom 18rog. mpwu
KIMHaTHI TemnepaTtypi, NOTIM pO3MOAINANN  MixX
EtOAc i Bogoto. OpraHiyHuiA Wwap npommBanu Hacu-
YEHUM pPO34YMHOM BikapOoHaATOM HaTpIto, CyLIMIM Hapg,
6e3BoaHMM cynbdaToM HaTpito i BUNapoByBanu pos-
YMHHKK 3 OEepPXXaHHSAM HEOYMLLEHOrO MPOAYKTY, SIKUN
oymLLEanu MeToa0M KOMOHKOBOI doneLu-xpomaTorpadii
(entotoroum 20-80% EtOAcC B rekcaHi) 3 ogepxaHHAM
©eH3nnoBoro edipy 3-rigpokemn-4-[(2,3,5,6-
TeTpaxnopnipuanH-4-inamiHo)meTunininepugnH-1-
KapOOHOBOI KNCMNOTMW.

MC (M+1): 478.

Cragia 2:

4-(MipnguH-4-inamiHomeTun)ninepuaunH-3-on
NH

CycneHsito 6eHaunosoro edipy 3-rigpokcu-4-
[(2,3,5,6-TeTpaxnopnipnanH-4-
inamiHo)meTun]ninepuamnH-1-kap6oHoBOT KWUCAOTH
(1,64r), onucaHoro Buwe Ha cragii 1, i kapboHaTy
kanito (6r) B etaHoni (200mn) rigpyBanu npu TUCKY
(60psi) Hag 1r 10% nanapito Ha Byrinni NPOTAroMm
5roa. Peakuiviny cymiw cinbTpyBanu i nobpe npomu-
Banu TBepAi pevyoBuMHM eTaHorom. dinbTpaT ynapto-
Banu, po3unHsanu B 40% MeOH OXM i ginbTpyBanm
3HOB. ®dinbTpaT ynapioBanu 3 ofepXKaHHAM Heo4u-
LLIeHOro 4-(nipygmnH-4-inamiHomeTun)ninepnamH-3-
ony, WO BMKOPUCTOBYETLCSA Ha HacCTynHiA ctagii 6e3
NOAAanbLIOTO OYMLLIEHHS.

Cragia 3:

4-MeTunbeHsunosui  edip  (Umuc)-3-rigpoken-4-
(nipnanH-4-inamixo-

MeTun)ninepmnanH-1-kap6oHOBOT KUCMNOTK
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]
A
Beagel

CycneHsito 4-(nipngvn-4-
inamiHomeTun)ninepnanH-3-ony (0,076r,
0,367MMmonb), onucaHoro Buule Ha ctagii 2, B AM®
(1,5mn) ob6pobnann  4-meTun6eH3unosuMm  edipom
2,5-piokconiponignH-1-inoBoro edipy BYriNbHOI KWC-
notu (0,097r, 0,37Mmonb) (MPOMiIXKHMIA NpoaykT 1a) i
nepemilllyBanv OfepXaHy peakuifiHy CyMi npuv KiM-
HaTHIn TemnepaTypi npoTarom 5xs. MNoTiM cymiw pos-
noainsanu Mk po3baBneHnM po3YnHoM KapboHaTy
HaTtpito i EtOAc. OpraHiyHui wap npoMuBanu Hacu-
YeHUM po3ynHoM GikapbGoHaTy HaTpilo i HacU4eHUM
CONMbOBMM PO34YMHOM, CYLUMNU Hag 6e3BoAHMM Cynb-
daTtom HaTpilo i BMNAPOBYBanuM PO3YMHHUK 3 OAep-
XaHHAM HeouuLeHoro npoaykty. [Mposogunu o4m-
LLIEHH MeTOOOM KOFIOHKOBOI dprieLu-xpomaTtorpadii
(emototoun Big OXM go OXM/MeOH/NH,OH 80/20/2)
3 opepXaHHAM 4-meTunbeHsnnoBoro eqipy (umc)-3-
rinpokcu-4-(nipugnH-4-inamiHomeTun)ninepyuaunH-1-
KapOOHOBOI KNCIOTMW.

MC(M+1):356.

Mpuknag 42:

4-Etunbensnnosun  edip  (umc)-3-rigpoken-4-
(nipnavH-4-inamiHomeTun)ninepnaunH-1-kapboHosoil
KncnoTu

b@}* S

BkasaHy B 3arofioBky Cronyky ogepXKyBamnu, siK
onucaHo Ha ctagii 3 npuknagy 41, ane 3amiHioum 4-
meTunbeHsunosui  edip  2,5-giokconiponiguH-1-
inoBoro edqipy ByriNbHOI KUCMOTK 4-eTNBeH3nNoBUM
edipom 2,5-giokconiponianH-1-inoBoro eqipy Byrinb-
HOI KMcnoTu (MpomixkHuin npoaykT 1d).

MC (M+1): 370.

Mpuknag 43:

Benaunosun edip (unc)-3-rigpokcu-4-(nipuamH-2-
inamiHomeTun)ninepuanH-1-kap6oHOBOI KUCMOTH

by
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Cywmiw 6eHannoBoro edipy (umc)-4-amiHOMeTWN-
3-rinpokcuninepunamnH-1-kapborHosoi  kucnotn  (0,1r,
378mmonb) i 2-dpTopnipuaunny (0,25mn) HarpiBanu oo
120°C npotarom 24 rog. PeakuiniHy cymiw posnogi-
nanu mix EtOAc i Bogor. OpraHiyHui Wwap npoMmmBa-
N HaCMYEHUM COMbOBWM PO3YMHOM, CYLUMNW Hap
6e3BogHMM cynbdaTtom HaTpilo | BUNapoByBanu pos-
YMHHUK 3 OfepXaHHSM HeouulieHoro GeH3nnoBoro
edipy (umc)-3-rigpoken-4-(nipnanH-2-
inamiHomeTun)ninepnanH-1-kap6oHoOBOI Kncnotu,
AKUA  ouMianM  MeToOOM  KOMNMOHKOBOI  dorelu-
xpomarorpadii (entototoumn Big 50% EtOAc B rekcaHi
80 5% MeOH EtOAc).

MC (M+1): 342.
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Mpuknag 44:
BeHaunnosuin edip 4-[(3-uiaHonipuaunH-2-
inamiHo)meTun]ninepnamH-1-kap6oHOBOT KUCIOTH

o,
' HN l N\

e

Cymiww 6eH3un-4-(amiHomeTun)ninepmuamnH-1-
kapbokcunaty (Mpuknag 13, cragia 1) (1,
4,03mmornb) i 3-uiaHonipuamHy (0,25r) HarpiBanu go
100°C npotdarom 30xB. PeakuiriHy cymiw posnogins-
nn mixx EtOAc i untpatHum 6ydepom (pH=5,2). Op-
raHiYHWIA Wap NPOMMBAaNM HACUYEHUM CONIbOBUM PO-
34MHOM, CyLUMnn Hag 6e3BogHMM Cynbdhartom HaTpilo
i BUNapoByBanu PO34YMHHWK 3 OfdepXXaHHAM TBepaol
peyoBMHU, AKYy nepemiwysanu 3 5mn edipy i 0,5mn
EtOAc npoTsirom 1 rog. i dinbTpyBanu 3 ogepxaHHAM
BKa3aHOi B 3arorioBKy CMOMNyku y BUrMagi TBepAoi
peyoBUHM.

MC(M+1):351.

Mpuknag 45:

BeHsunosui edip 4-[(3-xnopnipnanH-2-
inamiHo)meTun]ninepnanH-1-kap6oHOBOT KUCIOTH

cagel

CymiL 6eH3un-4-(amiHomeTn)ninepmMamnH-1-
kapbokcunaty (Mpuknag 13, cragia 1) (1r,
4,03mmonb) i 2,3-guxnopnipuamnHy (0,25r) HarpiBanu
po 100°C npotsrom 12roa. PeakuiiHy cymiw oxorno-
oxyeanu i posnoginsanu mix EtOAc i uutpatHum 6y-
depom (pH=5,2). OpraHiyHuin Wwap npommBanu Hacu-
YEHMM CONbOBUM PO34YMHOM, CyLLMNK Haa 6e3BogHNM
cynbaTtoM HaTpito i BUNApOBYBanu PO3YMHHUK 3
OLEpXaHHAM HeouumleHoro npoaykTy. [Nposoaunu
OYMLLEHHSA MeToA0M KOJTOHKOBOI dneww-
xpomatorpadii (entototoun 5-50% EtOAc B rekcani) 3
OofepXXaHHAM BKa3aHOi B 3arofioBKy CMosyKu.

MC (M+1): 360.

Mpuknag 46:

Benannosun edip 4-[(3-TpudpTopmeTrnnipnanH-
2-inamiHo)meTun]ninepnanH-1-kap6oHOBOI KUCHOTH

Cymiw 6eH3un-4-(amiHomeTun)ninepuamnH-1-
kapbokcunaty (mpuknag 13, cragia 1) (1r,
4,03mmonb) i 2-xnop-3-TpudTOPMETUNMIPUANHY
(0,25r) HarpiBanm go 100°C npotarom 12rop. Peak-
LiHYy CyMill OXONO[XyBanu i po3NOAINANU MixX
EtOAc i untpatHum Bydepom (pH=5,2). OpraHiyHun
lwap MpPOMUBAaNM HacWYEHWM COMbOBUM PO3UYMHOM,
cywmnu Hag 6e3BogHMM cynbgaTtom HaTpito i Buna-
pOBYBanu PO3YMHHUK 3 OAEpPXaHHAM HEeOYULLEHOro
npoaykty. MpoBoaunu O4MLLEHHSA METOAOM KOSOHKO-
BOi donew-xpomarorpadii (entototoumn 5-50% EtOAc B
reKkcaHi) 3 ofepXXaHHAM BKa3aHOi B 3arofoBKy Cro-
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MC (M+1): 394.
Mpuknag 47:
BeHaunosuin edip 4-[(3-xnopnipasunH-2-

inamiHo)mMeTun]ninepnanH-1-kap6oHOBOT KUCIOTH

goiu
HN._N
1)
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CymiLu 6eH3un-4-(amiHomeTun)ninepnanH-1-
kapbokcunaty (mpuknag 13, cragia 1) (1,25r,
5,04mmoneb) i 2,3-amxnopnipasvHy (0,25r) HarpiBanu
ao 100°C npotarom 1roa. PeakuinHy cymiw oxono-
Oxysanu i posnoginsanu mix EtOAc i HiTpaTHUM Gy-
depom (pH=5,2). OpraHiyHuin Lap npoMmBann Hacu-
YEHMM CONbOBUM PO34YMHOM, CyLUMNK Haa 6e3BogHNM
cynbaToM HaTpito i BUNApOBYBanu PO3YMHHUK 3
OLEepXXaHHAM HeouumleHoro npoaykTy. [lposoaunu
OYNLLEHHSA MeToA0oM KONOHKOBOI dnew-
xpomatorpadii (entototoun 5-50% EtOAC B rekcani) 3
OofepXaHHAM BKa3aHOi B 3arofiloBKy CMosyku.
MC(M+1):361.
Mpuknag 48:
BeHsunosun  edip  4-[(3-rigpokcunipasnH-2-
inamiHo)meTun] ninepmMaunH-1-kapboHOBOT KMCNOTK
Crapis 1:
3-[(NinepuanH-4-inmeTun)amiHo]nipasuH-2-on

o

BeH3nnosuin edip 4-[(3-xnopnipasunH-2-
inamiHo)meTun]ninepuamnH-1-kap6oHoBOT KNUCMOTH
(npuknag 47) (2,21r, 6,12mmonb) i 3M HCI (200mn)
HarpiBanu i3 3BOPOTHMM XONOAWIBLHUKOM MNPOTSArOM
18roa., oxonomxyBanu OO KiMHATHOI TemnepaTypw i
BMNapoByBanu neTki koMnoHeHTU. OpgepxyBanu ase-
OTPOMHY CyMilWl 3anuwKy 3 eTtaHonom (3x100mn),
notim nepemiwysanu 3 50mn edipy npotarom 1roa.,
dinbTpyBanu i ynaptoBanv TBepay peyvoBuHy 3 oaep-
YXaHHSAM KpEMOBOI TBEPAOI PEHOBUHM.

Cragia 2:

BeH3nnosuin edip  4-[(3-rigpokcunipasunH-2-
inamiHo MeTI/IJ'I]I'III'IepI/IAI/IH -1-kapb0oHOBOI KMCNOTH

N oY

,D,o pPO3UnHY 3-[(ninepnaunH-4-
inmeTun)amiHo]nipasuH-2-ony (0,287r, 1,021Mmonb),
onucaHoro BuLe Ha ctagii 1, 8 AM® (5mn) popasanu
Tpuetunamin (0,356mn, 2,55mmonb), a noTim N-
(6eH3mnokcMKapbOoHINOKCH)CyKLMHIMIA, (0,305r,
1,23mmonb). OgepxaHy peakuinHy Cymill nepemilly-
Banu npw KiMHaTHIW TemnepaTtypi npotsrom 15xB.,
notim posnoginanu mix EtOAc i Bogotw. OpraHiyHui
Lap npoMmBanu BOAOK i HACUYEHMM COSIbOBUM PO3-
YMHOM, CyLUMnU Hag 6e3BoAHUM cynbdaToM HaTPIlO i
oynLLanNu HEOUULLIEHUIA NPOAYKT METOAOM KOMOHKOBOI
dnew-xpomatorpaddii (entotoroun Big 50% EtOAc B
rekcaHi 0o 5% MeOH EtOAc) 3 ogepxaHHsM macna,
sike 3aTBepaiBano npu 36epiraHHi.

MC (M+1): 343,24.
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Mpuknag 49:

BeHaunnosuin edip 4-[(5-xnopnipumiguH-4-
inamiHo)meTun]ninepnamH-1-kap6oHOBOT KUCIOTH

Cragis 1:

Bensunosuii edip 4-[(2,5,6-TpuxnopnipumignH-4-
inamiHo)meTun]ninepnamnH-1-kap6oHOBOT KNCIOTH

Bea0

o po3unHy 6eH3nn-4-(amiHomeTun)ninepnamH-1-
kapbokcunaty (npuknag 13, cragis 1) i N,N-
giisonponinetunaminy (2,6r, 20mmone) B TT® (40mn)
npu -78°C popaBanu po3ynH TeTPaxnopnipumignuHy
(4,4r, 20mMmonb). Bupananu oxonomxytody 6aHwoo i
nepeMilyBanu po3yuH npotsrom 45xB. Po3unH KOH-
LeHTpyBanu i ounwanu wnaxoMm @inbtpauii yepes
Liap curikarernto 3 BUKOPUCTaHHSM edipy.

Crapis 2:

BeHaunosui edip
MeTuncynbgaHinnipumignH-4-
inamiHo)meTun]ninepnamH-1-kap6oHOBOT KUCIOTH

ey

Nj\n
HyC. /I%')k

TV

o 6eH3unosomy edipy 4-[(2,5,6-
TpuxnopnipumianH-4-inamiHo)meTtunininepuanH-1-
kapboHoBoi kucnotu (1r, 2,33mmons) B OM® pona-
Banu TiomeTtokcug Hatpito (0,4r, 5,8mmonb). Opep-
XaHy peakuiiHy cymiw nepemiwyBann npoTAaroM
2rop. i 3arawyBanu [oOaBaHHSAM BOOHOMO PO3YUHY
xnopuay amoHito. NpoaykT ekcTparysanu etunaueta-
Tom, cywmnu (NapSOa), KOHUEHTpyBanu i ounwanu
MeToom xpomaTtorpadiii Ha cunikareni (entotolun
edipom/rekcaHamu).

Cragisa 3:

BeHnannosun edip 4-[(5-xnopnipumigmnH-4-
inaMiHo)MeTmn]ninepMAMH-l-Kap60Hoao'|' Kucnotu

”\OVQ

BeHamnoamm edip
MeTuncynbdaHinnipumignH-4-
inamiHo)meTun]ninepuamnH-1-kap6oHoBoi KWUCAOTH
(1,0r, 2,2mmonb) cycneHgyBanu B eTaHoni (15mn),
pogasanu eTunaueTaT Ans oaepXaHHs rOMOreHHOro
PO34MHyY i HaanNULWOoK Hikento PeHeda. OgepxaHy peak-
LiNHY CyMilW nepemillyBanu npoTarom Houi. flogaTtko-
BO JofdaBanu Hikenb PeHes i HarpiBanu peakuinHy
cymiw go 80°C npotarom 3rog. Cymiw ginbTpyBanu i
AeKinbka pasis npoMuBanu Teepi Pe40oBUHU rapsynm
eTaHonom/etunauetatom. OpraHiyHi  KOMMOHEHTU
KOHLIEHTPYBanu i o4nwiany ogepxaHuin 3anuLiok me-
TOoOOM XpomaTorpadii Ha cunikareni (entoro4m ison-
ponaHonom/MeTuneHxnopugom). MNMpogyKkT po3ymHsnm
B edipi i 06pobnsanu edipHum HCI (2,2mmonb) 3 oge-
pPXXaHHSM rigpoXNOpUAHOI Cori, AKy 36Mpanu LSxXoMm
dinbTpauii. OgepxaHy rigpoxnopugHy cinb 6eHsmno-
BOro edipy 4-[(5-xnopnipumignH-4-

4-[(5-xnop-2,6-6ic-

4-[(5-xnop-2,6-6ic-
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inamiHo)mMeTun|ninepnanH-1-kapOoHoOBOI KMCINOTH
36upanu wnaxom dinbTpadii y Burnagi 6e3dapeHoi
TBEPAOI PEYHOBUHN.

'H AMP (400Mry, CDsOD): & 8,67 (c, 1H, nipw-
MiguH), 8,45 (c, 1H, nipumignn), 7,32 (m, 5H, Ar), 5,10
(c, 2H, CHH), 4,15 (g, J=13,0l"y, 2H, CHH), 3,58 (g,
J=7,2l'y, 2H, CHH), 2,83 (m, 2H, CHH), 1,97 (m, 1H,
CH), 1,74 (g, J=12,0l"y, 2H, CHH).

MC(M+1): 361,3.

Mpwuknag 50:

BeHaunosun edip 4-[(2-rigpokcumMeTUNNipUanH-
4-inamiHo)mMeTunN]ninepuanH-1-kapboHOBOI KUCNOTH

Crapis 1:

BeHaun-4-(amiHomeTnn)ninepnamH-1-
kapbokcunar

”“O«fv@

4-AmiHomeTunninepuamH (40r, 350mmonb) i 6eH-
sanbgerig (37,4mn, 368mmornb) B Tomnyoni (600mn)
HarpiBanu i3 3BOPOTHWM XOMNOAWITBHUKOM B yMOBax
Hina-Ctapka npotsarom 2rof. PeakuiiHy cymiw oxo-
noaxyeanu Ao KiMHaTHOI TemnepaTtypu i gogasanu
500mn  gmxnopmeTtaHy. Po3unH oxonogxysanu Ao
5°C i 06pobnsanu N-
(6eH3MnokcMKapbOHINOKCH)CYKLMHIMIAOM (91,7,
368mmonb). Yepes 10xB. BMAansanuM OXOMOMXKYHOUY
6aHIo i nepemilyBany peakuiiHy CyMmiw npoTtarom 1
rog. PosumHHMKM BunmapoByBanu i nepemiwysBanmu
3anuwok 3 400mn Tr® i 400mn 2M HCI npotsairom
1rog. Ona BuaaneHHs opraHiyHMX KOMMOHEHTIB CyMilLl
KOHLeHTpyBanu i ekctparyBanu ecpipom (3x300mn).
HoBoaunu 3HaveHHa BoaHoi dasn go pH=14 pgopa-
BaHHAM 50% NaOH i ekcTtparyBanu etunaueraTom.
OpraHiyHun wap npomMuBanu BOLOK i HaCU4EeHUM
COMbOBMM PO3YMHOM, CyLLIUNU Hag 6Ge3BOAHUM Cynb-
daTtom HaTpilo i BMNAPOBYBanuM PO3YMHHUK 3 OAep-
XaHHAM 6eH3un-4-(amiHomeTun)ninepmanH-1-
kapbokcunary.

Crapgia 2:

4-[(1-beHnannokcukapboHinninepigiH-4-
inMeTun)amiHo]nipuanH-2-kapboHoBa kucnoTta

(<}

[o posumHy 4-xnopnikoniHosoi kucnoTtn (0,8r,
0,0051monb) B OMCO (4mn) popaBanu 6eH3un-4-
(amiHomeTun)ninepuanH-1-kapbokecunat (2,5r,
0,010monb) i HarpiBanu cymiw go 140°C npoTsrom
18ron. PeakuinHy cymiw oxonogxysanwu i po3basns-
nm 10% posunHom GikapGoHaTty Hatpito (100mn) i
npomuBanu edipom (2x25vn). BopgHuii  ekcTpakT
npomuBanu amxnopmetaHoMm (3x50mn), exkcTpakT
CyLIMnKN Hag cynbdaTtoM HaTpIilo i KOHUEeHTpyBanu Ao
cTtaHy macna (2,4r). Macno ouvwann MeTogom Xpo-
maTtorpadii Ha cunikareni (enorr4un guxnopmMerta-
HOM/MeTaHOIOM/OLTOBOO KMCIOTO/BOAOHD
90/10/1/1) 3 OAEepPXKaHHAM 4-[(1-
©eHaunokcrkapOoHinninepnanH-4-
inMeTun)amiHo]nipuamnH-2-kapboHOBOT KUCTOTHK.

'"H AMP 400Mry (6, DMSO) &: 8,98 (c, 1H); 8,2-
8,0 (m, 1H); 7,6-7,2 (m, 5H); 7,01(ywump.c, 1H); 5,08
(c, 2H); 4,02 (ywwp.a, 2H); 2,80 (ywwup.c, 2H); 1,8-1,6
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(m, 3H); 1,3-1,1 (m,2H).

MC(M+1): 370.

Crapgia 3:

BeHsunosuii edoip 4-[(2-rigpokcumeTUnnipnanH-
4-inamiHo)mMeTun]ninepmaunH-1-kapboHOBOT KMCNoTU

0o posuuHy (Ttemnepatypa 0°C) 4-[(1-
6eH3unnokcmkapboHinninepnanH-4-
inmeTnn)amiHo]nipuauH-2-kapboHosoi kucnotu (0,59r,
0,0016monb) B TI'® (2mn) B aTMOcdepi a3oTy aoaa-
Banun po3uuH 1M 6opaHy-TeTparigpodypany (6mn) i
3anvwanu Ccymiw nepemiwyBaTMCb MPW  KiIMHATHIN
Temnepartypi npotarom 1 roa. PeakuinHy cymill oxo-
nomxysanu go 0°C, sarawysanu gogasaHHaM 1H HCI
(10mn), koHueHTpyBanu i pos3basnsnu 10% BogHUM
po34mHOM OikapOoHaTy HaTpito. NpoBoaunu ekcTpak-
uito gmxrnopmeTtaHom (2x50mn) i nicna KOHUEHTpy-
BaHHSA OpraHiyHoro wapy ogepxxysanu 540Mr Heouu-
LweHoro maTtepiany. [lpoBoaunu xpomaTorpadiyHe
OUNLLEHHS (entotoroum anxnopmeta-
Hom/meTaHonom/rigpokcngom amoHito 90/10/2) i nicnsa
KpucTanisauii 3 gieTunoBoro egipy ogepxysanu 6eH-
3unosumn edip 4-[(2-rippokcmmeTunnipuanH-4-
inamiHo)meTun]ninepnamnH-1-kap6oHOBOT KNCTOTK.

'H AMP (400Mru, CDCls): & 8,13 (m, 1H,
J=6,8I'y); 7,5-7,1 (m, 5H); 6,35 (m, 2H); 5,12(c, 2H);
4,61 (c, 2H); 4,20 (ywwmp.m, 3H); 3,08 (m, 2H); 2,78(m,
2H) 1,8-1,6 (m, 3H); 1,3-1,1 (m,2H).

MC(M+1): 356.

Mpuknag 51:

BeHsunnosuin eqgip 4-[(2-
AVMeTUNaMiHoMeTUNNipuanH-4-inamiHo)meTun] nine-
pnanH-1-kapboHOBOT KMCNOTH

Crapgia 1:

BeHsunosuin edgip 4-[(2-
anveTtunkapbamoinnipnanH-4-
inamiHo)meTun]ninepnanH-1-kap6oHOBOT KNCIOTK

) o]

b—NH _{)—j

o

[o cymiwi 4-[(1-6eH3unokcukapboHinninepuamH-
4-inmeTun)amiHo]nipuanH-2-kapboHoBoOI Kucnotu
(npuknag 50, cragia 2) (50mr, 0,000135monb), 1-
rinpokcubensoTiazonrigpaty  (31mr,  0,0002morb),
2,0M pumetunaminy/Tr® (0,100mn, 0,0002monb) i
Tpuetunaminy (0,048mn, 0,0002monb) B8 AM® (2mn)
gopasanm 1-etvn-3-(3-
AvmMeTnnamiHonponin)kapboaiimigrigpoxnopua (39wmr,
0,0002morb) i 3anuwanu cymill nepemillyBaTuch npu
KiMHaTHI Temnepatypi npotarom 7 ai6. Cymiw racu-
nvu podaBaHHsaM y Bogy (10mn) i ekctparyBanu etu-
nauetatom (20mn). Ekctpakt npomuanu 10% Bog-
HAM  po3dMHOM  GikapboHaTy HaTtpito  (10mn),
HaCU4YEHUM CONIbOBUM PO34YMHOM (5Mn), cywmnn Hag
cynbdaTtom HaTpito i PinbTpyBanu. PinbTpaTt KOHUEH-
TpyBanu y BaKkyyMmi i OouuLlanM 3anuwok MeTodoM
XpomaTorpadii i3 obepHeHot casoro (C-18, entototo-
yn aueToHiTpunom/0,1% TpMdTOPOLITOBOK KNCMOTOK
y Bofi), 3 oaepxaHHsM OeHsunoBoro edipy 4-[(2-
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anveTtunkapbamoinnipuanH-4-
inamiHo)meTun]ninepnanH-1-kap6oHOBOT  KUCINOTK Y
BUMNAAI horo TpudptopaLeTaTHoI coni.

MC(M+1): 397.

Cragis 2:

BeHsnnosun edip 4-[(2-
anmeTunaMmiHoMeTUnnipuanH-4-
inamiHo)meTun]ninepnanH-1-kap6oHOBOT KUCIOTH

N\

i aTaOat
o 6eH3unosoro edipy 4-[(2-

anveTtunkapbamoinnipuanH-4-in-
amiHo)meTun]ninepuamnH-1-kap6oHoBOT Kucnotu
(28wmr, 0,05mmonb) gogasanu po3yuuH 1,0M 6opaHy-
TeTparigpodypany (2mn). PeakuinHy cymiw nepemi-
LyBanu npu KiMHaTHIn TemnepaTypi NpoTarom 24rop.
Peakuiviny cymiw racunu gogasaHHam 1H HCI (2mn) i
KOHLEeHTpyBanu y BakyyMi o cTaHy Macna. [licns
ouMLLEeHHs MeTodoMm xpomatorpadii i3 obGepHeHot
dasoto (C-18, entototoum aueToHiTpunom/0,1% Tpu-
(PTOPOLITOBOIO KMCIOTOK Y BOAI) i KOHLEHTPYBaHHS Y
BaKnyMi ofepXKyBanuv cnonyku npuvknagy 51.

H AMP (400Mlu, CDsOD): & 8,10 (m, 1H); 7,4-
7,2 (m, 5H); 7,2-6,8 (M, 2H); 5,12(c, 2H); 4,41 (c, 2H);
4,18 (m, 2H); 3,30 (m, 2H); 2,78 (m, 2H) 1,8-1,6 (m,
3H); 1,3-1,1(m,2H).

MC(M+1):383.

Mpuknag 52:

BeHsnnosun edip 4-[(2-
MeTunamiHoMeTUnnipuanH-4-
inamiHo)meTun]ninepnanH-1-kap6oHOBOT KNCIOTH

BkasaHy B 3aronoBKy Cnonyky ogepyBanu Cro-
cobom, cxoxum 3 onucaHum B npuknagi 51, ane 3a-
MiHIO4YM AMMeTUnamMiH MeTunamMiHom Ha ctagii 1.

MC(M+1):369.

Mpuknag 53:

4-OTopbeHsunosun edip 4-[(3-xnopnipasuH-2-
inamiHo)meTun]ninepnanH-1-kap6oHOBOT KNCIOTH

VOA‘.“&"(L%.

Oo 2,3-guxnopnipasuHy (0,160r, 0,00107monb)
popasanu 4-cTopbeH3un-4-(amiHomeTun)ninepuanH-
1-kapbokeunat (npomikHun npoaykt 2c) (0,86,
0,00322monb) i HarpiBanu peakuiiHy Cymill B aTMO-
cdepi asoty npu 110°C npotarom 30xB. PeakuiviHy
CyMill OXONoAXyBanu, po3baBnanu eTunaleTaTom
(50mn) i npommeanu 10% BOAHWMM PO3YMHOM LMTPaTy
HaTpito (pH=5,2, 3x30mn) i 10% BOAHWM PO3YMHOM
GikapboHaTom HaTpito (30mn). ETunaueratHuin ekcT-
paKT cywunu Hag cynbdaTom HaTpito, inbTpyBanu
Yyepe3 Lap cunikareno i KOHUEHTpyBanuM OO CTaHy
macna. lNicna kpucTanisauii 3 edipy/rekcaHy ogepxy-
Banun 4-cptopbeHaunnosun edip 4-[(3-xnopnipasunH-2-
inamiHo)meTun]ninepnamnH-1-kap6oHOBOT KNCIOTK.

'H AMP (400Mry DMSO-ds) &: 7,99 (a, 1H,
J=2,7Tu); 7,52 (@, 1H, J=2,7Tu); 7,41 (@, 1H,
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J=5,7Tu);7,39 (@, 1H, J=5,7Tu); 7,19 (m, 2H); 7,16 (m,
1H); 5,03 (c, 2H); 3,97 (m, 2H); 3,25 (m, 2H); 2,75 (M,
2H); 1,9 (m, 1H); 1,7 (m, 2H); 1,1-0,9 (M, 2H).

MC(M+1): 379.

Mpuknag 54:

TpudTopauetatHa cinb 6eHsunosoro edipy 4-
rigpokcu-4-(nipnanH-4-inamiHomeTun)ninepnanH-1-
KapOOHOBOT KNCMNOTH

Crapgia 1:

4-AmiHomeTun-1 -6eH3unninepuaunH-4-on

"0

Cymiww 1-6eH3un-4-rigpokcuninepuaunH-4-
kapboHiTpuny  (5,00r, 19,78mmonb) i BHs-TI®
(59,35mmonb, 59,35mMn1, 1M B TI'®) HarpiBanu npu
80°C npotdarom 1rog. lMoTiM peakuiinHy Cymill, oXo-
noaxeHy go 0°C i noraweHy AoaaBaHHAM KOHLEHT-
posaHoi HCI (20mn), nepemiwyBanu npu KiMHaTHIN
Temnepartypi npotarom 1 rog. PeakuinHy cymiw nig-
nyrosyBanu goaasaHHaM 10H NaOH po pH=8 i ekcT-
paryBanu etunauetatom (3x100mn). O6'egHaHi ekcT-
pakty npomuBanu Bogow  (50mMm), HacuyeHUm
conboBMM po34vmHoM (30mn), cywmnu Hag NazSOg,
GinbTpyBanu i KOHUEHTPYBanNu y BakyyMi 3 ogepxaH-
HSIM 4-amiHoMeTun-1-6eH3unninepuamnH-4-ony.

MC(M+1):221,31.

Crapis 2:

4-BOC-amiHomeTun-1-6eH3unninepmauH-4-on

Qﬁ%ﬁr\;

o oxonopxeHoro (0°C) po3unHy, Lo nepemilly-
€TbCH, 4-amiHomeTun-1-6eH3nnninepugnH-4-ony
(4,00r, 18,16mmonb) B 6e3BogHomy CH,Cl, (40mn), B
aTMocaepi a3oTy nosineHo gogasanu BOC,0 (4,36,
19,97mMmonb), posdmHeHun B 6HessogHomy CH.Cly
(5Mn). Bupansanu kpwkaHy 6aHio i 3anvwanu peak-
LiMHY CyMmill HarpiBaTMCb OO KiMHATHOI TemnepaTtypwu
npoTsarom 1rod., a MOTIM KOHUEHTPYBanu y BaKyyMi.
3anuwok ounLanm MmetTogomM xpomartorpadii Ha cuni-
kareni (enototoun (10% NHisOH B MeOH)/CHCI, 1-
10/99-90) 3 opgepxaHHaAM 4-BOC-amiHomeTun-1-
GeH3unninepuanH-4-ony.

MC(M+1):321,41.

Crapis 3:

4-BOC-amiHomeTunninepmauH-4-on

Cyc"

Cywmiw 4-BOC-amiHomeTun-1-6eH3unninepuaunH-
4-ony (0,50r, 1,56mmonb), Pd(OH), (20% Ha Byrinni,
0,05r) B abcontoTHOMY eTaHoni (15mn)nepemilysanm
CTpYyLyBaHHAM B aTmocdepi BogHto (60psi) npoTarom
3roa. PeakuinHy cymilw ginbTpyBanu i KOHUEHTpyBa-
nm 3 opepxaHHam 4-BOC-amiHomeTunninepnanH-4-
ony.
MC(M+1):231,28.

Cragis 4:
4-BOC-amiHomeTnn-1-CB7-ninepnanH-4-on

e

[o oxonomxeHoro (0°C) po3umHy, WO nepemily-
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etbcs, 4-BOC-amiHomeTtunninepuanH-4-ony (0,35r,
1,52mmonb) B 6e3sogHomy CH,Cl, (5Mn) B aTmMocde-
pi asoTy nosinbHo popjaBanu CBZ-Cl  (0,24mn,
1,67MMmoOnb), noTim TpueTunamin (0,42mn,
3,04mMonb). Bugansnu kpwkaHy 6aHto, peakuiiHy
CyMill MepeMiwyBanu npu KiMHATHIN TemnepaTypi
npoTsarom 1rod., a MOTIM KOHUEHTPYBanu y BaKyyMi.
3annwok ounLanm MeTogoM xpomartorpadii Ha cuni-
kareni (entototoum CH,Cly/IPA/rekcaHom 10/1-20/89-
10) 3 opepxaHHam 4-BOC-amiHomeTun-1-CBZ-
ninepvavH-4-ony.

MC(M+1):365,39.

Crapis 5:

4-AmiHomeTun-1-CB2-ninepnamnH-4-on

oL

OH
[o posunHy, wo nepemiwyetbes, 4-BOC-
amiHomeTun-1-CBZ-ninepnanH-4-ony (0,50r,

1,37mmonb) B 6e3BogHomy CH.Cl, (3mn) noBinbHO
popasanu TpudptopouTtoBy kucnoty (3mn). OgepxaHy
peakuiiHy cyMil nepemillyBanu npu KiMHaTHIR Tem-
nepatypi npotarom 20xB., @ NOTIM KOHLUEHTpyBanu y
BakyyMmi. 3anuwok po3yvHAnNM B eTunauetari
(100mn), npommBany HacM4eHUM BOOHVMM PO3YMHOM
NaHCOs; (20mn), Bogoto (20mn), HaCMYEHUM COMbO-
BUM po3unHom (10mn), cywmnu Hag NaSOa, dinbTt-
pyBanu i KOHUEHTpyBanmuM 3 OAepXaHHAM 4-
amiHomeTun-1-CBZ-ninepnanH-4-ony.
MC(M+1):265,32.

Crapgis 6:
Cinb TpndTOpOLTOBOI KMCNOTU i GEH3MNOBOro
edipy 4-rinpokcu-4-(nipnanH-4-

inamiHomeTun)ninepuanH-1-kap6oHOBOI KUCMOTH

OiN
©/\ OE?:{*@”

PosunH  4-amiHomeTun-1-CBZ-ninepuguH-4-ony
(0,10r, 0,38mMmonb), 4-6pomnipnanHy (0,06r,
0,38mmonb) B IPA (2mn) Harpisanu npu 100°C B rep-
METUYHIA peakuirHin Tpybui npotarom 7roa. Oxono-
JXeHy 00 KiMHaTHOI TemnepaTypu peakuiiHy cyMmill
posbaenanu etunauvetatom (100mn), npomuBanu
HacuyeHnm BogHuUM po3dnHom NaHCOs (20mn), Bo-
Aaoto (20mn), HacM4eHM ConbOBMM PO34MHOM (10MrT),
cywmnu Hag NaxSOg, hinbTpyBanu i KOHUEHTpyBanu.
3annwok ouuanM MeToaoM xpomartorpadii i3 obep-
HeHo a3olo 3 ofepxaHHAM 6eHsunosoro edipy 4-
rinpokcu-4-(nipugnH-4-inamiHomeTun)ninepyuauH-1-
KapbOHOBOI KUCNOTK Y BUINSAI coni TpdTOpPOLTOBOT
KUCMOTW.

MC(M+1):342,35.

Mpuknapg 55:

BeHaunosumn edip 4-[(3-6pomnipnanH-4-

inamiHo)meTun]ninepnanH-1-kap6oHOBOT KNCIOTH

B p
O

Cymiw 6eH3nn-4-(amiHomeTnn)ninepuanH-1-
kapbokcunaty (npuknag 13, cragia 1, 0,20r,
0,81mmons) i 3,4-gnbpomnipuanHy (Chem. Abstracts,
58: 5627) (0,19r, 0,81mmonb) B IPA (0,5vn) Harpisa-
nn npu 100°C B repMeTUyHI peakuinHii Tpyoui npo-
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TArom 7rof., a NOTIM KOHLUEHTpyBanu y Bakyymi. 3a-

JIMLLOK ounLLanyn MeTogom XpomMartorpadii Ha cunika-

reni (emtototoun OXMIIPA/rekcaHoM) 3 ofep)aHHAM

©6eH3unoBoro edipy 4-[(3-6bpomnipnanH-4-

inamiHo)meTun]ninepuamnH-1-kap6oHOBOT KUCNOTK.
MC(M+1):405,27.

Mpuknag 56:

Cinb TpndTOpPOLTOBOI KUCNOTU | GEH3MNOBOro
eqipy 4-[(3-cbTOPNipMAanH-4-
inamiHo)meTun]ninepnamnH-1-kap6oHOBOT KUCIOTH

F

== \—CN—<:’
o]
Cymiww 6eH3un-4-(amiHomeTun)ninepmuanH-1-

kapbokcunaty (npuknag 13, cragis 1, 0,20r,
0,81mmoneb), 3-dTop-4-nogonipuanHy (Tetrahedron,
49: 49-64 (1993)) (0,18r, 0,81mmonb) B IPA (0,1Mmn)
Harpieanu npu 100°C B repMeTUYHIA peakuiviHin Tpy-
6ui npotarom 100rog., a NOTIM KOHUEHTPyBanu y Ba-
KyyMmi. 3anuLuoKk o4umLLanm MeTogom xpomarorpadii i3
o6epHeHo (ha3old 3 ogepXaHHAM GeH3UNoBoro
eqipy 4-[(3-cpTOPNipUanH-4-
inamiHo)meTun]ninepuanH-1-kapboHOBOI  KUCNOTK Y
BUMSAAI coni TPUTOPOLITOBOT KUCNOTHU.

MC(M+1):344,36.

Mpuknag 57:

BeHsunosuii ecdbip 4-[(2-xnop-6-meTunnipumMignH-
4-inamiHo)mMeTun]ninepmaunH-1-kapboHOBOIT KNCNoTH

ci

g e
N
o

[o posunHy, Wwo nepemiwyetbes, 2,4-Anxnop-6-
MeTunnipumiguny (3,61r, 22,15mMmonb), TpuetTunami-
Hy (7,02mn, 50,34mmonb) B AM® (15mMn) nosinbHO
aofasanu 6eH3un-4-(amiHomeTun)ninepnanH-1-
kapbokcunat (npuknag 13, cragis 1, 5,00r,
20,13mmonb). OpepxaHy peakuiiHy Cymill nepemi-
LyBanu npu KiMHaTHI TemnepaTypi NpoTarom 2rog.,
notiMm posbaenanu etunauetatoMm (400mn), npomu-
Banu Bogoto (3x30mn), HAaCUYEHUM COMbOBUM PO34K-
HoM (30mn), cywwmnu Hap NapSO., dinbTpyBanm i
KOHUEHTpyBanu. 3arnuwiok o4Yvllianu MeToAaoM Xpo-
MaTorpadii Ha cunikareni (entototoun 20-80% eTtuna-
LeTaToM B rekcaHi) 3 ogepxaHHam 6eH3unoBoro edi-
py 4-[(2-xnop-6-meTunnipumianH-4-
inamiHo)meTun]ninepnamnH-1-kap6oHOBOT KNCIOTK.

MC(M+1):375,36.

Mpuknag 58:

Benannosun  edip  4-[(6-meTunnipumignH-4-
inamiHo)meTun]ninepnamH-1-kap6oHOBOT KUCNOTH

Cragisa 1:

4-[(6-MeTunnipumigunH-4-
inamiHo)meTun]ninepuanH

Y
A,
H NH
Cymiw  6eHsunoBoro  edipy  4-[(2-xnop-6-

MeTUNnipuMiguH-4-in-amiHo)meTunjninepnanH-1-

kapboHoBoi kucnoTtu (npuknag 57, 0,50r, 1,33Mmonb)
i Pd/C (10%, 0,05r) B abcontoTHoMy eTaHoni (15mn)
iHTEHCMBHO nepemiwyBanu B aTtMmocdepi BOAHIO
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(1aT™m.) npoTtarom 6rof. PeakuinHy cymiw ginbTpyBa-
nM i KOHUeHTpyBanu 3 ogepxaHHam  4-[(6-
MeTUNNipUMianH-4-inamiHo)MeTun|ninepuaunHy.

MC(M+1):207,30.

Cragis 2:

BeHsunosun  edip  4-[(6-meTunnipumignH-4-
inamiHo)meTun]ninepnanH-1-kap6oHOBOT KNCIOTH

0

OJLN
SRRUN D

Na N

0o posunHy, wWo nepemiwyeTtbecsa, 4-[(6-
MEeTUMNipUMIanH-4-inamiHo)-meTun] ninepuanHy
(0,15r, 0,73mmone) B OM® (1mn) popasanu 2,5-
piokconiponiguH-1-inosuin edip 6eH3unoBoro edipy
ByrinbHoi kucnotn (0,18r, 0,73mmonb). OpepxaHy
peakuiiHy Cymill nepemiwyBanu npu KiMHaTHIn Tem-
nepatypi npotarom 0,5roa., a NoTiM KOHUEHTpyBanu y
BaKyyMi. 3anuLioKk ouunLLanu metTogom xpomatorpadii
Ha cwunikareni (enwototoun  AXM/MeOH/NH,OH
90/10/1) 3 opepxaHHAM GeHaunosoro edipy 4-[(6-
MeTuUnnipumMianH-4-inamiHo)meTunininepuanH-1-
KapOOHOBOT KNCOTHK.

MC(M+1):341,37.

Mpuknag 59:

BeHaunosuin edip 4-[(2-xnop-5-meTunnipumignH-
4-inamiHo)mMeTunN]ninepuanH-1-kapboHOBOI KNCMOTH

o ﬁ
a="

= N
O

[lo posunHy, WO nepemiwyetbes, 2,4-anxnop-5-
mMeTunnipumignny (3,61r, 22,15mMmonb), Tpuetnnami-

y (7,02mn, 50,34mmorns) B JM® (15mn) nosinbHO
Jopasanu 6eH3un-4-(amiHomeTun)ninepmuanH-1-
kapbokcunat (npuknag 13, cragia 1, 5,00r,
20,13mmonb).

OpepxaHy peakuiinHy cymiw nepemillyBanu npu
KiIMHaTHI TemnepaTypi NpoTArom 2roA., a noTiM pos-
6asnanu etnnauetatom (400mn), npomMmBanu BO4O
(3x30Mmn1), HacMyeHnm conboBMM po34vnHOM (30mn),
cywunu Haa NaxSO4, hinbTpyBanu i KOHLEHTPYBanu.

3anuwok ouMwann mMeToaoMm xpomartorpadii Ha
cunikareni (emtototoum 20-80% eTunaueTatom B rek-
caHi) 3 ogepxXaHHam 6eHsunosoro edipy 4-[(2-xnop-
5-meTunnipumignH-4-inamiHo)MmeTun]ninepnaunH-1-
KapOOHOBOT KNCOTHW.

MC(M+1):375,36.

Mpuknag 60:

BeHsunosun  edip  4-[(5-meTunnipmmignH-4-
inamiHo)meTun]ninepuamnH-1-kap6oHoBOT KMCnoTu
Cragisa 1: 4-[(5-MeTunnipumiguH-4-
inamiHo)meTun]ninepuanH

HN—?_\N

el

Cymiw  6eH3unoBoro  edipy  4-[(2-xnop-5-
MeTURNipUMIaNH-4-in-amiHo)meTun]ninepuamH-1-
kapboHoBoi knucnotu (npuknag 59, 2,00r, 5,34mmons),
Pd/C (10%, 0,20r) B abcomntoTHomy eTaHoni (15mn)
iHTEHCMBHO nepemiwyBanu B aTtMmocdepi BOAHIO
(1atm.). PeakuiiHy cymiw ginbTpyBanu i KOHLEHTPY-
Bann 3 ogepxaHHaMm  4-[(5-meTunnipymiguH-4-
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inamiHo)MeTun|ninepnanHy.

MC(M+1):207,29.

Crapgia 2:

Bensunosun  edip  4-[(5-meTunnipumianH-4-
inamiHo)meTun]ninepnamnH-1-kap6oHOBOT KUCIOTH

C 0

[Oo posunHy, wo nepemiwyetbcsa,  4-[(5-
MeTURNIPUMIANH-4-inamiHo)-meTun] ninepuanHy
(0,20r, 0,97mmone) B OM® (3mn) popaBanm 2,5-
AiokconiponiguH-1-inosoro edip 6eHsunosoro edipy
ByrinbHoi kucnotn (0,24r, 0,97mmonb). OpepxaHny
peakuiiHy cyMill nepemillyBanu npu KiMHaTHIR Tem-
nepatypi npotarom 0,5roA., a NOTiM KOHUEHTpyBanu y
BaKyyMi. 3anuLiok oumLanu Metogom xpomarorpadii
Ha cunikareni (entotoioum (10% NH,OH B Me-
OH)/CH,CI; 1-10/99-90) 3 ogepxaHHAM 6eH31noBoro
edipy 4-[(5-meTunnipumignH-4-
inamiHo)meTun]ninepnamnH-1-kap6oHOBOT KNCIOTK.

'"H AMP (400Mru, CDCls): & 8,50 (c, 1H, Pyr),
7,97 (c, 1H, Pyr), 7,35 (m, 5H, Ar), 5,13 (c, 2H,
ArCH,0), 4,62 (c, 1H, NH), 4,22 (ywwup.c, 2H,
NCH,CHy), 3,43 (c, 2H, NHCH.CH), 2,79 (ywwup.c,
2H, NCH,CH), 2,02 (c, 3H, CHs), 1,86 (M, 1H, CH),
1,76 (g, J=11,7Tu, 2H, CHCH.CH;), 1,21 (ks.,
J=9,7T'uy, 2H, CHCH,CHy,).

MC(M+1):341,39.

Cronyku npuknagis 61-63 ogepxxyBanu, sk onu-
CaHo BuLLEe Ana cnonykun npuknagy 60, ane 3amiHioo-
un 2,5-piokconiponianH-1-inoun ediip 6eH3unoBoro
edipy BYrinbHOI KUCMOTU BIAMNOBIAHO 3aMileHUM
aHarorom.

Mpuknag 61:

4-MeTnn6eHsnnosui edip 4-[(5-
METUILLPUMIOUH-4-inamiHo)meTun]ninepuamnH-1-
KapOOHOBOT KNCMNOTH

D”‘*&"OV%

'"H AMP (400Mru, CDCls): 5 8,49 (c, 1H, Pyr),
7,97 (c, 1H, Pyr), 7,25 (a, J=8,5I'u, 2H, Ar), 7,16 (g,
J=7,9I'y, 2H, Ar), 5,08 (c, 2H, ArCH;0), 4,62 (c, 1H,
NH), 4,20 (ywwmp.c, 2H, NCH.CH), 3,43 (c, 2H,
NHCH.CH), 2,77 (1, J=11,0ly, 2H, NCH,CH,), 2,35
(c, 3H, PyrCHs), 2,02 (c, 3H, ArCH3), 1,84 (m, 1H,
CH), 1,74 (m, J=9,7Tu, 2H, CHCH.CH,), 1,20 (kB.,
J=10,6"y, 2H, CHCH,CH).

MC(M+1):355,39.

Mpuknag 62:

4-XnopbeHannosun edip 4-[(5-metTunnipmmignH-
4-inamiHo)meTun]ninepnaunH-1-kapboHOBOI KNCNoTH

uQ”’i’Ovﬂ

Nz,

'H AMP (400Mr'u, CDCls): & 8,50 (c, 1H, Pyr),
7,97 (c, 1H, Pyr), 7,34-7,26 (M, 4H, Ar), 5,08 (c, 2H,
ArCH;0), 4,62 (c, 1H, NH), 4,20 (ywwup.c, 2H,
NCH,CH,), 3,43 (c, 2H, NHCH,CH), 2,79 (ywwup.c,
2H, NCH,CHy), 2,02 (c, 3H, CHz), 1,85 (m, 1H, CH),
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1,76 (@, J=12,6l'y, 2H, CHCH.CHj), 1,20 (ks.,
J=10,0r"y, 2H, CHCH,CHy).
MC(M+1):375,35
Mpuknag 63:
4-OTopbeHsunosun edip 4-[(5-MeTuUnnipMmianH-
4- inaMiHo)MeTmn]ninepM,qMH -1-kap60oHOBOI KMCNoTH

O”CLJ%

Na N

'H AMP (400Mru, CDsOD) & 8,56 (c, 1H, Pyr),
7,96 (c, 1H, Pyr), 7,38 (an, J=5,6 i 5,4I'y, 2H, Ar),
7,08 (1, J=8,7T'u, 2H, Ar), 5,08 (c, 2H, ArCH-0), 4,14
(a, J=13,3My, 2H, NCH.CHy), 6,94 (a, J=6,9Tu, 2H,
NHCH.CH), 2,81 (ywwup.c, 2H, NCH,CH), 2,15 (c,
3H, CHs), 1,95 (m, 1H, CH), 1,74 (g, J=11,4Tu, 2H,
CHCH,CHy), 1,17 (kB., J=9,2I'u, 2H, CHCH,CHy).

MC(M+1):359,36.

Mpuknag 64:

BeHaunosui edip 4-[(2-amiHO-6-
MeTuUnnipumMianH-4-inamiHo)meTunininepuanH-1-
KapOOHOBOT KNCMNOTH

Crapis 1:

BeHaunnosui edip 4-{[2-(2,4-
AVMEeTUNoKCNObeH3nnamiHo)-6-meTnnnipumignH-4-
inamiHo]meTun}ninepnanH-1-kap6oHOBOI KMCIOTH

HC.,

CHy

NH

aeaeNs

PosunH 6eHsnnosoro egipy, WO nepemilyeTbes,
4-[(2-xnop-6-meTunnipumignH-4-
inamiHo)meTun]ninepuamnH-1-kap6oHoBOT KMCnoTn
(npuknag 57, 0,5r, 1,33mmorb) B 2,4-
anmeTokcubenannamibi (1,00mn, 6,67Mmornb) Harpi-
Banu npu 100°C npoTtarom 6rog., NOTiM OXONOAXyBa-
nn Ao KiMHaTHOI TemnepaTtypu i ouulianyM MeToaoMm
xpomatorpadii Ha cwunikareni (entototoum  (10%
NH4sOH B MeOH)/CH,Cl, 1-10/99-90) 3 ogepxaHHAM
6eH3unosoro edipy 4-{[2-(2,4-pumeTOKCK-
6eH3unamviHo)-6-meTunnipumignH-4-
inamiHo]meTun}ninepnanH-1-kap6oHOBOT KUCIOTK.

MC(M+1):506,46.

Cragia 2:

BeHaunosumn edip 4-[(2-amiHO-6-
MeTURNipuMianH-4-inamiHo)meTunininepuanH-1-
KapboHOBOI KMCNOTK

0.0

[o po3unHy G6eH3unoBoro edipy, WO nepemilly-
€TbCA, 4-{[2-(2,4-pmeTOKCMOEH3MNaMIHO)-6-
MeTUnNipuMianH-4-inamiHolmeTun}ninepuanH-1-
kapboHoBoi kucrotn (0,4r, 0,79Mmonb), onMcaHoro
BuLe Ha ctagii 1, B8 CH,Cl, (5mn) popaBanu TpudgTo-
pouTtoBy kucnoty (1mn). OgepxaHy peakuiiHy CyMill
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nepemillysanu npu KiMHaTHIA TemnepaTypi NpoTArom
1roa., a NoOTiM KOHLEHTpyBanu y BakyyMmi. 3anuLiok
oyunwann meTogoM XxpomaTorpacpii Ha cunikareni
(entotoroum (10% NH4OH B MeOH)/CHCI, 1-10/99-
90) 3 ogepxaHHsIM 6eH3unosoro edipy 4-[(2-amiHo-6-
MeTUnnipuMignH-4-inamiHo)meTunininepuanH-1-
kapboHOBOI KMCNOTK.

MC(M+1):356,36.

Mpuknag 65:

BeHsunosui  edip  4-[(5,6-guxnopnipngasuH-4-
inamiHo)meTun]ninepnamnH-1-kap6oHOBOT KUCIOTH

Crapis 1:

3,4,5-TpuxnopnipuaasuH

o

Po3uuH, wo nepemiwyetbes, 4,5-gmuxnop-2,3-
avrigpo-3-nipngasvHoHy  (15,00r, 90,92vmons) B
POCI; (100mn) HarpiBanu i3 3BOPOTHUM XONOAWUMbHU-
KOM npoTsromM 1,5roA., a NoTiM KOHUEHTpyBanu y Ba-
Kyymi. 3anuwok posunHanu B CHCl, (400mn), npo-
muBanu Bogoto (100mn), cywwmnu Hag NaxSOs,
dinbTpyBanu i KOHUEHTpyBanu 3 ogepXaHHsam 3,4,5-
TpuxnopnipuaasvHy.

MC(M+1):185,00.

Crapis 2:

Benannosun edip 4-[(5,6-auxnopunipuaasvH-4-
inamiHo)meTun]ninepnamH-1-kap6oHOBOT KUCIOTH

)10\
° r‘O\/ |
H
g\ ! /lCl
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0o posunHy, wo nepemiwyetbes, 3,4,5-
TpuxnopnipugasunHy (2,22r, 12,08mmons) i DIPEA
(4,21mn, 24,16mmonb) B IPA (25mn) popnasanu 6eH-
3un-4-(amiHomeTun)ninepuanH-i-kapbokemnart  (Npuvik-
nag 13, cragia 1, 3,00r, 12,08mmonb). OgepxaHy
peakuiiHy cyMill nepemillyBanu npu KiMHaTHIN Tem-
nepaTypi NpoTAroM 5roAd., a NoTiM KOHUEHTpyBanu y
BakyyMmi. 3anuwok posunHanu B CH,Cl, (200mn),
npomuBanu Bogoto (50mn), cywwmnu Hap NaxSOa,
dinbTpyBanu i KoHUEeHTpyBanu. HeouuwieHnn npo-
AYKT oyvLanyM MeTogoM xpomarorpadii Ha cunikare-
ni (entototoum (10% NH4OH B MeOH)/CHCl, 1-7)799-
93) 3 opepxaHHaAM OeH3unosoro edipy 4-[(5,6-
avxnopnipuaasuH-4-inamiHo)MeTunninepnamH-1-
KapOOHOBOI KNCMNOTMW.

MC(M+1):395,28.

Mpuknag 66:

BeHnannosun edip 4-[(nipnoasvH-4-
inamiHo)meTun]ninepnamnH-1-kap6oHOBOT KNCIOTH

Crapis 1:

4-[(MipnpasunH-4-inamiHo)MeTun]ninepnanH

O3t
=N

Cymiw ©eH3nnoBsoro edipy 4-[(5,6-
AvxnopnipugasuH-4-inamiHo)MeTun]ninepnamH-1-
kapOoHoBOI kncnotu (Npuknag 65, 2,00r, 5,06mmons),
Pd/C (10%, 0,20r) B abcomntoTHomy eTaHoni (15mn)
iHTEHCMBHO nNepemiwyBanu B aTtMmocdepi BOAHIO
(1atm.) 3 BanoHa npoTsirom 7rof. PeakuiliHy cymiw
inbTpyBanu i KOHUEHTpyBanu 3 ogepXaHHAM 4-
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[(nipnaasuH-4-inamiHo)MeTun|ninepuaunHy.
MC(M+1):193,25.
Crapgia 2:
BeHaunosuin edip 4-[(nipnoasunH-4-
inamiHo)meTun]ninepnanH-1-kap6oHOBOT KUCIOTH

©/\°i“©vn@

[lo posuyunHy, Wo nepemiwyeTbes, 4-[(nipuaaswn-
4-inamiHo)meTtunininepugunHy (0,20r, 1,04mmorns) B
OM® (3mn) pogaeanu 2,5-giokconiponignH-1-inosun
edip 6eHannoBoro edipy ByrinbHoi kucnotu (0,26r,
1,04mmonb). OgepkaHy peakuiiHy Cymill nepemilly-
Banu npwu KiMHaTHin Temnepatypi npotsarom 0,5roA.,
noTiM KOHLEHTpyBanu y Bakyymi. 3anuLiok ouuwianu
MeToAoM XxpomaTtorpadii Ha cunikareni (entotoun
(10% NH4sOH B MeOH)/CH,CI, 1-7/99-93) 3 opep-
XaHHAM  BeHsunoBoro  edipy  4-(nipygasviH-4-
inamiHo)meTun]ninepnamnH-1-kap6oHOBOT KNCIOTK.

'H AMP (400Mru, CDCls): & 8,65 (a, J=6,1IL,
1H, Pyr), 8,57 (g, J=3,1l'y, 1H, Pyr), 7,36 (m, 5H, Ar),
6,46 (om, 7= 6,1 i 2,9y, 1H, Pyr), 5,13 (c, 2H,
ArCH,0), 4,40 (c, 1H, NH), 4,25 (ywwup.c, 2H,
NCH,CHy), 3,10 (1, J=6,0l"y, 2H, NHCH,CH), 2,78
(ywwp.c, 2H, NCH2CH,), 1,81 (m, 1H, CH), 1,77 (g,
J=12,5I'y, 2H, CHCH,CHy), 1,23 (kB., J=10,3I'y, 2H,
CHCH,CHy).

MC(M+1):327,28.

Mpuknag 67:

4-OTOPOEH3NNOBUN edip 4-[(nipnoasvH-4-
inamiHo)meTun]ninepnanH-1-kap6oHOBOT KUCIOTH

° .
joag eV
F =
0

[lo posuunHy, Wo nepemiwyeTbes, 4-[(nipyaasvH-
4-inamiHo)meTtun]ninepuanyy  (0,20r,  1,04mmons,
ctagia 1 npuknagy 66) B8 AM® (3mn) gogasanu 2,5-
AiokconiponiguH-1-inosun edip 4-dTopbeH3nnoBoro
edipy ByrinbHoi kucnotu (0,28r, 1,04mmons). Onep-
XaHy peakuiHy Cymill nepemiwyBany Npu KiMHaTHIN
Temnepatypi npotarom 0,5rof., a NOTiIM KOHLEHTpY-
Banu y BakyyMi. 3anuiiok oumwianu MeTtogqom xpoma-
Torpacpii Ha cunikareni (entototoun (10% NH,OH B
MeOH)/CH,Cl, 1-7/99-93) 3 ogepxaHHaAM  4-
pTopbeHannoBoro edipy 4-[(nipnoasvH-4-
inamiHo)meTun]ninepnamnH-1-kap6oHOBOT KNCIOTK.

MC(M+1):345,29.

Mpuknagn 68a i 68b:

Mpuknag 68a:

BeH3nnosuin edip 4-[(6-xnopnipuaasuH-4-
inamiHo)meTun]ninepnanH-1-kap6oHOBOT KUCIOTH

o]
O’LLN
® (N2
O\/ \EN]/C‘

Mpuknag 68b:
BeHaunosui edip 4-[(5-xnopnipuaasuH-4-
inamiHo)MeTun|ninepnanH-1-kapOoHOBOI KNCNOTH

OO,
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Cymiw ©€eH3nnoBoro edipy 4-[(5,6-
auxnopnipuaasuH-4-inamiHo)MeTunninepnamH-1-
kapboHoBoi kucnotu (npuknag 65, 0,15r, 0,38mmornb),
npomutoro Hikento Pexesa (0,15r), NHsOH (1mn) B
abcontoTHoMy eTaHoni (10mn) iIHTEHCUBHO NepemiLly-
Bann B aTmocdepi BoaHw (1aTtm.) nportdrom 7rog.
PeakuiviHy cymiw inbTpyBanu i KOHUEHTpyBanu i
oyULLLanK 3anuLoK METOAOM XpomaTorpadii Ha cuni-
kareni (enototoun (10% NHsOH B MeOH)/CHCI, 1-
7/99-93) 3 opepxaHHAM GeHaunnoBoro edipy 4-[(6-
xnopnipuaasvH-4-inamiHo)meTnn) ninepnaunH-1-
kapboHoBoi kucnotn MC(M+1):361,25 i 6eH3nnosoro
edipy 4-[(5-xnopnipngasunH-4-
inamiHo)meTun]ninepnamnH-1-kap6oHOBOT KNCIOTK.

MC(M+1):361,25.

Mpuknag 69:

BeHsunosuii edip 4-[(2-xnop-5-pTopnipumianH-
4-inamiHo)mMeTun]ninepmaunH-1-kapboHOBOT KMCNoTH

Cragisa 1:

2,4-Anxnop-5-cdTopnipMmianH

CTIN\JN\CJ

Po3unH 5-cpropypaumny (5,00r, 38,44mmonb) i
N,N-gumeTtunanininy (5mn) B POCI;3 (20mn) Harpianu
i3 3BOPOTHUM XONOAUNBHUKOM npoTarom 1rog. Motim
pO34MH KOHLeHTpyBanu y Bakyymi. OpgepxaHuii 3a-
nuwok racunu gogasaHHAM Boau (20mn) npu 0°C i
ekctparyBanu edipom (3x150mn). O6'egHaHi edipHi
Lwapv npommusanu Bogoto (2x50mn), Hacu4YeHnM BoAa-
HUM po3umHoMm NaHCOs3, Bogoto (50mn), cywmnu Hag
Na;S04, hinbTpyBanu i KOHUEHTPyBanu 3 oAaepXaH-
HAM 2,4-anxnop-5-pTopnipumianHy.

Crapis 2:

Benannosun edip 4-[(2-xnop-5-cTopnipnmianH-
4-inamiHo)meTun]ninepnaunH-1-kapboHOBOI KNCNoTH

&
Cre o
O
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[o posunHy, WO nepemiwyetbes, 2,4-anxnop-5-
dropnipumignHy (0,671, 4,03mMmonb) i TpueTunamiHy
(0,84mn, 6,04mmonb) B AM® (5mn) gopaBanu 6eH-
3un-4-(amiHomeTun)ninepuanH-i-kapbokemnat  (Npuvk-
nag 13, cragia 1) (1,00r, 4,03mmonb). OpepxaHy
peakuiiHy cyMill nepemillyBanu npu KiMHaTHIR Tem-
nepartypi npoTarom 1rog. i KOHUEHTPYBanu y Bakyymi.
3anuwok ounanm MeToaoM xpomarorpadii Ha cuni-
kareni (emototoun CH,CI,/IPA/rekcanamn) 3 opep-
YXaHHAM ©eH3unnoBoro edipy 4-[(2-xnop-5-
dTopnipumignH-4-inamiHo)meTunninepnamH-1-
KapOOHOBOI KNCMNOTMW.
MC(M+1):379,25.
Mpwuknag 70:
BeHaunosuin edip 4-[(5-¢pTopnipumiguH-4-
inamiHo)meTun]ninepnamnH-1-kap6oHOBOT KNCIOTK

Qﬁi&nﬁ

Cymiw  6eHsunoBoro  edipy  4-[(2-xnop-5-
dTOPNIpUMIaNH-4-in-amiHo)MeTunninepuamH-1-
kapboHoBoi kucnotu (npuknag 69, 0,15r, 0,40mMmorb),
npomutoro Hikento PeHes® (0,15r), NH,OH (1mn) B
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abcontoTHoMy eTaHoni (10Mn) iHTEHCMBHO nNepemilly-
BanuM B aTMocdepi BoAaHw (1aTtM.) npoTtsdrom 2rop.
PeakuiHy cymiw inbTpyBanu i KOHUeHTpyBanu i
oyuLLanu 3anuLok MeTogoM Xxpomatorpadii Ha cuni-
kareni (entototoun (10% NH4sOH B MeOH)/CH.CI, 1-
10/99-90) 3 ogepxaHHsaM GeHsunoBoro edipy 4-[(5-
dTopnipumignH-4-inamiHo)MeTunninepnamH-1-
KapOOHOBOI KNCIOTMW.

MC(M+1):345,28.

Mpuknag 71:

BeH3nnosuin edip 4-[(5-¢pTopnipnmiguH-2-
inamiHo)meTun]ninepuamnH-1-kap6oHoBOI Kncnotu
Cragis 1: 2-Xnop-5-dTopnipumiamH

N
a—(\N}-F

[o cymiwi 2,4-gmuxnop-5-dpropnipumiguHy, LWo
HarpiBaeTbCs i3 3BOPOTHWM XOMNOAUIBLHUKOM, (MPUK-
nag 69, cragia 1, 3,25r, 19,47mmonb) i uuHky (8-
30mew, 3,82r, 58,39mmonk) B TI® (30Mn) nosinbHO
popasanu outoBy kucroty (1,11mn, 19,47mmonb).
PeakuinHy cymilw Harpisanu i3 3BOPOTHUM XOMOAMUIb-
HUKOM NPOTAroM 7rof., NOTiIM OXOMNoAXyBanu A0 KiM-
HaTHOI TemnepaTypu, iNbTPyBanu i KOHUEHTpyBanu
3 oepPXKaHHAM 2-Xrop-5-PTopnipuUMIanHY.

Crapis 2:

BeHannosun edip 4-[(5-dpTopnipumignH-2-
inamiHo)meTun]ninepnanH-1-kap6oHOBOT KNCIOTH

o 'Ovn),\b\s

Po3uuH 6eH3un-4-(amiHomeTun)ninepuanH-1-
kapbokcunaty (npuknag 13, cragia 1, 0,10r,
0,40mmonb),  2-xnop-5-cpTopnipumignHy (0,053,
0,40mmonb) i TpueTtunaminy (0,11mn, 0,81mMmons) B
OM® (0,5mn) HarpiBanu npu 100°C npotsarom 6roga.,
NOTIM KOHLEHTPYBanu y Bakyymi. 3anuwok ouuiianm
MeToAoM Xxpomartorpacpii Ha cunikareni (entorrun
CH.Cly/IPA/rekcaHom 10/1-20/89-70) 3 opepxaHHAM
©6eH3nnoBoro edipy 4-[(5-dbTopnipumignH-2-
inamiHo)meTun]ninepnamnH-1-kap6oHOBOT KUCIOTK.

MC(M+1):345,29.

Mpuknag 72:

4-MeTnn6eHsunosun edip 4-[(5-dTopnipmmianH-
2-inamiHo)meTun]ninepnanH-1-kap6oHOBOI KUCMOTH

Jeaaet
NN
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Po3uuH (4-metunbeHann)-4-

(amiHomeTun)ninepuanH-1-kapbokcunaTty (MPOMKHWNA
npogykt 2a) (0,20r, 0,76mmonb), 2-xnop-5-
dropnipumignHy (npuknag 71, ctagia 1) (0,10r,
0,76mMmonb) i Tpuetunaminy (0,21mn, 1,53mmonb) B
OM® (1mn) HarpiBanu npmn 100°C npoTsrom 6rog., a
MOTiM KOHLEHTpyBanu y Bakyymi. 3anuiiok oyuwianu
MeToooM xpomaTtorpadii Ha cunikareni (entotolun
CH.CI./IPA/rekcaHom 10/1-10/89-80) 3 opepxaHHAM
4-meTnnbeHsunosoro edipy 4-[(5-dTopnipumianH-2-
inamiHo)meTun]ninepnamnH-1-kap6oHOBOT KNCIOTK.

MC(M+1):359,33.

Mpuknag 73:

4-Linknonponin6eHannosumn edip 4-[(5-
dTOpPNipUMIgMH-2-inamiHo)MeTun]ninepnamH-1-
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KapOOHOBOT KMCMNOTH

Crapgia 1:

Etunosun edip 4-umknonponinGeH30nHoi  Kuc-
notu

0™

Tpuxnopwua iHgito (2,2r, 10mmone) | TT® (50mn)
o6'egHyBanu B aTmocdepi a3oTy i oxonogKyBanu Ao
-70°C. KpannsmMmu gogaBany po3yunH LMKonponinMa-
rHindpomigy (33mn, 30mmonb, 0,92 M), nigTpumytoun
Temnepatypy peakuinHoi cymiwi <-60°C. [Micnsa 3aBe-
pLIEHHs1 4oAaBaHHA peakuiHy Cymiw nepemiwysanu
npotarom 0,5rof. nNpu OXOoNoaXyBaHHi, NOTIM NPOTH-
rom 0,5roa. micna BuAaneHHst OXONomXyk4doi 6aHi.
OpepxaHui po3vvMH gopaBanv B aTtmocdepi asoty
yepes KaHKIMK A0 PO3YMHY, L0 HarpiBaeTbcs i3 3BO-
POTHWMM XornoannbHUKOM, eTun-4-nogobexsoaty (5,5r,
20mMmonb), TpaHc-
anxnopbic(TpndeHindocdid)nanagito(ll) (421wr,
0,60mMmonb) i TFP (100mn). Yepes 24rof. BMIcCT pea-
KUiMHOI MOCYAWHM OXOMOAXyBanu i BMAanNsnuM pos-
YMHHVK Yy Bakyymi. [logasanu Bogy (100mn) i 5%
KHSO, i ekctparysanu cymiw CH,Cl, (3x100mn).
O6'eqHaHi opraHiyHi ekcTpakTh npoMuBanu Hacuye-
HUM CONbOBUM PO34YMHOM, cywimnu Hag NaSOg i di-
NbTpyBanu.

®inbTpaT BUAansanu y BakyyMi i ouvwianu ogep-
XaHWA  3anuWIOK  METOLAOM  KOMOHKOBOI  hbnewwu-
xpomatorpadii (entototoum rekcaHom/EtOAc 95/5) 3
oAepXKaHHAM €TUoBOro egipy 4-
LMKIONponinGeH30MHOT KNCIOTK Y BUMMSAAi OpaHXeBo-
ro macna.

Crapis 2:

(4-UuknonponindeHin)metaHon

o

ETunosun edip 4-umknonponinGeH30nHoI Kucno-
™ (2,46r, 13mmonb) i TI® (250mn) o6'egHyBanu B
aTmocdepi a3oTy i oxonomxkysanu B 6aHi (IPA/cyxun
nig) po -70°C. Mo kpannax gogaBany po3yuH niTina-
nomiHivrigpnay (20mn, 20mmons, 1,0M). Yepes 2rog.
HaAMULIOK MiTINaNOMIHIVrigpuay racunmn nokpannunH-
HUm gopaBaHHaM EtOAc. PeakuinHy cymilw HarpiBanm
Ao 25°C, a noTiM BMAANSAnM PO3YMHHUK Y BaKyyMi.
Hopasanu Bogy (200mn) i gekineka kpanens HCI (Bo-
OHMn  6H posumH). Cymiw ekctparyBanm EtOAc
(3x100mn). O6'engHaHi opraHiyHi eKCTpakTu NpoMuBa-
N Hacu4YeHVM COMbOBMM PO3YMHOM, CYLUMU Hag
Na;S0; i pinbTpyBanu. PinbTpaT BUAANANN y Bakyy-
Mi i ouMLanm ogepXKaHUin 3anuoK METOLOM KOJSOH-
KoBOi  cbriew-xpomatorpadpii  (entowwum  rekca-
HoM/EtOAc 40/60) 3 OfEPXKaHHAM (4-
uuknonponindeHin)metaHony y Burnsagi 6esdapsHoro
macna.

Crapgia 3:

2,5-[liokconiponignH-1-inosun edip 4-
uuknonponin6eH3mnoBoro edipy BYrinbHOI KUCMNOTH

gevss

BkazaHy B 3arofoBKy Crofyky ofepxysanu 3 (4-
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umknonponindgeHin)MetaHony, sk NMokasaHO paHille
anst cxoxux cnonyk [Chem. Pharm. Bull., 38(1)]: 110-
115 (1990) i npomixxHWIA NpoayKT 1a).

Cragis 4:

4-Llnknonponin6eH3nnosun edip 4-
amiHomeTunninepuaunH-1-kapboHoOBOI kKMCNoTU

Eoagoh

BkasaHy B 3aronoBky crnonyky ogepxysanu 3 2,5-
fiokco-niponignH-1-inosoro egipy 4-
uuknonponinéeHsnnosoro edipy BYriNbHOI KMCNOTH,
SIK onucaHo Ha ctagii 1 npuknaay 13.

Crapgisa 5:

4-Lmnknonponin6eH3vnnosun edip 4-[(5-
dTOPNipUMIAMH-2-inamiHo)-MeTunininepnaunH-1-
KapOOHOBOT KNCMNOTH

L..\J‘,!:L/O‘ i"’\Ckv

Po3uuH (4-umknonponin6eHaun)-4-
(amiHomeTun)ninepuanH-1-kapbokcunaTy (0,10r,
0,35mMMonb), 2-xnop-5-pTopnipumignHy (npuknag 71,
cragia 1, 0,046r, 0,35mmonb) i TpueTunaminy
(0,097mn, 0,69mmonb) B AM® (1mn) HarpiBanm npu
100°C npotdrom 6rod., a MOTIM KOHUEHTpyBanu y
BaKyyMi. 3anuLioK ouunLLanu metTogom xpomaTtorpadii
Ha cunikareni (emtototoum CH,Cly/IPA/rekcanamu) 3
opepXaHHaM 4-uuknonponinéeHsunosoro edipy 4-
[(5-dTOpnipUMiaMH-2-inamiHo)MeTUn]ninepnamH-1-
KapOOHOBOT KNCIOTHW.

MC(M+1):385,31.

Mpuknag 74:

4-XnopbeHannosun edip 4-[(5-dTopnipnmignH-2-
inamiHo)meTun]ninepnanH-1-kap6oHOBOT KNCIOTH

OiN
Cl/O/\ OJ\,‘J’“NZLF

PosuyuH (4-xnopbeHann)-4-
(amiHomeTun)ninepnanH-1-kapbokemnaTty (MPOMIKHUN
npoaykt  2b)  (0,10r, 0,35mmonb),  2-xnop-5-
dropnipumignHy (0,047r, 0,35Mmonb) i TpueTnaminy
(0,099mn, 0,71mmonb) B AM® (1mn) HarpiBanu npwu
100°C npotsdrom 6roa., a MOTIM KOHUEHTpyBanu y
BaKyyMi. 3anuLiok o4vLany Metogaom xpomartorpadii
Ha cunikareni (entototoum CH,Cly/IPA/rekcaHamn) 3
ofepxaHHaAM  4-xnopbeHsunosoro  edipy  4-[(5-
dTOPNIpUMIANH-2-inamiHo)MeTUn]ninepnamH-1-
KapbOHOBOI KUCTOTK.

MC(M+1):379,26.

Mpwuknag 75:

4-OT1opbeHsunosun edip 4-[(5-dTopnipumignH-2-
inamiHo)meTun]ninepnanH-1-kap6oHOBOT KUCIOTH

9
AT Oy

Po3unH (4-dpTOpGEH3NN)-4-
(amiHomeTun)ninepuaunH-1-kapbokcmnaTy (NPOMKHUIA
npogykt 2c) (0,10r, 0,38mmonb), 2-xnop-5-
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dTopnipumignHy (0,05r, 0,38Mmonb) i TpueTUnamiHy
(0,11mn, 0,75mmonb) B OM® (1mn) HarpiBanu npwu
100°C npotsdrom 6roa., a MOTIM KOHLEHTpyBanu Yy
BaKyyMi. 3anuLloK ouunLLann metogom xpomaTtorpadii
Ha cunikareni (emototoun CHLCly/IPA/rekcaHamn) 3
opepxaHHaM  4-cpTopbeH3unoBoro  eduipy  4-[(5-
dTOPNipUMIANH-2-inamiHo)MeTun]ninepnanH-1-
KapOOHOBOI KNCINOTMW.

MC(M+1):363,31.

Mpuknag 76:

4-MeTnn6eH3un-4-[(2-nipumiguHinamiHo)meTtnn]-
1-ninepnanHkapbokeunat

/@“”‘mw

Po3uunH, wWwo nepemiwyeTbes, 4-MeTunoeH3un-4-
(amiHomeTun)-1-ninepuanHkapbokemnaTty (MPOMiKHUIA
npoaykt 2a) (20,00r, 76,23mMMonb), 2-xnopnipuMianHy
(8,73r, 76,23mmonb) i TpuetunamiHy (21,25mn,
152,46mmonb) B AM® (40mn) Harpisanu npu 100°C
npoTarom 6rod. PeakuiiHy cymill oxonoaxysanu Jo
KiMHaTHOI TemnepaTypu, NOTIM po3baBnanu eTtuna-
uetatom (800mMn), npomMuBanM HaCUYEHUM BOLHUM
posymHoMm NaHCOs; (100mn), Bogoto (3x100mn), Ha-
CMYEHNM CconboBUM po3unHoM (100mn), cywmnu Hag
NazSO4, inbTpyBanu i KoHUEHTpyBanu. 3anuiiok
ounwanu MetogoM Xxpomatorpacdpii Ha cunikareni
(entotoroum CH,Cly/IPA/rekcaHamm) 3 ogepxaHHAM 4-
MeTunbeHsun-4-[(2-nipumiguHinamiHo)meTtnnl-1 -
ninepnavHkapbokeunary.

MC(M+1):341,30.

Mpuknag 77: [1-(2-
deHineTtaHcynbgoHin)ninepnanH-4-
inMeTuUnnipumignH-2-inamix

Crapis 1:

Tpet-6yTnnoeui edip 4-amiHomeTunninepuanH-
1-kapbOHOBOI KMCNOTK

H!N’\Ol):*

0o cymiwi 4-amiHomeTtunninepuauHy (15r) B
250mn 6e3BogHOMY TeTparigpodyypaHi, OXOnoaXeHoi
0o -78°C, kpannsmu npotsirom 45xB. gogaBanu pos-
YnH on-TpeT-6yTnnamkapboHaty (24r) B 100mn 6es-
BoAHOro TeTparigpodypaHy. [licna nepemiwyBaHHs
npotarom 1rog. npu -78°C cymilw 3anvwanu Harpisa-
TUCb OO0 KIMHATHOI TemnepaTtypu i nepemillyBaTuch
nNpoTArom Hodi. Cymill KOHLEHTPYBanu Mawxe gocyxa
i posdasnanu 200mn 10% BOAHOrO PO3YUHY FIMMOH-
Hoi  kucrotn.  Cymiw  ekctparyBanm  edipom
(3x100mn), noTim 3anyroByBanu LUMSIXOM 4OAABaHHS
rpaHyn rigpokcuay HaTpilo i ekcTparysanu xnopodo-
pmom (3x200mn). O6'eqHaHi eKCTpakTU CyLIMnu Hag
cynbdaTtoM MarHito i KOHLeHTpyBanu pgocyxa npwu
3HMKeHoMy Tucky. OpepxaHe Macno 6yrno romoreH-
HUM npu po3gineHHi metogom TLWX (posginstoun
90/10 XNopoopMOoM, Hacu4eHnm amia-
KOM/MeTaHomnom).

'H AMP (400Mru, CDCls): & 4,1 (ywwup.c, 2H),
2,7 (ywwmp.m, 2H), 2,6 (g, 2H), 1,7 (m, 3H), 1,42 (c,
9H), 1,1 (m, 2H).

Crapgia 2:

TpeT-6yTUnosui edip 4-
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(6eH3unokcnkapboHinamiHome T )ninepuanH-1-
KapOOHOBOT KNCMNOTH

QO f

0o posaumHy TpeT-OyTMnoBoro ecbipy 4-
amiHomeTunninepuaunH-1-kapboHoBoi kucnotu (21r) B
100mn etunaueTtaty, oxonomxeHoro no 0°C, mopa-
Banu 100mn Hacu4eHoro po3ynHy kapboHaTy HaTpito i
6eH3unxnopodopmarty (17r). Po3unH nepemilysanm
npoTsarom 3roA., a notim po3ginanu. OpraHiyHui wap
cywmnu Hag cynbdaToMm MarHito i KOHUEeHTpyBamnm
npu 3HWKEHOMY TUCKy. licns CyLwiHHA Y BakyyMi oge-
pXXyBanu NpoaykT y BUrMIsgi macna.

'H AMP (400Mru, CDCls): & 7,35 (m, 5H), 5,3 (a,
1H), 5,1 (c, 2H), 4,1 (ywwup.c, 2H), 3,0 (ywwup.m, 2H),
2,6 (ywwup.m, 2H), 1,7 (m, 3H), 1,42 (c, 9H), 1,1 (m,
2H).

Cragia 3:

BeHannosui edip
inMeTnnkap6amiHOBOI KUCNOTH

Qg

Cymiw TpeT-6yTMnoBoro edipy 4-
(6eH3unokcrkapboHinamiHomeTun)ninepuanH-1-
kapboHoBoi kucnotu (35r) i 50mn 41 HCI B piokcaHi
nepemillyBanu npu KiMHaTHIN TemnepaTtypi NpoTArom
3roa., notim posbaensanu 200mn edipy i dinbTpyBa-
nn 3 OAEepPXaHHAM FiapoXNopuaHoi coni 6eH3nnoBoro
edipy ninepmauvH-4-inMeTnnkap6amiHOBOI KMCNOTK Y
BUrMAAi cnyweHoi TBepaoi peyoBuHN. BinbHy ocHOBY
ofepXyBanu LUMSXOM PO3MOAiNy rigpoxnopuay Mk
xnopodopmom (50mMn) i HacCU4EHUM BOAHWMM PO3YU-
Hom NapCO3 (50mn).

'H AMP (400Mru, CDCls): & 7,35 (M, 5H), 5,15
(c, 2H), 4,9 (ywwmp.c, 1H), 3,1 (m, 2H), 2,6 (m, 3H), 1,7
(m, 2H), 1,6 (m, 2H), 1,1 (m, 2H).

MC (M+1)=249.

Crapia 4:

BeH3nnosuin edip [1-(2-
deHineTeHcynbMOHIN)NinepnanH-4-inmeTun]-
kapbaMiHOBOI KMcCroTn

Qo)

Cywmiw rigpoxnopugy 6eHaunosoro edipy nine-
puanH-4-inmeTun-kapbamiHoBoi kucrotn (2 r), 25mn
OVXNOPMETaHy,  TpaHC-2-CTUpPEHCYnbgOoHInxnopuay
(1,5 r) i 3mn N,N-giisonponinetunamiHy nepemiwysa-
N Npu KIMHaTHIW TemnepaTtypi NPOTAroOM HoYi, NOTIM
posbaenanu 200mn  xropodopmy i npomMuBanu
100mMn HacuyeHoro po3ynHy kapboHaTy HaTpito. Ekc-
TPakTu CyWwmnnn Hag cynbgaToM MarHito i KOHLEHTPY-
Banu 3 ogepxaHHsM 6eHaunoBoro edipy [1-(2-
deHineTeHcynbdOHIN)NinepnanH-4-
inmeTnn]kap6amiHOBOI kKMcnoTK y Burnagi 6inoi Teep-
OO0 peyOoBUHMU.

'H AMP (400Mry, CDCls): & 7,5-7,2 (M, 10H),
6,65 (m, 1H), 5,15 (c, 2H), 4,8 (ywwp.c, L), 3,8 (a,
2H), 3,1 (pa, 2H), 2,6 (oa, 2H), 1,8 (4, 2H), 1,6 (m,
2H), 1,35 (m, 2H).

MC(M+1)=415.

Crapis 5:

C-[1-(2-PeHineTaHcynbdoHin)ninepuanH-4-
injMeTnnamiu

ninepnavH-4-
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Cymiw ©6€eH3MnoBoro edipy [1-(2-
deHineTaHcynbdOHIN)ninepnanH-4-
inmeTnn]kapbamiHoBoi kucnoTn (2,5r), 20% rigpokcu-
Ay nanagito (1r) Ha Byrinni, 200mn meTaHony i 50mn
TeTparigpodypaHy nepemilysanu CTPyLLyBaHHAM B
aTmocdepi BogH (Tuck 50psi) npotarom 2 gi6 npu
KiMHaTHIn Temnepatypi. KaTanizatop BigdinbTpoBy-
BaTu i npomusanu 250mMn metaHony. KoHueHTpyBanu
Npu 3HWKEHOMY TUCKY 3 ogepxaHHam C-[1-(2-
deHineTaHcynbdOHIN)NinepuanH-4-injlMeTnnamivy  y
BMrMsAAi 6inoi TBepAoi peyoBmHU.

'H AMP (400Mry, CDCls): & 7,4-7,2 (m, 5H), 5,1
(c, 2H), 3,8 (A, 2H), 3,1 (m, 4H), 2,7 (aa, 2H), 1,8 (a,
2H), 1,6 (m, 5H), 1,3 (m, 2H).

MC(M+1)=283.

Cragis 6:

[1-(2-PeHineTaHcynbdoHIN)NinepuanH-4-
inMeTUN]NipUMIaNH-2-inamin

Q“”'\Oa{w@

CymiL 0,5r [1-(2-
deHineTaHcynbgOoHIN)ninepnanH-4-
iNMeTUnINipuMianH-2-inamiHy, 0,56r 2-

O6pomnipumiguHy, 25mn 2-nponadony i 0,5mn N,N-
AiisonponinetTunamidy Harpisanu i3 3BOPOTHUM XOfo-
AVMBHUKOM NpOTArom Hodi. licna koHueHTpauii npu
3HWXKEHOMY TUCKY MPOBOAMITM OYMLLEHHS OOEPXKaHOro
3anvwKy MeTodoM XxpomaTtorpaddii Ha cunikareni,
enioKYM  eTunauetatom 3 ogepxaHHam  [1-(2-
deHineTaHcynbgoHIN)ninepnamH-4-
inMeTUN]nipuMignH-2-in-amivy 'y Burnsai 6inoi Teep-
001 pe4YOBUHN.

'"H AMP (400Mru, CDCls): 5 8,15 (g, 2H), 7,3-
7,18 (m, 5H), 6,5 (aa, 1H), 5,5 (aa, 1H), 3,8 (a, 2H),
3,35 (A, 2H), 3,15 (aa, 4H), 2,7 (m, 2H), 1,9 (4, 2H),
1,8(m, 1H), 1,3(m, 2H).

MC(M+1)=361.

Mpuvknapg 78:

{1-[2-(4-PTOpPdDEHIN)eTaHCyNbdoHIN]NiNnepuanH-
4-inMeTun}-nipumignH-2-inamiu

Cragisa 1:

1-(2-Xnopetun)-4-cpTopbeHson

Cymiw 7r 2-(4-cpTopdpeHin)etaHony, 25mn xnop-
6eHsony, 42mn 37% HCI i 0,9r Aliquat® 336 (Tpukan-
pyninMeTUNaMoHinxnopuay) Harpisanu i3 3BOPOTHUM
xonoguneHWKkoMm npoTarom 3 Ai6, oxonogxysanu i
ekctparyBanu rekcaHom (3x100mn). O6'egHaHi ekcT-
paKkTV Cylmnu Hap CcynbgaToM MarHito i KOHLEHTPY-
Banu npu 3HmwkeHomy Tucky. OgepxaHe macno 6yno
rOfIOBHUM YMHOM 1-(2-xnopeTnn)-4-pTopOGeH30nom.

'H AMP (400Mlu, CDC13): & 7,3 (aa, 2H), 7,0
(am, 2H), 3,7 (1, 2H), 3,05 (1, 2H).

Cragis 2:

S-[2-(4-OTopdeHin)eTnn]oBun eddip TiooUTOBOI
KncnoTn
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Cymiw  2,4r 1-(2-xnopetun)-4-cpTopbeHsony,
30mn OM® i 25mn TiocaueTaTy kanito nepemiwysanu B
aTtMocaepi a3oTy npotsrom 24rog. Cymiw po3basns-
nm 200mMn BogM i ekcTparyBanv OMXJIOPMETaHOM
(3x50mn). O6'egHaHi opraHiyHi Wwapw cywunu Hag
CcynbaTOM MarHito i KOHLUEHTPYBanu npu 3HMKEHOMY
TI/ICK}/. Cywwunu y BakyyMmi 3 OAepaHHam macna.

H AMP (400MI'u, CDClz): 6 7,18 (an, 2H), 6,98
(am, 2H), 3,08 (7, 2H), 2,81 (T, 2H), 2,32 (c, 3H).

Cragia 3:

2-(4-®dTopdbeHin)eTaHcynbdoHINxnopuna

CTpyMiHb rasonogibHoro xmopy poanunioBanv B
KpwKaHi cymiwi 2,5r, wo nepemiwyetbcd, S-[2-(4-
dTopcheHin)eTnnjoBoro edipy TiOOLTOBOI KMCMOTH,
30mn amxnopmetaHy i 30mn Boau npoTsirom 1roA.
Cywmiw posbasnsann 200mMn guxnopmeTaHy, nepemi-
LyBanu CTpywyBaHHAM i po3ainsanu. O6'egHani opra-
HiYHI Wapu cywmnm Hag cynbdaTtom MarHito i KOHLEH-
TpyBanu Mpu  3HWKEHOMY Tucky. Postuparmm 3
rekcaHom 3 oepxaHHsaM 6inoi TBepaoi pe4oBUHM.

'H AMP (400Mru, CDCls): & 7,2 (am, 2H), 7,0
(an, 2H), 3,1 (aa, 2H), 3,3 (aa, 2H), 2,32 (c, 3H).

Cragia 4:

BeHannosui edip
ByTokcmkapboHinamiHomeTun)ninepnamH-1-
KapOOHOBOT KNCMNOTH

SO0

[o KpmxaHoro posuuHy, Lo nepemiyetbes, 21r
6eH3un-4-(amiHoMeTun)ninepuauH-i-kapbokcunaTty
(npuknap 13, ctagis 1) B 250mMn guxnopmeTtaHy go-
pasanu 18r au-tpet-OytunaukapboHaty B 100Mn
anxnopmetaHy npotarom 30xB. Nicna nepemiwysaH-
HS MPOTArOM HOYi CyMill KOHLEHTpyBanu [ocyxa.
PosTupanu 3 rekcaHoM 3 ofep)xaHHaM 6Ginoi TBepaoi
pPEYOBUHMU.

'H AMP (400MI'y, CDCls): 8 7,4 (m, 5H), 5,15 (c,
2H), 4,6 (ywwup.c, W), 4,2 (ywwup.c, 2H), 3,0 (ywup.c,
2H), 2,8 (m, 2H), 1,7 (m, 3H), 1,42 (c, 9H), 1,15 (m,
2H).

4-(TpeT-

Crapis 5:
TpeT-6yTnnosui edip
inveTnnkap6amiHOBOI KUCNOTU

AT O

Cymiw  28r 6eH3unoBsoro edipy 4-(Tpet
6yTokcmkapboHinamiHomeTun)ninepnamH-1
kapboHoBoi kucrnotu, 1r 10% nanagito Ha Byrinmi,
100mn TT'® i 200mn MeTaHony nepemiwlysanu B at-
Mocdpepi BogHo npoTdarom 2 ai6. Cymiw ginbTpyBanm
i KOHLIEHTPYBanu Npu 3HNWXeHOMyY TUCKy. Po3Tupanu 3
rekcaHoM 3 ofiepkaHHaM 6inoi TBepaoi peHoBUHM.

'H AMP (400Mru, CDCls): & 4,8 (ywwup.c, 1H),
3,05 (g, 2H), 2,9 (aa, 2H), 2,6 (m, 3H), 1,6 (g, 2H), 1,5

ninepnanH-4-
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(m, 1H), 1,4 (c, 9H), 1,05 (m, 2H).

Crtapgis 6:

TpeT-6yTUnoBuii edgip
dpTOpdeHin)eTaHcynbgoHin]ninepnanH-4-
inmeTnn}kap6amMiHOBOI KMCNOTK

ﬂk{_y{,\/@’ F

[o kpwxaHoro posuuHy 0,2r TpeT-6yTunosoro
edipy ninepuanH-4-inmetTunkapbamiHOBOI  KUCMOTH,
o nepemilyeTbcs, i 0,2mn N,N-
giisonponinetunamidy B 20Mn guxnopmeTtaHy goga-
Bann 0,3r 2-(4-cdTopdeHin)eTaHcynbgoHinxnopmay.
Micns nepemiwyBaHHA NPOTAroM Houi Cymill po3bas-
nanu 50mn xnopodopmy, npommusanm 50mMn Hacuye-
HOro po34nHy KapboHaTy HaTpilo, CylIMnu Hag Cynb-
daTtoM MarHito i KOHUeHTpyBanmu Jocyxa npwu
3HMXEHOMY Tucky. PosTupanu 3 rekcaHoMm 3 ofep-
XaHHaM 6inoi TBepaoi pevoBUHM.

'H AMP (400MIu, CDCls): & 7,2 (M, 2H), 7,0 (aa,
2H), 4,6 (ywwup.m, 1H), 3,8 (g, 2H), 3,1 (m, 3H), 3,0
(M, 2H), 2,7 (am, 2H), 1,8 (g, 2H), 1,6 (ywup.m, 2H),
1,42 (c, 9H), 1,3 (m, 2H).

Cragia 7:

C-{1-[2-(4-
dTopdeHin)etaHcynbdoHinininepnanH-4-
in}metunamin

" ;quv@

Cywmiw 0,4r Tpet-6yTnnosoro edipy {1-[2-(4-
dTOpdEHIn)-eTaHCyNbGOHIN]NinepuanH-4-
inmeTun}kapbamiHoBoi kucnotn i 5mn 41 HCI B piok-
CaHi nepemillyBanu nNpu KiMHaTHIN TemnepaTypi npo-
Tarom 3rof., a noTim posbaenanu 50mn xnopodop-
My, npomuBanu 50Mn HacUMYEHOro  PO34MHY
KkapboHaTy HaTpito, CyLUMnn Hag cynbaToM MarHito i
KOHLUEHTpyBanu Jocyxa npu 3HmxeHomy Tucky. Oge-
pXyBanu NPoAyKT y BurnsAai 6inoi Tsepaoi peyoBmHU.

'H AMP (400MIu, CDCl3): & 7,2 (m, 2H), 7,0 (a4,
2H), 3,92 (g, 2H), 3,1 (c, 4H), 2,7 (aa, 2H), 2,6 (g,
2H), 1,8 (g, 2H), 1,5 (ywmp.m, 3H), 1,3 (m, 2H).

MC(M+1)=301.

Crapgia 8:

{1-[2-(4-PTOpheHin)eTaHcynbdOHIN]NiNnepnanH-
4-inmeTun }nipumMignH-2-inamin

o F

Cymiw 0,3r
dTOpdeHin)eTaHcynbgoHin]ninepnanH-4-
injmetunaminy, 0,3r 2-6pomnipumignHy, 25mn  2-
nponaHony i 0,3mn N,N-giidonponineTunamidy Harpi-
Bamnu i3 3BOPOTHMM XONOAWMbHWMKOM MPOTArOM HOMi.
lMicns KOHUEHTPYBaHHA MPOBOAWMM OYMLLIEHHS oAep-
XKaHOTO 3anuLKy Mpyu 3HWKEHOMY TUCKY METOAOM
npenapaTmMBHOI XpomaTorpacii, entoowym eTunaue-
TaToM, 3 ofiepkaHHsM Ginoi TBepaoi pe4OBUHM.

'H AMP (400Mru, CDCl): 8 8,25 (g, 2H), 7,2 (M,
2H), 7,0 (an, 2H), 6,58 (oa, 1H), 5,25 (ywwup.m, 1H),
3,82 (g, 2H), 3,4 (aa, 2H), 3,15 (c, 4H), 2,75 (na, 2H),
1,9 (@, 2H), 1,8 (m, W), 1,3 (m, 2H).

{1-[2-(4-

F

C-{1-[2-(4-
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MC (M+1)=379.
Mpwuknag 79:
BeH3nnosuin edip 3-(nipumigmnn-2-
inamiHomeTun)niponianH-1-kap6oHOBOI KUCNOTH
Cragis 1:
Awmig 1-6eH3unniponignH-3-kapboHOBOI KMCIOTH

o)

w0

Ho Harpitoi go 100°C cymiwi 4,4r mMeTuMnoBoro
edipy  1-6eH3unniponianH-3-kapboHOBOT  KMCNOTK
[M.J. Kornet, P.A. Thio, S.E. Tan, J. Org. Chem., 33:
3637-3639 (1968)] i 3r popmamigy B 10mn 6e3BogHO-
ro JM® npotarom 20 XBUNUH Kpannsmu gopasanu
PO34YMH METOKCUAOY HaTpilo, O4epXKaHOoro npu po3yu-
HeHHi 0,33r HaTpito B MeTaHoni. lMicns nepemiwyBaH-
He npoTsarom 1rog. npy 100°C, cymiw 3anuwanm oxo-
noaxyesaTuCb A0 KIMHATHOT TeMnepaTtypu i Jogasanu
£o 100mn isonponaHony. Cymilwl KOHUEHTpyBanu Ao-
cyxa. 3anuwok postupanu 3 200mn xnopodopmy,
inbTPyBanu i KOHUEHTPYBanNu Jocyxa nNpu 3HUKEHO-
My Tucky. OgepxaHa onis 6yna mMaixe roMoreHHo
npu po3aineHHi metogom TLUX (posainsatoun (xnopo-
dopmom, HacuyeHum amiakom)/metaHonom 90/10).

'H amp (400MI'y, CDCls): & 7,1 (5H), 4,3
(ywwp.c, 2H), 3,5 (g, 2H), 3,4 (m, 1H), 2,6 (M, 2H), 2,5
(m, 1H), 2,25 (m, 1H), 1,9 (m, 1H).

Cragia 2:

BeHsnnosuin  edip
KapboHOBOI KMCNOTU

M o

0

Cymiw  4,5r awmigy 1-6eH3nnniponignH-3-
kapboHoBoi kucnotu, 200mn Trd, 20mn meTaHony i
1r 20% rigpokcuay nanagito Ha Byrinni nepemiwysa-
nu cTpylyBaHHAM B atMocdepi BogHw (Tuck 50psi)
npotarom 12roa. Kartanizatop BiadinsTpoByBath i
KOHUeHTpyBanu inbTpaT npu 3HWKEHOMY TUCKY.
YnapioBanu y BakyyMmi 3 ogepxaHHsam 3r macna. [o
PO34MHY HEOYMLLEHOTO 3aNULLKY, WO NEPEMILLYETLCS,
B 500mn  xnopocdopmy pgopasanm  5,5r  N-
(6eH3nnokcmkapbOoHINoOKCK)CyKUMHIMIgY i 2,2mn Tpue-
Tvnamidy. Cymilw 3anviwany nepemillyBaTucb npoTs-
rom Houi, a NoTiM npoMuBanu 50Mn HacU4eHoro pos-
4YnHy kapboHaTy HaTpilo, Cywwmnu Hag cynbdatom
MarHito i KOHUeHTpyBanu pocyxa. [lposoaunun o4u-
LLIeHHS MeTOAOM XpomaTorpadii Ha cunikareni (ento-
totoun etunaueratom/metaHonom 90/10) 3 ogepxaH-
HAM OeHsunosoro edipy 3-kapbamoinniponiguH-1-
KapOOHOBOT KNCOTHK.

'"H AMP (400Mru, CDCls): & 7,35 (M, 5H), 5,6
(ywwmp.m, 2H), 3,6 (m, 3H), 3,4 (m, 1H), 2,9 (ywwmp.m,
1H), 2,1 (m, 2H).

Crapgis 3:

BeHaunosuin ecpip  3-amiHomeTUn-niponiguH-1-
KapOOHOBOT KNCMNOTH

e

CyMiLu 1r 6eH3nnoBoro edipy 3-
kapbamoinniponianH-1-kap6oHoBOi Kucnotn i 24mn
1M 6opaHy-TI'® nepemiwyBanu npu KiMHaTHIN Tem-

3-kapbamoinniponignH-1-
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nepatypi npotarom 24rof., notim obepexHo racunu
popasaHHamM 50mn 3H HCI. Cymiw KoHUeHTpyBanu
Npy 3HWKEHOMY TWUCKY, a MOTIM pOo3Noginanu Mk
50mn xnopodopMy i 25Mn HACMYEHOTO PO3YMHY Kap-
GoHaTy HaTpito. lMicns BUCYLWYBaHHS Hag cynbdaTom
MarHit0 KOHUEHTpyBanu ob'eqHaHi eKCTpakTu 3 opep-
XaHHAM 6eH3nnoBoro eqdipy 3-amiHOMETUNNIPONiAnH-
1- KaE)GOHOBOI KUCMOTW.

H AMP (400Mru, CDClz): & 7,35 (M, 5H), 5,15
(c, 2H), 3,7-4 (xomnnekc, 4H), 2,7 (m, 1H), 2,4-2,0
(komnnekc, 2H), 1,6 (m, 4H).

Cragis 4:

BeHnavnnosun edip 3 -(nipumignH-2-
inamiHomeTun)niponiamH-1-kap6oHOBOI KMCMOTH

Sl o

Cymiw ©eH3nnoBoro edipy 3-
amMmiHomeTunniponiguH-1-kapboHoBoi kucnotu (0,15r),
2-6pomnipumignHy (0,25r), 2-nponaHony (10mn) i
N,N-giizonponinetunaminy (0,1mn) HarpiBanu i3 3Bo-
POTHUM XOMNOAWMBHUKOM MPOTAromM Hodi. [icna KoH-
LEHTPYBaHHSA MNPOBOAMIIN  OYULLEHHS OOEPXaHOro
3anuLIKy nNpu 3HWXKEHOMY TUCKY MeTOAOM npenapa-
TMBHOI Xpomartorpadii, eniow4yn eTunauveraTom, 3
ogepxaHHaM OeHaunosoro edipy 3-(MipumignH-2-
inamiHomeTun)niponiamH-1-kapboHoBOI  KMCNOTUM Y
BUMNAAI TBEPOOI PEHOBUHM.

'H AMP (400Mry, CDCls): & 8,15 (g, 2H), 7,3 (m,
5H), 6,5 (aa, 1H), 5,8 (m, 1H), 5,1 (c, 2H), 3,s (M, 2H),
3,4 (m, 3H), 3,2 (m, 1H), 2,55 (m, 1H), 2,0 (m, 1H), 1,7
(m, 1H)

MC(M+1)=313.

Mpuknag 80:

BeHsunnosuin egip (R,S)-4-[1-(nipnaunH-4-
inamiHo)eTun]ninepmamnH-1-kap6oHOBOT KUCNOTK

Crapgia 1:

BeHaunosuin edip
KapOOHOBOT KMCMOTH

>0

Oo oxonomxeHoro Ao 0°C posumHy 5r 6eH3uno-
BOro edipy 4-(N-meTokcu-N-
mMeTunkapbamoin)ninepuanH-1-kapboHOBOI  KMCNOTU
[S. Nahm i S.W. Weinreb, Tetrahedron Letters, 22:
3815-3818 (1981)] B 50mn 6e3BogHoro TI®, kpanns-
Mu gopasanu 6mn 3M meTunmarHinbpomigy B edipi
npotarom 10 xBunuH. [Micna nepemiwyBaHHA NpoTS-
rom 1rog. npn 0°C ogepxaHy cymiw racunu gona-
BaHHam 50mn 1H HCI i ekctparysanu edipom
(3x50mn). O6'egHaHi eKkcTpakTh CylWMnu Hag Cynb-
aTom MarHito i KOHUEHTpyBanu Jocyxa npu 3HWKe-
HOMy TuCKy. [licnsa BMCYLLYBaHHA Y BakyyMi ogepxy-
Bann GeHsunoBun edip 4-auetunninepuauH-1-
kapboHoBOi kucnotu y Burngagi 6inoi TBepaoi pe-
HOBUHMN.

'"H AMP (400Mru, CDCls): & 7,35 (m, 5H), 5,15
(c, 2H), 4,2 (ywup.c, 2H), 2,9 (ywwmp.T, 2H), 2,5 (m,
), 2,2 (c, 3H), 1,9 (m, 2H), 1,6 (m, 2H).

Crapis 2:

BeHnannosun edip 4-(1-
rigpokciimiHoeTun)ninepnanH-1-kapOoHOBOI KNCNOTH

4-aueTtunninepmanH-1-
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Cymiw 4,0r ©eH3nnoBoro edipy 4-
aueTunninepuauH-1-kapboHoBoi  kncnotu, 25vn ni-
puauH i 6r rigpokcunamiHrigpoxnopuay Harpisanu go
100°C npotsirom 12rog. Cymilws KOHUEHTpyBanu npu
3HMXEHOMY TUCKY i posnoginanu mix 200mn eTtuna-
uetaty i 50mn 1H HCI. OpraHiyHnin ekcTpakT cyLumnm
Haa cynbdaToM MarHito i KOHLEHTPyBanu gocyxa npu
3HWKEHOMY TUCKY. Cylumnn y Bakyymi 3 ogepXaHHAM
©eH3nnoBoro edipy 4-(1-rigpokciamiHo-
eTvn)ninepmMamnH-1-kapboHoBOT KUCNOTM y  BUrMAZJ
TBEPAOI PEYHOBUHN.

'H AMP (400Mru, CDCls): & 7,35 (M, 5H), 5,15
(c, 2H), 4,3 (ywwup.c, 2H), 2,8 (ywwup.T, 2H), 2,3 (Mm,
1H), 2,05 1,85 (2¢, 3H), 1,8 (m, 2H), 1,5 (m, 2H).

Crapis 3:

TpeT-6yTnnosui edip 4-(1-
rigpokciimiHoeTun)ninepmauH-1-kapboHOBOT KMCNOTK

SO,

Cymiww  3,2r 6eHsunosoro  edipy  4-(1-
rigpokciimiHoeTun)ninepmanH-1-kapboHoBOI  kMcnoTwy,
0,4r gn-TpeT-6yTnnamkapboHaty, 0,15r 10% nanagito
Ha Byrinni i 20mn TI® nepemiwysann B aTtmocdepi
BOAHI0 npoTsrom 2rog. Cymiw dinbTpyBanu i KoHue-
HTPYBanu npu 3HWXeHoMy TUCKy. [poBoaunu cyLuiH-
HS Yy BaKyyMi 3 ofepxaHHAM TpeT-6yTnnosoro eqdipy
4-(1-rigpokciimiHoeTun)ninepnanH-1-kapboHoBoi  kunc-
notm

'H amp (400MTl'u, CDCl3): & 4,15 (ywwmp.c, 2H),
2,7 (ywwp.T, 2H), 2,25 (m, 1H), 1,8 (c, 3H), 1,7 (m,
2H), 1,42 (m, 2H), 1,4 (c, 9H).

Cragia 4:

TpeT-6yTUnoBsuii edip (R,S)-4-(1-
amiHoeTun)ninepnanH-1-kapboHOBOI KUCMOTH

Hgm

Cymiw  3r Tpet-Oytunosoro  ecpipy  4-(1-
rigpokciimiHoeTun)-ninepnanH-1-kap6oHoBoi  icucno-
Tn, 5r Bonororo Hikeno PeHes i 100mn 5% amoHito B
eTaHoni nepeMillyBanu CTpyLlyBaHHAM B aTMocdepi
BoAH (Tuck 55psi) npotarom 12rog. Cymiw inbT-
pyBanu i KOHLEHTpyBanu Mpu 3HWKEHOMY TUCKY.
OpepxaHUn  HEOYULLEHUI NPOAYKT PO3YMHANN B
250mn xnopodopMy, Cylwmnu Hag cynbcatom mar-
Hil0 | KOHLEeHTpYBanu npu 3HWKXeHOMY TUCKY. [1poBo-
OVNM  CYWiHHA Yy BakyyMi 3 O[EepXaHHsAM TpeT-
o6ytunosoro edipy (R,S)-4-(1-amiHoeTun)ninepunamH-
1-Ka§)6OHOBO'I' KMCNoTW.

H AMP (400Mlu, CDCls): & 4,05 (ywwup.c, 2H),
2,6 (ywwup.m, 3H), 2,25 (m, 1H), 1,6 (aa, 2H), 1,4 (c,
9H), 1,2 (m, 2H), 1,1 (m, 2H), 1,0 (g, 3H).

Crapis 5:

Tpet-6ytunosui  edip  (R,S)-4-[1-(nipnamn-4-
inamiHo)eTun]ninepnanH-1-kapOoHOBOI KNCNOTH

O30,

Cymiw  3r TpeT-6yTunosoro edipy  4-(1-
amiHoeTun)ninepnanH-1-kapboHoBoi knucnotu, 2,5r 4-
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OpomnipuguHrigpoxnopuay, 3,6r  TpeT-GyTokcuay
HaTtpito, 0,14r auetaTy nanagito, 0,38r pauemiyHoi
cymiwi BINAP i 50mn TI® HarpiBanu i3 3BOPOTHUM
XonoauneHUKOM npoTtarom 12roa. Cymil OXOnomxy-
Banu, posbaensnv 50mMn Boau i KOHLEHTpyBanu npu
3HMKEHOMY Tucky. OgepxaHui 3anuwok po3nogins-
nm mixx 500mn xnopodpopmy i 200mn Boan. Exkctpaktu
CyWMnu Haa cynbgaTtoM MarHito i KOHUEeHTpyBanm
npu 3HWKXEHOMY TUCKY. [poBOANAN OYULLEHHA MEeTOo-
OOM xpomaTtorpadii (entowdM Hacu4YeHNM amiakoM
xnopocopmom)/metaHonom 90/10) 3 opepaHHSAM
cmonu TpeT-6yTunosoro edipy (R,S)-4-[1-(nipnann-4-
inamiHo)eTun]ninepuamnH-1-kap6oHOBOT KUCIOTK.

'H AMP (400Mru, CDCls): & 8,15 (n, 2H), 6,4 (4,
2H), 4,3 (@, 1H), 4,15 (ywwup.c, 2H), 3,2 (m, 1H), 2,65
(M, 2H), 2,5 (m, 1H), 1,7 (ag, 2H), 1,6 (m, 1H), 1,42 (c,
9H), 1,25 (m,2H), 1,15 (m,2H), 1,1 (g, 3H).

Cragis 6:

BeHnannosun edip (R,S)-4-[1-(nipnaunH-4-
inamiHo)etun]ninepuamnH-1-kap6oHOBOT KUCNOTK

00 0

Cymiw 0,1r TpeT-6yTnoBoro edipy 4-[1-
(nipuanH-4-inamino)eTnn]ninepuanH-1-kapboHoBOI
kucnotu i 10mn 41 HCI B giokcaHi nepemilysanu npu
KiMHaTHI TemnepaTypi NPOTAromM 2roAd., a noTiM KOH-
ueHTpyBanu pocyxa. 3anuuwok posbasnanu 50mMn
xnopocopmy i 1MN HacuU4eHOro po3ymHy kapboHaty
HaTpito, oxonomxysanu go 0°C i o6pobnsnu 0,05mn
O6eHaunxnopodopmarty. OpepxaHui po3yMH  3anu-
Lwanv nepemiwysatucb npotarom 3rof., a noTiM pos-
ainanu. OpraHiyHui Wwap cywunu Hag cynbcgaTtom
MarHito i KOHLUEHTpyBanu npu 3HMxeHomy Tucky. lNpo-
BOAMIN OYMLLIEHHS METOAOM MpenapaTuMBHOI Xxpoma-
Torpadii (entooun (HacnyeHum amiakom xnopodo-
pmom)/meTaHonom 90/10), ogepxyounm GeH3MnoBui
edip (R,S)-4-[1-(nipuamnH-4-inamiHo)eTun]ninepunanH-
1-KaE60Hoao'|' KMCROTK.

H AMP (400Mr'u, CDCls): 6 8,15 (g, 2H), 7,3 (m,
5H), 6,4 (g, 2H), 4,38 (g, 1H), 4,15 (ywwup.c, 2H), 3,4
(m, 1H), 2,9 (m, 1H), 2,75 (m, 2H), 1,65 (g, 2H), 1,6
(m, 1H), 1,32 (m, 4H), 1,1 (g, 3H).

MC (M+1)=340.

Cnonykn HactynHux npuknagis 81-103 opepxy-
Barnun 3 ONMCaHOro TyT MEPBUHHOTO aMiHy i 3aMmilLeHo-
ro XSIOpOM reTepoumkny i3 3acTOCyBaHHAM YMOB i
npoueayp, CXOXMX 3 ON1McaHuMM Ha ctagii 6 npvkna-
ay 77, AKWO He YTOYHEHO A0AaTKOBO.

Mpuknag 81:

N2-[1-(2-®eHineTaHcynbdoOHIN)NinepuanH-4-
inmeTun]xiHasoniH-2,4-giamiH

Froto

Cnonyky npuknagy 81 ogepxysann 3 C-[1-(2-
deHineTaHcynbdoHIN)NinepuanH-4-injMeTnnamivy i
2-xropxiHa3oniH-4-inamiHy (2-xnopxiHa3oniH-4-inamiH
opepxyBanu 3 2,4-guxnopxiHasoniny i amiaky B TI®
npu kKimHaTtHin Temnepatypi; [N.B. Chapman, G.M.
Gibson, F.G. Mann, J. Chem. Soc, 1947, 890-899].

MC (M+1)=426.

Mpuknag 82:

[1-(2-®PeHineTaHcynbdoOHIN)NiNnepnanH-4-
inmeTun]-(9H-nypuH-2-in)amiu
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Cnonyky npuknagy 82 opepxysanu 3 C-[1-(2-
deHineTaHcynbdoHIN)ninepuavH-4-inlmeTnnamivy i
2-xnop-9H-nypuHy (2-xnop-9H-nypuH ogepxysanu
srigHo [3 S.R. Brashears, S.S. Wang, S.G. Bechtolt,
B.E. Christensen, J. Am. Chem. Soc, 81: 3789-3792
(21959))).

MC(M+1)=401.

Mpuknag 83:

Awmig 2-{[1-(2-®eHineTaHcynbdoHIN)NinepuanH-4-
inMeTnn]amiHo}nipumianH-4-kap6oOHOBOT KUCIOTH

o]

Cronyky npuknagy 83 ogepxyBanu 3 C-[1-(2-
deHineTaHcynbdOHIN)NinepuanH-4-in] MeTunaminy i
amigy 2-xnopnipumignH-4-kap6oHOBOT KUCNOTK (amif,
2-xropnipumignH-4-kapboHOBOI KUCNOTU odepXKyBanu
srigHo [3 G.D. Davies, 1ISO-131 (1964)]).

MC(M+1)=404.

Mpuknag 84:

(9-MeTun-9H-nypuH-6-in)-[1-(2-
deHineTaHcynbgOoHIN)ninepuanH-4-inMmeTnn]ami

@””LQ_E_/@

Cnonyky npuknagy 84 opepxysanu 3 C-[1-(2-
deHineTaHcynbOHIN)NinepuanH-4-injMetTunamivy i
6-xrop-9-meTun-9H-nypuHy (6-xnop-9-metnn-9H-
nypvH ogepxysanu 3rigHo [3 G.B. Eiion, J. Org.
Chem., 27: 2478-2491 (1962)]).

MC(M+1)=415.

Mpuknag 85:

(7-MeTun-7H-nypuH-6-in)-[1-(2-
deHineTaHcynbMOHIN)NinepnanH-4-inmeTunjamiH

’H: N_i_/\O

Cnonyky npuknagy 85 opepxysanu 3 C-[1-(2-
deHineTaHcynbdOHIN)NinepuanH-4-injmeTnnamivy i
6-xnop-7-meTun-7H-nypuHy (6-xnop-7-metnn-7H-
nypvH ogepxysanu 3rigHo [3 G.B. Eilon, J. Org.
Chem., 27: 2478-2491 (1962)]).

MC(M+1)=415.

Mpuknag 86:

BeH3nnosun edip 4-(nTepnanH-4-
inamiHomeTUN)ninepuamnH-1-kapboHOBOI KNCNOTH

ot~

Cnonyky npwuknagy 86 ogepxysanu 3 GeH3uno-
Boro edipy 4-amiHomeTunninepuamH-1-kap6oHoBoOT
KMCnoTu i 4-meTUnTiONTEPUAUHY (4-
MEeTURTIONTEPMAUH odepxyBanu 3rigHo [3  AA.
Brown, DJ. Brown, C. S. Wood, J. Chem. Soc, 1954,
3832-3839)).
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Mpuknag 87:
BeHaunnosuin edip 4-[(7H-nipono[2,3-

d]nipumigmH-4-inamiHo)MeTun]ninepuanH-1-
KapbOHOBOT KMCNOTU

N N
B0

Cronyky npuknagy 87 opepxyBanu 3 GeH3uno-
BOro ecdipy 4-amiHoMmeTunninepuamnH-1-kapboHoBoi
kucnotm i 4-xnop-7H-nipono[2,3-d]nipumignny - (4-
xnop-7H-nipono[2,3-d]nipumianH ogepxxysanu 3rigHo
[3 U. Lupke, F. Seela, Chem. Ber., 112:3832-
3839(1979))).

MC (M+1)=366.

Mpuknag 88:

Bensunosuii edip 4-[(1H-imigaso[4,5-c]nipnanH-
4-inamiHo)mMeTun]ninepnaunH-1-kapboHOBOI KNCNoTH

Cronyky npuknagy 88 opepxyBanu 3 GeHauno-
BOro edipy 4-amiHometunninepuamH-1-kapboHoBOI
kucnotw i 7-xnop-3H-imigaso-[4,5-blnipuanH (7-xnop-
3H-imiga3o[4,5-blnipnagnH opgepxysanu 3rigHo [3 Y.
Mizuno, T. ltoh, K. Saito, Chem. Pharm. Bull, 12: 866-
872 (1964)]).

MC (M+1)=366.

Mpuknag 89:

(3-XnopnipasuH-2-in)-[1-(2-

deHineTaHcynbdoHIN)NinepuanH-4-inmeTnnjami

Cronyky anKna,qy 89 opepxysanmm 3 C-[1-(2-
deHineTaHcynbdOHIN)NinepuanH-4-injMeTnnamivy i
2,3-gnxnopnipa3vHy (HarpiBaloum i3 3BOPOTHWM XO-
NOAMNBHUKOM B 2-6yTaHoni).

MC (M+1)=396.

Mpwuknag 90:

[1-(2-®PeHineTaHcynbdoOHIN)NiNnepuanNH-4-
inMeTnn]nipasnH-2-inamiu
N
- "'{_Q_ﬁ

gJ\Q

Cnonyky npuknagy 90 opepxyBann 3 (3-
xnopnipasunH-2-in)-[1-(2-
deHineTaHcynbdOHIN)NinepnanH-4-inMetTun]  amiHy
LUMAXOM TiApYBaHHS B eTaHoni-TpueTunamiHi Hag 5%
nanagiem Ha Byrinni, 1atm. BOOHIO.

MC(M+1)=361.

Mpuknag 91:

(2-Xnop-5-meTunnipnmignH-4-in)-[1-(2-

deHineTaHcynbdoOHIN)ninepnanH-4-inMmeTunjamid
cl

N NH\_D g

o
Cronyky npuknagy 91 opepxysanu 3 C-[1-(2-
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deHineTaHcynboHIN)NinepuanH-4-injMetTunamivy i
2,4-auxnop-5-meTnnnipumiguHy.

MC(M+1)=410.

Mpuknag 92:

(5-MeTunnipumignH-4-in)-[1-(2-
deHineTaHcynbdOHIN)NinepuanH-4-inmeTnn]ami

rN
OH0
Cronyky npuknagy 92 opepxysanu 3 (2-xnop-5-
MeTunnipumianH-4-in)-[1-(2-
deHineTaHcynbdoHIN)NinepnanH-4-inmetTun]  amiHy
LUMAXOM TiApyBaHHS B eTaHoni-TpueTunamini Hag 5%
nanagiem Ha Byrinni, 1atm. BO4HIO.
MC(M+1)=375,5.
Mpuknag 93:
[1-(2-PeHineTaHcynbgoHIN)NinepuanH-4-
inMeTuUnnipumiguH-4-inamix

Oy,

Cnonyky anKna,u,y 93 opepxyBanu 3 C-[1-(2-
deHineTaHcynbdoHIN)NinepuanH-4-injMeTnnamivy i
2,4-gnxnopnipMMignHy LUMSXOM TiApyBaHHA B eTaHo-
ni-tpueTnnamini Hag 5% nanagiem Ha Byrinni, 1aTm.
BOAHIO.

MC(M+1)=361,5.

Mpuknag 94:

(4-MeTunnipumignn-2-in)-[1-(2-
deHineTaHcynbdoHIN)NinepuanH-4-inMmeTnn]ami

Cronyky npuknagy 94 opepxysann 3 C-[1-(2-
deHineTaHcynbdOHIN)NiNepuanH-4-in] MeTunamivy i
2-xnop-4-MeTUnnipumiamnHy.

MC (M+1)=375,5.

Mpuknag 95:

5-®1op-N2-[1-(2-
deHineTaHcynbdOoHIN)ninepnanH-4-
inmeTun]nipyumianH-2,4-giamid

N

peaSes

- OO0

Cronyky npuknagy 95 opepxysanu 3 C-[1-(2-
deHineTaHcynbdOHIN)NinepuanH-4-in]jmeTnnamivy i
2-xnop-5-pTopnipuMianH-4-inamiHy.

MC (M+1)=394,5.

Mpuknag 96:

N2-[1-(2-®eHineTaHcynbdoHIN)ninepuanH-4-
inmeTun]nipyumianH-2,4-giamid

Cronyky npuknagy 96 ogepxysanu 3 C-[1-(2-
deHineTaHcynbdOHIN)NinepuanH-4-in]jmeTnnamivy i
2-xnopnipumianH-4-inamiHy ~ (ogepxxaHoro 3 2,4-
XnopnipuMignH-4-inamidy LWNAXOM rigpyBaHHSA B eTa-
Honi Hag 5% nanagiem Ha Byrinmi, 1aTM. BOOHIO).
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MC (M+1)=376,5.

Mpuknag 97:

(3-MeTtunnipasuH-2-in)-[1-(2-
deHineTaHcynbdOoHIN)ninepnanH-4-inmeTunjamiH

N
<:§‘NH\_Q.__R
u_/\O
o]

Cronyky npuknagy 97 opgepxyBann 3 C-[1-(2-
eHineTaHcynbdOHIN)NinepuanH-4-injmeTnnamiu i
MeTunosoro edipy 3-6pomnipasnH-2-kapboHOBOT
KMCNOTU 3 noganbliMM  BiGHOBIMEHHSAM TpU-BTOP-
o6ytun6oprigpvgom nitito npun 0°C B Tl P.

MC (M+1)=375,5.

Mpuknapg 98:

{1-[2-(2-PTOpPDEHIN)eTaHCyNbdOHIN]NiNepUAnH-
4-inMeTun}nipumiguH-2-inami

oG

Cronyky npuknagy 98 opgepxyBamu 3 2-(2-
dTopheHin)eTaHony, ik on1caHo BuLLe Ha cTagiax 1-
7 npuknagy 78.

MC (M+1)=378,5.

Mpuknag 99:

{1-[2-(4-XnopdeHin)eTaHcynbdOHIN]NinepnanH-
4-inMeTun}nipuMiguH-2-inami

N
C\)--NH ?l
R ®s sa ot
\—C g cl

Crnonyky npuknagy 99 opgepxysann 3 2-(4-
XnopdeHin)etaHony, Sk ONMcaHo BuLLE Ha cTagisax 1-
7 npuknagy 78.

MC (M+1)=396.

Mpwuknag 100:

Mipumignn-2-in-[1-(2-napa-
TOJ'IIﬂeTchyJ’lb(bOHIJ'I)I'III'IepVI,EI,VIH -4-inmeTunjamiH

roda

Cronyky npuknagy 100 ogepxysanm 3 2-(4-
MeTundeHin)etaHony, Sk ONMCaHO BULLIE Ha CTagisiX
1-7 npuknagy 78.

MC (M+1)=375,5.

Mpuknag 101:

BeHaunosuin edip 3-(nTepuamnn-4-
inamiHomeTun)niponianH-1-kap6oHOBOI KMCMOTH

Cnonyky npuknagy 101 ogepxysanu 3 6eH3uno-
Boro edipy 3-amiHomeTMnniponignH-1-kap6oHoBOI
knenotv  (mpuknag 79, cragia 3) i 4-
meTtunTiontepuanHy [A.A. Brown, D.J. Brown, C.S.
Wood, J. Chem. Soc, 1954, 3832-3839].

MC (M+1)=365,4.

Mpuknag 102:

BeHsunosui edip 3-[(9H-nypwuH-6-
inamiHo)meTun]niponiamH-1-kap6oHOBOT KUCNOTH



97
HN’\

:IroV@

Cronyky npuknagy 102 ogepxysanu 3 6eH3uno-
Boro edipy 3-amiHOMeTunniponignH-1-kapboHoBOT
kucnoTtu (npuknag 79, cragis 3) i 6-xnop-9H -nypuHy.

MC(M+1)=353,4.

Mpuknag 103:

3-Hitpo-N°-[1-(2-
eHineTaHcynbdoHIN)NinepuanH-4-inMeTn]NipuanH-
2,6-giamin

Oy Lo

Cnonyky npuknagy 103 ogepxysanu 3 C-[1-(2-
deHineTaHcynbdoHIN)ninepuanH-4-inljmeTnnamivy i
6-Xr1op-3-HiTponipUANH-2-inamiHy.

MC(M+1)=420,5.

Mpuknag 104:

(1H-imipa3o[4,5-b]nipnann-5-in)-[1-(2-
deHineTaHcynbgOoHIN)ninepuanH-4-inMmeTnn]ami

fN
NH ﬁ
\—C”“ﬁ—/\i@

My

Cronyky npuknagy 104 ogepxysanu 3 3-HiTpo-
N°- [1-(2-deHineTaHcynbdOHIN)NinepnanH-4-
inmeTnn]nipnanH-2,6-giaminy (npuknag 103) (3 TO4YHI-
cTio Ao 1MMonb) wWNAXom rigpyBaHHs B 15mn
Tr®/metaHony Hag 0,5 Hikento PeHes B atMocdepi
BoAHt0 (1aTMm.), npotarom 1rog. NoTiM HeramHo nepe-
TBOPIOBaNU HeOoYULLEeHWUA, YyTNUBMN OO0 Aii noBiTps
TpuamiHonipuamH B iMigaso[4,5-b]nipyanH wnsxom
HarpiBaHHs i3 3BOPOTHNM XONOAUINbHUKOM 3 5Mn 96%
MypawmHoi kncnotn i 2mn 37% ConsHol Kncnotm
NPOTAroM Houi. BinbHy OCHOBY BMBINbHANM JoaaBaH-
HAM TigpoKcuay HaTpilo i ounwianm mMeTodoM npena-
paTuBHOI Xxpomatorpadii, entow4n  Xropodop-
mom/meTaHonom 90/10.

MC(M+1)=400,5.

Mpuknag 105:

BeHsunosun  edip  4-[(1H-6eH3oiminason-4-
inamiHo)meTun]ninepnanH-1-kap6oHOBOT KNCIOTH

O
HN, N Ob

Crnonyky npuknagy 105 opepxyBanm 3 1H-
6eH3oiMigason-4-in-amiHy (1H-6eH3oimigazon-4-
inamiH ogepXXyBanu LWMASIXOM HarpiBaHHs i3 3BOpOT-
HUM XonoaunbHUkom 1,5r 3-HiTpoGeH3on-1,2-giaminy
B 50mn TpmeTtunoptocopmaty 3 10Mr moHorigpaTy
napa-Tonyoncynb(OHOBOI KMCNOTU MNPOTArOM HOMi,
KOHLEHTPYBaHHA 4OCYyXa NMPW 3HWKEHOMY TUCKY, Tia-
poni3i Npu HarpiBaHHi i3 3BOPOTHUM XONOAUNBHUKOM
3H HCI npotsarom 1roa. i HenTpanisauii gogaBaHHAM
NaOH. MoTim npoBoaunu oxonomxyBaHHs i 36upanu
LLMASIXOM dinbTpauii 3 ofepXKaHHAM 4-
HiTpoGeH3iMigasony. MpoBoaunu kaTtaniTMyHe BigHO-
BIIEHHS i3 3aCTOCYBaHHSM Hikento PeHesa® B eTaHoni
B aTmocdepi BogHio (1atm.) npotdrom 1rog. 3 ogep-
XaHHam 1H-6eHsiMmigason-4-inaminy y Burnagi 4ytnu-

N
h
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BOi [0 Aii NoBiTps TBEpOOi PeyYoBUHN) i BEH3NNOBOrO
edipy 4-dopminninepuanH-1-kapboHOBOI  KMCNOTH
(onepxaHoro 3 6eHsunoBoro edipy 4-(N-meTokcu-N-
MeTunkapbamoin)-ninepuamnH-1-kapboHOBOi KMCNOTH,
BigNoBiAHO A0 MeToauk, [onucaHmnx S. Nahm i S. W.
Weinreb, Tetrahedron Letters, 22: 3815-3818 (1981)]
3 TOYHICTIO A0 1MMOSb LWMASXOM BiJHOBHOMO amiHy-
BaHHA B SMn 1,2-guxnopumMeTaHy i3 3acToCyBaHHAM
TpuaueTokcuboprigpuay Hatpito Hag 0,5 Hikeno Pe-
Hesa® B aTmocdepi BogHo (1aTm.) npotsarom 1rog.,
noTiM HeramHo NepeTBOPOBANM HEOUULLLEHUR, YyTNK-
BMN [0 Aii NOBITPA TpuamiHonipyanH B imigasol4,5-
blnipuanH wnNaxoMm HarpiBaHHS i3 3BOPOTHWMM XOrO-
AVUNbHUKOM 3 5mn 96% MypalmnHOi Kucnotn i 2mn
37% congHNX KMCNOTW NPOTArOM Houi. BinbHy ocHoBy
BUBINbHANW AO0AaBaHHAM rigpoKcuay HaTtpilo i ouu-
wanu MeTogoM npenapaTtuBHOI  XpomaTtorpadii,
entototoum xnopodgopmom/meTtaHonom 90/10.

MC (M+1)=365,5.

Mpuknag 106:

Benannosun  edip  4-[(3-rigpokeunipnanH-4-
inamiHo)meTun]ninepnanH-1-kap6oHOBOT KNCIOTH

L0

Cnonyky npuknagy 106 ogepxysanu 3 6eH3uno-
BOro edipy 4-(3-rigpokcunipnanH-4-
inkap6amoin)ninepmaunH-1-kapboHOBOI KCMOTK (AKWN
OfEepXKyBanu LUMSXOM 3B'A3yBaHHA 4-aMiHONipUANH-3-
ony i N-6eHsunokcmkapboHinninepnanH-4-kapboHoBOI
kucnotv 3 EDC) wnsaxowm BigHoBNeHHst 6opaHom-TI ¢
NPOTArOM HOYI MpMW KiMHaTHIN TemnepaTypi. Peakuin-
HY CYMilll racunu LWAsiXOM NOBiNbHOro AogaBaHHA TH
HCI go pH=2, notim nignyrosysanu go pH=10 goaa-
BaHHAM 10H NaOH. EkctparyBanu xnopodopMom 3
OLEePXXaHHAM HEOUYMLLEHOro NPOAYKTY, SKUIA ovmLanm
MEeTOAOM MpenapaTMBHOI XxpoMaTorpadii, enoym
HacM4yeHnMm  amiakoM  XropodOpMOM/METaAHOIIOM
90/10 3 opepxaHHaAM 6GeHaunosoro edipy 4-[(3-
rigpokcunipuanH-4-inamiHo)-meTtun]ninepuguH-1-
KapOOHOBOT KNCMNOTMW.

MC (M+1)=342,4.

Mpuknag 107:

lgpoxnopmng  GeH3unoBoro  edipy  3-ek30-
(nipuanH-4-inamiHomeTunn)-8-a3abiuunkno[3.2.1] okTaH-
8-kapbOHOBOI KMCNOTH

Crapgia 1:

(8-BeH3un-8-a3abiumkno[3.2.1]okT-3-ek30-
in)MmeTunamiu

Ph

NH;

Y Tpuropny konby, ocHalleHy 0oOaTKOBOK nin-
KOl0, OTBOPOM A8 BMYCKaHHSA a30Ty i 'yMOBOIO MeM-
OpaHoto, BMiwyBanu 1M po3dmH niTikantoMiHiArigpu-
ay B TeTparigpodypaHi (5,5mMn, 5,5mmons). o uboro
PO34YMHY Kpammnsamu LINpuLoM [oAaBany po3uyuH 8-
6eH3nn-8-a3abiumkno[3.2.1]okTaH-3-ek30-
kapboHiTpuny [EP 31219 A1 19810701] (1,13r,
5,0mmonb) B 6e3BogHomy TeTparigpodypaHi. Ogep-
XaHy CyMil nepemiwyBanu npoTaromMm 3 roavH npu
60°C. Cymiw oxonoaxysanu Ha KpuxkaHin 6aHi i kpa-
nnamMm  gogaBanv 3H PO3YMH  TiApOKCUAY HaTpito
(25mMn).  Cymiw  ekcTparyBanu  eTurnaueTaTtom
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(2x100mn). O6'egHaHNMIA eKCTPaKT NpoOMUBaNN BOAOHD
(50Mn) i HacuM4eHUM ConbOBUM PO34YMHOM (50Mn),
cywmnu (cynbdat HaTpito), inbTpyBanu i BUNapoBy-
Bany PO3YMHHWK MPU 3HMXKEHOMY TUCKY 3 OfepXKaH-
HsIM HeounLleHoro (8-6eH3un-8-a3abiumkno[3.2.1]okT-
3-ek30-in)MeTunaminy y Burnagi macna.

'H AMP (CDCls): & 7,38 (2H, o, J=7Tu), 7,34-
7,23 (3H, m), 3,54 (2H, c), 3,21 (2H, m), 2,55 (2H, A,
J=6,5I"y), 2,01 (2H, m), 1,67 (1H, m), 1,60 (2H, A,
J=8l"u), 1,56-1,34 (6H, m).

MC: 231,50 (M+1).

Cragia 2:

(8-BeHsunn-8-a3abiumkno[3.2.1]okT-3-ek30-
inMeTUN)NipnanH-4-in-amiH

P

oW

Oo cymiwi (8-6eH3nn-8-a3abiunkno[3.2.1]okT-3-
€K30-in)meTnnaminy (0,999r, 4,3mMMoOnb), 4-
6pomnipuguHrigpoxnopugy (0,719r, 3,7mmonsb), aue-
Taty nanagito (0,033r, 0,15mmonb) i (1)-BINAP
(0,092r, 0,15mmonb) B TeTparigpodypaHi (34mn) B
aTmocdepi a3oTy gopasanu TpeT-OyTokeua HaTpito
(0,86r, 8,9vmmonb). Cymiw nepemiwysanu npu 70°C B
aTtMocaepi asoTy npotsrom 18rog. Cymiw po3basns-
nm edpipom (35Mn), NpoMMBany HaCM4YEHUM COSTbOBUM
po34mMHOM (2x35mn), cywmnu (cynedaT HaTtpito), di-
NbTPyBanu i BUMNapoOBYBanu PO3YMHHUK MpU 3HUKE-
HOMY TMCKY 3 OOEepXXaHHSIM HEOYMLLEHOro MPOAYKTY
(1,42r) y Burnsagi kopudHeBoi cmonu. HeounweHun
NPOAYKT ouuLlann metoaoMm dreLl-xpomatorpadii Ha

cunikareni, enoYmn cnoyarky MeTaHo-
nowm/metunenxnopugom (10/90) ans BuaaneHHs Oo-
MiLLOK, a noTim MeTaHo-
nomM/MeTUneHxnopuaoM/rigpokcnaom aMOHito

(rpapienT Big 10/90/1 po 20/80/2) 3 ogep>xaHHSM >XO-
BToi niHm (1,08r). MNiHy po3Tnpanu 3 edipom 3 oaep-
XaHHAM  KpucTaniyHoi TBepAoi pevoBuHW. Teepay
peyoBMHY BiOMINLTPOBYBATU i CyLUMMM Y BakyyMmi 3
ofepXaHHAM (8-6eH3unn-8-a3abiunkno[3.2.1]okT-3-
€K30-inMeTun)nipuavH-4-inamiHy 'y BUrNSAAi  >KOBTOI
TBEPAOI PEYHOBUHN.

'H AMP (CDCls): 6 8,16 (2H, m), 7,39 (2H, A,
J=1,5I"y), 7,32 (2H, ™M), 7,26 (1H, m), 6,41 (2H, m),
4,25 (WU, ywwmp.c), 3,55 (2H, c), 3,25 (2H, m), 3,02
(2H, 1, J=6I"u), 2,05 (2H, m), 1, 97 (1H, m), 1,55 (6H,
M).

MC: 308,36 (M+1).

Cragia 3:

TpeT-6yTUnoBsuii edip (8-6eH3unn-8-
a3abiumkno[3.2.1]okT-3-ek30-inMeTun)nipuanH-4-
inkap6amiHOBOI KncnoTn
P

Cymiw (8-6eH3nn-8-a3abiumkno[3.2.1]okT-3-ek30-
inmeTun)nipnanH-4-inaminy  (0,707r, 2,3mmons), 4-
anmeTunamiHonipuauHy (0,037r, 0,30mMMonb,

0,13ekB.) i au-TpeT-6yTMnamkapbonaty  (0,79r,
3,6mMmornb) B aueToHITPUMi nepemilyBanu B aTMocC-
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depi asoTy npu TemnepaTypi HaBKOMULLIHBOIO cepe-
posuwa npotarom 18roa. Cymil KOHLUEHTpyBanu npu
3HMKEHOMY TUCKY | PO3YMHSNM 3aNULLOK B METUIEHX-
nopugi (60mn). Cymiw npoMmMBanu HacU4YeHUM pos3-
ynHom GikapboHaty Hatpito (30mn), Bogoto (30mn) i
HacM4YeHnM CconboBMM po3ynHom (30mn), cywmnm
(cynbbaTt HaTpito), cbinbTpyBanu i BMNapoByBanu
PO3YMHHMK MPU 3HWKEHOMY TUCKY 3 O[EPXaHHSM He-
oumwieHoro npoaykty (0,96r) y Burnsagi opaHxesoi
cMonu. HeouuwieHWid NpoAayKT ouuwianu MeTOAOoM
dnew-xpomaTtorpadii Ha cunikareni, entow4yM cno-
yatky MeTaHonom/metunexHxnopugom (10/90), a no-

TiMm MeTaHONoOM/METUNEHXNOPUAOM/TiAPOKCUAOM
amoHito (10/90/1) 3 opepxaHHAM TpeT-OyTUNOBOro
edipy (8-6eH3umn-8-a3abiunkno[3.2.1]okT-3-eKk30-

inMeTnn)nipnanH-4-inkapbamiHoBOi KMCNOTHN Yy BUINSA-
Ai )KOBTOro Macna.

'"H AMP (CDCls): 5 8,52 (2H, m), 7,40-7,23 (5H,
m), 7,19 (2H, wm), 3,60 (2H, g, J=7Tu), 3,51 (2H, m),
3,18 (2H, ywwup.c), 1,99 (3H, m), 1,48 (9H, c), 1,42
(6H, m).

Crapgis 4:

Tpet-6yTunosun edip (8-a3abiunkno[3.2.1]okT-3-
eK30-inveTun)nipuamnH-4-inkap6amiHoBoi KucnoTu

A o
1.

Cywmiw TpeT-6yTnoBoro edipy (8-6eH3nn-8-
a3abiumkno[3.2.1]okT-3-ek30-inmMeTnn)nipnanH-4-
inkap6amiHoBoi kucnotn (0,917, 2,25mmons) i 10%
nanagito Ha Byrinni (0,60r) B meTaHoni (25mn) rigpy-
Banu (Tnck BogHw 53psi) npotsarom 18roa. Katanisa-
TOp BMAANSANM Wsxom dinbTpauii Yepes 6poyHmine-
put. Ocag Ha inbTpi npomuBanu MeTaHONOM
(3x25Mn) | kOHUEHTpyBanu inbTpaT Npy 3HWKEHOMY
TUCKY 3 oep>kaHHAM HeouuweHoro npoaykty (0,592r)
y Burnsai cmonu. HeouulleHun npogykT ouuvanmu
MeToaom dpnew-xpomartorpadii Ha cunikareni, ento-
IOIYM  MEeTaHOMNOM/MEeTUNEHXTOPUAOM/TiAPOKCMAOM
amoHito (rpagienT Big 10/90/1 no 20/80/2) 3 ogepxaH-
HSIM NPOAYKTY Y BUrMAAi TBepAoi 6inoi niHw.

'H AMP (CDCls): & 8,53 (2H, m), 7,19 (2H, wm),
3,80 (2H, c, 3,64 (2H, @, J=7Tu), 2,6-2,0 (1H,
ywwup.c), 2,10 (1H, m), 2,07 (2H, m), 1,63 (6H, m), 1,48
(9H, c).

Cragisa 5:

BeHnannosun edip 3-ek3o-[(TpeT-
6yTokcukapboHinnipnanH-4-inamiHo)meTnn]-8-
a3abiuunkno[3.2.1]okTaH-8-kapOOHOBOI KNCNOTH

pe

o
[o oxonomkeHoi B KpwkaHin OaHi cymiwi, wo

LWBUOKO nepeMilyeTbes, TpeT-0yTunosoro edipy (8-
a3abiuunkno[3.2.1]okT-3-ek30-inMeTun)nipnanH-4-
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inkapbamiHoBoi kucnotn (95wmr, 0,30Mmonb), Oikap-
©6oHaTty HaTpito (76mr, 0,90MMornb), MeTUNeHxopuay
(0,8mn) i Bogm (0,8mn) gogasanu 6eH3unnxnopodop-
maT (57mkn, 68mr, 0,40mMmonb). Cymiw nepemiwysa-
nu npoTsirom 18rog., NOkM Temnepartypa He 36inbLuy-
Barmaca 3 TemnepaTtypu KpwkaHoi GaHi  go
TemnepaTypu HaBKONMMLIHLOrO cepeposuia. Cymil
posbaBnanu amxnopmeTtaHom (5mn) i po3ginanu wa-
pu. OpraHiyHui Wwap npommuBany BoAok (2mr) i Ha-
CMYEHUM COMbOBUM PO3YMHOM (2Mn1), CyLumnu (cynb-
dat HaTpito), inbTpyBanu i BMNapoByBanu
PO3YMHHMK MPU 3HKEHOMY TUCKY 3 OfEpXKaHHSIM He-
ouumwieHoro npoaykty (112wmr) y Burngagi 6nigo-
XKOBTOro Macrna. HeouuvweHnin npogykT ouuwanu
MeToAoM xpomartorpadii Ha cunikareni (2mm none-
peaHE MOKPUTTSA), ENOOIYN eTunaleTaTom/rekcaHom
3/2 3 ogepxaHHsM 6eHsunoBoro edipy 3-ek3o-[(TpeT-
OyTokcukapboHinnipnamH-4-inamiHo)meTwn]-8-
a3abiumkno[3.2.1]okTaH-8-kapOoOHOBOI KMCNOTU Y BU-
rnsagi 6esbapsHoi cmonu.

'H AMP (CDCls): & 8,53 (2H, a, J=6I'), 7,34 (5H,
m), 7,17 (2H, @, J=6ru), 5,12 (2H, c), 4,29 (2H,
ywwup.c), 3,56 (2H, g, J=7Tu), 2,17 (1H, m), 1,92 (2H,
M), 1,55-1,31 (15H, m).

Crapgis 6:

lNpopoxnopng  6eH3aunoBoro  edipy  3-ek3o-
(nipngnH-4-inamiHomeTnn)-8-a3abiuunkno[3.2.1]okTaH-
8-kapboHOBOI KMCNOTH

0,
o~

Po3unH  GeHsunoBoro edpipy  3-ek3o0-[(TpeT-
OyTokcukapboHin-nipnanH-4-inamiHo)meTun]-8-
a3abiumkno[3.2.1]oktaH-8-kapboHOBOI kucnotn (54mr,
0,12mMonb) B etunauetaTi (1mn), OxonomXeHuin B
KpwKaHi 6aHi, 6apboTyBanu xnopoBoAHEM NPOTSIroM
2 xBUnuH. Po3unH nepemiwysanu npotsirom 1 roguHn
npu OXONOAKYBaHHI Ha nboAy, AerasyBann asoTom,
NOTIM KOHLIEHTPYBanu npu 3HmwkeHomy Tucky. Ogep-
XKaHy CMOny po34uHANu B MeTunenxnopugi (0,5vn) i
po3baBnanu po3ynH ecdipoM (5Mn) ons OCamKeHHsi
cmonu. CynepHaTaHT AeKaHTyBanu, CMony po3Tupa-
nm 3 edpipom, BigdINLTPOBYBATU ofdepxaHy TBepay
PEYOBMHY i CyLUMIM Y BakyyMi 3 ofepXXaHHAM rigpox-
nopugy ©6eHsunoBoro edipy 3-ek3o-(nipuanH-4-
inamiHomeTunn)-8-a3abiumkno[3.2.1]okTaH-8-
KapboHOBOI KMCNOTU y BUMMAAI He 30BCiM Binoi TBep-
[OOi PeYOBUHM.

'"H AMP (DMCO-dg) & 13,34 (1H, ywwup.c), 8,68
(1H, m), 8,19 (1H, ywwup.c), 8,06 (1H, ywwp.c), 7,36
(5H, m), 6,90 (2H, g, 3=7Tw), 5,08 (2H, c), 4,20 (2H,
ywwp.c),3,11 (2H, 1, J=6I"u), 2,17 (1H, m), 1,88 (2H,
M), 1,65 (4H, m), 1,31 (2H, m).

MC: 352,41 (M+1).

Mpuknag 108:

BeHsnnosumn edip 3-ek30-[(9H-nypuH-6-
inamiHo)meTnn]-8-a3abiuunkno[3.2.1] OKTaH-8-
KapOOHOBOT KNCMNOTH

Crapgia 1:

TpeT-6yTUnoswui edip (8-6eH3unn-8-

a3abiuwmkno[3.2.1]okT-3-ek30-inmeTun)kapbamiHoBoi
KMcnoTtu
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Ph—,

NHBoc

[o po3uunHy (8-6eH3nn-8-a3abiunkno[3.2.1]okT-3-
ek3o-in)metunaminy (npuknag 107, Cragia 1) (0,65r,
2,8vmornb) B amxnopmetadi (30mn) gopasanu au-
TpeT-6yTunamkapboHat (0,65mn, 0,69r, 3,0mMmonb).
PosunH nepewmiwysanu npotarom 18 rod. B atMmoc-
depi asoty. PosunH po3baBnsnv AMXNOPMETaHOM
(50mn), mpomuBanM Hacu4eHMM po34vmHOM bGikapbo-
HaTom HaTpito (25mn), Bogotw (25mn) i HacnyeHnm
CONMbOBMM PO34YMHOM (25Mn), cywmnu (cynbdart Ha-
Tpito), pinbTpyBanu i BUNapoByBanu PO3YMHHWK Npu
3HMKEHOMY TUCKY 3 OOEPXaHHAM HEOYULLIEHOro Mpo-
Aaykty (0,993r) y Burnsaai 6nigo-xoBToi TBEpAOi peyo-
BMHW. PO34MH HEoUMLLEHOro NpoaykTy B eTunaueTari
(5Mn) cbinbTpyBanu 4Yepes MMACTUHKY CuIlikarento,
eniYM etunauertatom/rekcaHom (2/1). dinbtpar
yrnaploBanu npu 3HWKEHOMY TUCKY 3 OJepXaHHAM
TpeT-6yTnnosoro edipy (8-6eH3nn-8-
a3abiumkno[3.2.1]okT-3-ek30-inMeTnn)kapbamiHoBO|
KucnoTu y Burnsagi 6inoi Tsepaoi peyoBuHU.

'H AMP (CDCls): & 7,37 (2H, g, J=7Tw), 7,30 (2H,
T, J=7Tw), 7,24 (1H, m), 4,55 (1H, ywwup.c), 3,53 (2H,
c), 3,19 (2H, c), 2,99 (2H, m), 2,00 (2H, m), 1,80 (1H,
M), 1,55 (4H, m), 1,44 (11H, m).

Crapgia 2:

TpeT-6yTnnosuii edip (8-a3abiumkno[3.2.1]okT-3-
eK30-inveTun)kapbamiHoBOI KUCIOTH

NHBoG

Cymiww TpeT-6yTun-(8-6eH3nn-8-
a3abiumkno[3.2.1]okT-3-ek30-in)meTunkapbamaty
(0,892r, 2,7mmonb) i 10% nanagaito Ha Byrinni (0,55r)
B MeTaHoni (50mn) rigpyBanu B aTmocdepi BOAHIO
npotarom 18 rog. Kartanisatop Bmaansanu LUASXOM
dinbTpauii Yyepes GpoyHmineput. Ocag Ha INbTPI
npommuBanu MetaHornom (3x25mn) i KOHUEHTpyBanm
diNbTpaT NpU 3HWKEHOMY TUCKY 3 OEpPXaHHSAM He-
oyMLLEHOrO TpeT-0yTnMnoBoro edipy (8-
a3abiumkno[3.2.1]okT-3-ek30-inMeTnn)kapbamiHoOBO|
KucnoTv y Burnsagi 6inoi Teepaoi peyoBuHU.

'"H AMP (CDCls): & 4,57 (1H, ywmp.c), 3,53 (2H,
c), 2,96 (2H, m), 1,95-1,77 (4H, m), 1,72-1,50 (4H, m),
1,44 (9H, m), 1,24 (2H, m).

MC: 241,32 (M+1).

Crapis 3:

BeHnannosun edip
OyTokcukapboHinamiHomeTun)-8-a3a-
6iumkno[3.2.1]okTaH-8-kapboOHOBOI KMCIOTH

Ph
0Y°

A

Oo cymiwi TpeTt-6yTnn-8-a3abiunkno[3.2.1]okT-3-
ek3o-inveTtunkapbamary (0,84r, 3,5Mmonb) B aueTo-
HITpUni (35mn) aodasanu 1-
{[(6eH3unokcu)kapboHin]okcu}niponiguH-2,5-aioH
(0,87r, 3,5mmons). Cymiw nepemiwyBanu npoTsarom

3-ek30-(TpeT-
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18roa. B atMocepi a3oTy. OaepxaHuii po3vmMH KOH-
LEHTPYBanu npu 3HMWXEHOMY TUCKY. 3amnuLloK po3no-
ainanu mix etunauetatom (150mn) i Bogoto (75mn) i
po3ginanu wapw. OpraHiyHMin Wwap npoMuBann BO-
pot (2x75Mn) i HacMYeHUM COMbOBUM PO34YMHOM
(50mn), cywwmnu (cynbdaT HaTpito), dinbTpyBanm i
BMNApOBYBanu PO3YMHHMK MPU 3HUKEHOMY TUCKY 3
OofEepXaHHAM HeouulieHoro npogaykty (1,31r) y Bu-
rnagi 6inoi TBepAol pevoBuHU. HeoumnwieHnin npoaykTt
oyuLLLann METOAOM KONOHKOBOI dorieLl-xpomaTorpadii
Ha cwunikareni, enYn eTunaueTaTom/rekcaHom
(rpagienT Big 30/70 go 50/50) 3 ogepxaHHAM 6eH3n-
NOBOroO edipy 3-ek3o-(TpeT-
OyTokcukapboHinamiHomeTunn)-8-
a3abiumkno[3.2.1]okTaH-8-kapbOHOBOI KMCNOTU Y BU-
rnsagi 6inoi TBepAoi pevoBMHN.

'"H AMP (CDCls): 5 7,36 (5H, m), 5,13 (2H, c),
4,56 (1H, ywwup.c), 4,32 (2H, ywup.c), 2,94 (2H, m),
2,00 (3H, m), 1,62 (4H, m), 1,48-1,25 (11H, m).

MC: 375,39 (M+1).

Cragia 4:

BeHaunosui edip 3-ek30-aMmiHOMeTUn-8-
a3abiuunkno[3.2.1]okTaH-8-kapbOHOBOI KNCNOTH

Fh

NH;

BeHaunn-3-ek3o-{[(TpeT-
ByTokcukapboHin)amiHolmeTun}-8-asa-
Oiumkno[3.2.1]JokTaH-8-kapbokcmnar (0,94r,
2,5MMorb) BMiLLyBanu B KpyrnogoHHy konby B aTMmo-
cdepi a3oTy i oxonomKyBanu Ha KpwkaHi 6aHi. Kpa-
nnaMy gogasanu TpU@TOPOLTOBY KUCHOTY (6mn) i
nepeMillyBanu cymiwl npotsrom 1 roguHu npu oxo-
nofxXyBaHHi Ha nbogy. Cymiw BnuBanu B KpwxXaHWn
po34MH 5H rigpokcuay Hatpito (16mMn) i ekcTparysanm
BOAHY CyMill MeTuneHxnopuaom (4x50mn). EkcTpakr
NpoOMMUBANN HaCUYEHUM COMNbOBUM PO3ynHoMm (50mn),
cywwmnu (cynbdar HaTpitlo), inbTpyBanu i BUNapoBy-
Bann PO34YMHHMK MPU 3HWXKEHOMY TUCKY 3 OOepXKaH-
HSIM MPOAYKTY y BUrNsAi 6esbapsHoro macna.

'"H AMP (CDCls): 5 7,36 (5H, m), 5,14 (2H, c),
4,33 (2H, ywwp.c), 2,52 (2H, g, J=6I"u), 1,96 (2H, m),
1,88 (1H, m), 1,67 (2H, g, J=7Tu), 1,61 (2H, m), 1,42-
1,25 (4H, m).

MC: 275,34 (M+1).

Crapisa 5:

BeHaunosumn eqip 3-ek30-[(9H-nypuH-6-
inamiHo)meTun]-8-a3abiunkno[3.2.1] OKTaH-8-
KapOOHOBOT KNCMNOTH

o}
{ Iff\
H "Jl
Po3unH G6eH3nnoBoro egipy 3-ek30-amMiHOMETUI-
8-a3abwwumkno[3.2.1]JokTaH-8-kapboHOBOT KMCINOTH
(27wmr, 0,10Mmonb), 6-xnopnypuHy (31mr, 0,20MMonb)
i piisonponinetunamidy (35mkn, 0,20mmons) B i3on-

ponaHoni (2mn) HarpiBanu i3 3BOPOTHUM XONOAMUITb-
HukoMm npoTtaroMm 18rog. OpepxaHy Cymill KOHLIEHT-
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pyBanun npu 3HWKEHOMY TUCKY i PO3YMHAMN 3anMLLIOK
B etunauetari (3mn). OgepxaHy cymill npomMuBanmu
HacuyeHnMm po3dmHom OGikapboHaTty Hatpito (1mn),
BOAOIO (2x1Mn) i HacuyeHnM CONbOBUM PO3YNHOM
(1mn), cywwunu (cynbdat HaTpito), inbTpyBanu i
BMNApPOBYBanu PO3YUMHHUK MPU 3HUKEHOMY TUCKY 3
OfEPXKaHHAM HeouuLleHoro npoaykty (39wr) y Bu-
NS4 )KOBTOI TBEPAOI peyvoBMHWU. TBepay PEeyvOBUHY
po3TMpanu B rapsqomy etunauetati (1mn), oxorno-
AXyBanu Cymill 4O TemnepaTypy HaBKOMMWLLHBLOIO
cepefoBuva, BiadiINbTpoByBanM TBepaunm ocag i
CyLIMnM y BakyyMmi 3 oepXaHHsiM 6eH3unosoro edipy
3-ex30-[(9H-nypuH-6-inamiHo)MeTnn]-8-
a3abiumkno[3.2.1]okTaH-8-kapbOHOBOI KMCNOTU Y BU-
rnsagi 6inoi TBepAoi pevOoBUHN.

'H AMP (DMCO-ds) & 12,86 (1H, ywup.c), 8,16
(1H, ¢), 8,07 (1H, c), 7,61 (1H, ywwup.c), 7,35 (5H, m),
5,08 (2H, g, J=2I"y), 4,17 (2H, ywwup.c), 3,32 (2H, m),
2,26 (1H, m), 1,86 (2H, ywwup.c), 1,61 (4H, m), 1,34
(2H, m).

MC: 393,36 (M+1).

Mpuknag 109:

Benannosun  edip  3-ek3o-[(3-xnopnipasuH-2-
inamiHo)meTun]-8-a3abiumkno[3.2.1]okTaH-8-
KapOOHOBOT KNCMNOTH

"
A0

I3 3acToCcyBaHHsIM METOOUKM, ONMucaHoi Ans 6ex-
3unosoro edipy 3-ek30-[(9H-nypuH-6-inamiHo)meTun]-
8-a3a6iumkno[3.2.1]okTaH-8-kapboHoBoi KMCnoTu
(npuknag 108), ane 3amiHl4YM 6-xnopnypuH 2,3-
AVXNOPMipaHO3NHOM, OAepXyBanu HeOYMLLEHUIA Npo-
aykT (51mr) y Burnsgi macna. HeouunweHnin npogykTt
dinbTpyBanu yepes Lwap cunikarernto, enoym eTu-
nauetaTtom/rekcaHom (2/1), i KoHUeHTpyBanu inbT-
pat npu 3HWKeHoMy TUcky. OpgepxaHe Macno posyu-
HAMM B edipi, BuMApoBYyBanM PO3YUHHUK MpK
3HVXKEHOMY TMCKY | CyLUMNW 3amnuLioK y Bakyymi 3
ofepxaHHaAM  GeH3unoBoro  eduipy  3-ek3o-[(3-
xnopnipasvH-2-inamiHo)meTtunn]-8-a3abiuukno[3.2.1]
OKTaH-8-kapbOHOBOi KMCNOTU Yy BUMMAAI KOBTOI CMO-
nu.

'H AMP (CDCls): & 7,93 (1H, A, J=3Iy ), 7,56
(1H, g, J=3ry), 7,36 (5H, m), 5,20 (1H, m), 5,15 (2H,
c), 4,34 (2H, ywwup.c), 3,32 (2H, m), 2,21 (1H, m), 1,97
(2H, m), 1,66 (4H, m), 1,60-1,40 (2H, m).

MC: 387,27 (M+1).

Mpuknag 110:

[8-(2-PeHineTaHcynbgoHiIn)-8-
a3abiuunkno[3.2.1]okT-3-ek30-inMeTun]nipumianH-2-
inamiH

Cragisa 1:

TpeT-6yTnnosui edip [8-(2-TpaHc-
eHineTeHcynbdoHIN)-8-a3abiumkno[3.2.1] OKT-3-
eK30-inmeTun]kap6amiHoOBOiI KMCNoTn

[o po3unHy TpeT-6yTnn-8-a3abiumkno[3.2.1]okt-
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3-ek30-inmeTunkapbamarty (npuknag 107, cragia 1)
(0,60r, 2,5mmonb) i giisonponinetTunamidy (0,52mn,
0,39r, 3,0mmonb) B MeTuneHxnopugi (15mn) B atmo-
cdepi a3oTy Npu OXONomKyBaHHI Ha KpwpkaHii OaHi
Kpannsamu npotsiroMm 10 XBUNWH JofaBanu poO34uH
TpaHc-2-heHineTeHcynbgoHINxnopmay (0,57r,
2,8vmonb) B metuneHxnopugi (10mn). Opepxany
cymiw nepemiwysanu npotdarom 18rod. B aTmocdepi
asoTy, Noku TemnepaTypa He 36inbllyBanacb 3 Tem-
nepatypu kpwxaHoi 6aHi 4O TemnepaTypu HaBKOMNU-
WHbOro cepefosuwa. Po3unH pos3basnsanu guxnop-
meTtaHoMm  (125mn), npomuBanu 1H  PO3YMHOM
rinpokcuagy Hatpito (50mn), Bogoto (50mMn) i Hacuue-
HUM COMbOBUM PO34MHOM (50Mn), cywmnu (cynbdat
HaTpilo), dinbTpyBanu i BMNapoByBanu PO3YMHHMK
Npu 3HWKEHOMY TUCKY 3 OAEpXKaHHAM HEOYULLEHOro
npoaykty (0,95r) y Burnagi »ostoi cmonu. Heouuiue-
HUA NPOAYKT oyumLlany MeToAOM KONOHKOBOI dhneLu-
XpomaTtorpadii Ha cunikareni, enyn eTunaueTa-
Tom/rekcaHom (rpaaieHT Big 33/67 pno 50/50), 3 ogep-
XaHHAM  TpeT-OyTtunosoro  edbipy  [8-(2-TpaHc-
deHineTeHcynbdoHin)-8-a3abiunkno[3.2.1]okT-3-
ek3o-inveTtunjkapbamiHoBoi kKucrnoTn y Burnagi 6es-
©apBHOI cMonnu.

'H AMP (CDCls): & 7,50-7,40 (6H, m), 6,65 (1H,
a, J=15I'y), 4,58 (1H, ywwp.c), 4,24 (2H, ywwup.c),
3,00 (2H, m), 1,96 (3H, m), 1,69 (3H, m), 1,54 (3H, m),
1,44 (9H, m).

Crapis 2:

TpeT-6yTunosui edip [8-(2-
deHinetaHcynbdoHin)-8-a3abiynkno[3.2.1]okT-3-
€K30-inM eTun]kapb6amiHoOBOI KMCNOTH

~

Lo
N
A
NHBoc

Cymiw  TpeT-6yTunosoro edipy [8-(2-TpaHc-
deHineTeHcynbdoHIN)-8-a3abiunkno[3.2.1]okT-3-
eK30-inmeTun]kap6amiHoBoOiI KMCroTun (0,61r,
1,5mMmonb) i 20% rigpokcugy nanagilo Ha Byrinni
(0,30r) B etaHoni (50mn) rigpyBanu (52psi BOAHIO)
npotarom 18rog. Kartanmizatop Buaananu LWNAXom
dinbTpauii yepes GpoyHmineput. Ocag Ha InNbTpI
npommuBanu etaHonom (3x25mn) i KoHUeHTpyBanu
(inbTpaT NpU 3HWKEHOMY TUCKY 3 OAEepXKaHHAM He-
OYULLIEHOrO TpeT-6yTnnoBoro edipy [8-(2-
deHineTaHcynbdoHin)-8-a3abiunkno[3.2.1]okT-3-
eK30-inmeTunlkap6amiHOBOI KMCMNOTU Yy BUrNSAAI CMO-
nw.

'H AMP (CDCls): & 7,35-7,20 (5H, m), 4,56 (1H,
ywup.c), 4,24 (2H, ywwup.c), 3,24 (2H, m), 3,11 (2H,
M), 2,98 (2H, T, J=6Iu), 2,02 (2H, m), 1,92 (1H, m),
1,74-1,51 (4H, m), 1,44 (9H, c), 1,37 (2H, m).

Cragisa 3:

C-[8-(2-PeHineTaHcynbdoHin)-8-
a3abiumkno[3.2.1]okT-ek30-inmeTunamin

Ph\L$-o

A,

Po3uunH HeounweHoro TpeT-6yTunosoro edipy [8-
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(2-cbeHineTaHcynboHin)-8-a3abiumkno[3.2.1]okT-3-

ek30-inmeTun]kapbamiHoBoi KMUcnoTu (0,64,
1,5Mmonb) B giokcaHi (2mn) i 3H consHin kucnoTi
(2mn) HarpiBanu i3 3BOPOTHUM XOMNOAWUMBHUKOM MpPO-
TArom 3rog. PO3UMHHUK BMOANsSNM Mpu 3HUXKEHOMY
TUCKy. BogHui 3anuwwiok oxonogXyBanu Ha KpwbkaHin
6aHi i nignyroByBanu gogasaHHAM 3H PO34MHY Tigpo-
Kenagy HaTtpito. BogHy cymill ekctparysBanu MeTureH-
xnopugom (4x20mn). OpraHiyHuin Wwap npomusanmu
HacuyeHnMm COoNbOBMM Po3ynHOM (20Mn), cymnu
(cynbhaT HaTpito), GinbTpyBanu i BuNapoByBanu
PO3UYMHHMK NPU 3HUKEHOMY TUCKY 3 OdepXXaHHAM He-
oumwieHoro npoaykty (0,404r) y surngagi 6nigo-
XOBTOro Macrna. Po34nMH HeouuweHoro npoaykTy B
MeTuneHxnopugi inbTpyBanu yepes wwap cunikare-

nio, entoroymn MeTaHo-
nom/mMmeTUneHXnopuaomM/rigpokcuaom aMOHito
(20/80/2) 3 ofepXXaHHAM C-[8-(2-

deHineTaHcynbgoHiN)-8-a3abiunkno[3.2.1]okT-ek30-
inj]MeTunamiHy y BUrnsagi >xoBToro Mmacna.

'H AMP (CDCls): 8 7, 32 (2H, m), 7,26 (1H, m),
7,21 (2H, g, J=7Tu), 4,24 (2H, m), 3,24 (2H, m), 3,11
(2H, m), 2,56 (2H, g, J=6I"u), 2,03 (2H, m), 1,82-1,65
(5H, m), 1,37 (4H, m).

MC: 309,33 (M+1).

Crapgia 4:

[8-(2-PeHineTaHcynbgoHiIn)-8-
a3abiuunkno[3.2.1]okT-3-ek30-inMeTun]nipumiamH-

2-inamiH

Fh
L

.

PosuuH C-[8-(2-PeHineTaHcynbdoHin)-8-
a3abiumkno[3.2.1]-okT-ek30-in] meTunamiHy  (31mr,
0,10mmonb), 2-6pomnipumignHy (32mr, 0,20Mmonb) i
giisonponinetunaminy (35mkn, 0,20Mmonk) B i3onpo-
naHoni (2mn) HarpiBanu i3 3BOPOTHWM XOMOAUIbHU-
koM npotarom 18roa. Cymiw KOHUEHTpyBanu npu
3HKEHOMY TUCKY | PO3UMHANM 3anuLIOK B eTunave-
TaTi (3mn). OgepxaHy CyMmill NPOMUBANM HaCcU4eHUM
po34mHoM BikapboHaTy HaTpito (1mn), Bogoto (2x1mn)
i HacMyeHUm CONbOBUM PO34MHOM (1Mn), Cymnn
(cynbdpaT Hatpilo), GinbTpyBanu i BuMapoByBanu
PO3YMHHMK MPU 3HMKEHOMY TUCKY 3 OfEPXaHHSAM He-
ouneHoro npoaykty (39mr) y BUrnsaai KoBToi TBep-
A01 peyoBMHWU. HeouuLeHun NpoaykT ouuwiany me-
TOOOM XpoMaTorpadii Ha cunikareni (1Mm nonepeaHe
NOKPUTTS), entolooYun eTunaleTatom/rekcaHom 2/1 3
onepxaHHam 6e36apsHOi cMonu (27mr). Cmony Kpu-
cTanidyBanu 3 etunauetary, ocag BigdinbTpoByBaTtu
i cywwmnm y Bakyymi 3 ogepXaHHam [8-(2-
deHineTaHcynbdoHin)-8-a3abiunkno[3.2.1]JokT-3-
ek3o-inveTun]-nipumianH-2-inamivy 'y Burnagi 6inoi
TBEPAOI PEYHOBUHN.

"H AMP (CDCls): 5 8,26 (2H, a, J=5I"1), 7,32 (2H,
m), 7,26 (1H, m), 7,21 (2H, g, J=7Tu), 6,53 (1H, T,
J=5lu), 5,11 (1H, m), 4,25 (2H, m), 3,31 (2H, T, T,
J=6,5I"y), 3,24 (2H, m), 3,12 (2H, m), 2,03 (3H, m),
1,74 (4H, m), 1,46 (2H, m).

MC: 387,31 (M+1).

Mpuknag 111:

1-[4-(MNipymignH-2-inamiHomeTun)ninepuaunH-1-
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in]-4-tiodeH-2-in-6yTaH-1-oH

M&”ﬁ

BeHann-4-[(2-nipymigmHinamiHo)meTtun]-1-
ninepnanHkapbokeunat (npuknag 16) rigpysanu, sk
onucaHo Ha ctagii 1 npuknagy 30. OgepxaHui nine-
puanH o6'egHyBann 3 EDC (1,3eks.), HOBT (1,0eks.)
i 4-TiodpeH-2-in-macnsaHoto kucnototo (1,0exs.) 8 AMP
i nepemiwysanu npotarom 2rog. OpepxaHuni peak-
LiHWIA pO34MH PO3MOAINANM B eTunawleTari i BOAHOMY
po34uHi bikapboHaTy HaTpito. OpraHivyHui Wwap posgi-
namv i npomMuBanyM - NIMMOHHOKMCIUM  Bydhepom
(pH=4,5) (10% nnmoHHa KncnoTa i rigpokcua, HaTpito),
cywmnu (cynbar HaTpito) i KOHUEHTpyBanu 3 oaep-
KaHHAM HaxaHoro 1-[4-(nipymignH-2-
inamiHomeTun)ninepnanH-1-in]-4-tioex-2-in-6ytax-
1-oHy.

MC (M+1): 345,25.

Mpuknag 112:

3-®PeHin-1-[4-(nipumignH-2-
inamiHomeTun)ninepnanH-1-injnponax-1-oH

O™y

BkasaHy B 3aronioBky CMomnyky ofepxyBanwu, siK
onucaHo B npuknagi 111, ane 3amiHoloumn 4-TiodeH-
2-in-macnsHy kncnoty 3-eHinnponioHOBOK KUCO-
Toro. MC (M+1): 325,28. Tpuknag 113: (2-
deHinumknonponin)-[4-(nipumignH-2-
inamiHomeTun)niNnepuanH-1-injMeTaHoH

O’TJOJT,

BkasaHy B 3aronoBky cronyky ogepysanu, sk
onucaHo B npuknagi 111, ane 3amiHiowoum 4-TiopeH-
2-in-macnsHy KNCNOTYy 2-
heHinuMKnonponaHkapboHOBOIO KUCIOTOHO.

MC (M+1): 337,27.

Mpuknag 114:

2-PeHoken-1-[4-(nipyumignH-2-
inamiHomeTun)ninepnanH-1-injetaHoH

o X,
& CL“\@

BkasaHy B 3arofioBky Cronyky ogepXKyBamnu, siK
onucaHo B npuknagi 111, ane 3amiHtowoum 4-TiopeH-
2-in-macnsiHy KMCrnoTy OeHOKCIOLTOBO KMCMOTOHO.

MC (M+1): 341,27.

Mpuknag 115:

TiodpeH-3-inmeTnnosun  edip  4-(nipyamH-4-
inamiHomeTun)ninepnanH-1-kap6oHOBOI KUCMOTH

Tl

f
N
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BkasaHy B 3arofioBky CMomyKky ofepxyBanwu, sk
onucaHo B npuknagi 30, ane 3amiHioo (M+1): 332,31.

Mpuknag 116:

N-BeHaun-N'-uiaHo-N"-[4-(TpuamnH-4-
inamiHomeTun)ninepuauHin]ryaHiguH

o PO34UHY AnderinuiaHkapboHrimigaTy
(0,44mmonb) B TI®d (3mn) npu -78°C kpannamu go-
aaeanu 6eHaunamin (0,44mmonsb, B 2mn TI®). Buaa-
nsanu oxonomxytody 6aHto, i nicna gocarHeHHs 20°C
jgopasanu ninepnanH-4-inMeTunnipuanH-4-in-amid
(0,44mmonb, B 2Mn AM®, npuknag 30). OpepxaHy
peakuiHy cymiw Harpisann go 90°C npotsarom 14
rod., OXOonoxyeanu, BUAansnu netki KOMNOHEHTU Y
BaKyyMi i O4MLLann odepXaHui 3anuoKk MeToOoM
Xpomatorpadii Ha cunikareni.

MC (M+1): 349,38.

Mpuknag 117:

4-Xnop-6eH3nnoBun edip 4-[(3-xnopnipasunH-2-
inamiHo)meTun]ninepnamnH-1-kap6oHOBOT KNCIOTH

]

NS

BkasaHy B 3aronoBky CMoOnyky OOepXKyBamnu, siK
onucaHo B npuknagi 47, 3aincHiowun B3aemogito 2,3-
AVXNopnipasviHy 3 NPOMDKHUM NpoaykTom 2b 3 ogep-
)KaHHAM BKa3aHOI B 3arofioBKy CMosyKu.

MC(M+1):395.

Mpuknag 118:

4-MeTun6eHsunosuii edip 4-[(3-xnopnipasunH-2-
inamiHo)meTun]ninepnamH-1-kap6oHOBOT KUCNOTH

BkasaHy B 3aronoBKy CMONyKy OOEPXyBamnu, siK
onucaHo B npuknagi 47, 34incHioYn B3aemogio 2,3-
anxnopnipasuHy 3 NPOMiKHUM NPOAYKTOM 2a 3 oaep-
»KaHHAM BKa3aHOI B 3arofloBKy Crosnyku.

MC (M+1): 375.

Mpuknag 119:

IHAaH-2-inoBun edip 4-[(3-xnopnipasuH-2-
inamiHo)meTun]ninepnanH-1-kap6oHOBOT KNCIOTH

O
%

Cragis 1:
IHaaH-2-inoBu edip 4-amiHoMeTUNNinepuauH-1-
KapboHOBOI KMCNOTU



e nadl

BkasaHy B 3aronoBKy CrnoryKy ogepxyBanu cro-
CcOBOM, CXOXMM 3 ONUCAHUM MPWU OAEPXKaHHI MPOMIXK-
HWUX NpoAaykTiB 2a-e. Ctagisa 2:

IHoaH-2-inoBun edip 4-[(3-xnopnipa3uH-2-
inamiHo)meTun]ninepnanH-1-kap6oHOBOT KNCIOTH

BkasaHy B 3arofioBkKy CNomyKky oAepxyBanu, siK
onucaHo B npwuknagi 47, npoBoAsyn B3aemogito 2,3-
anxnopnipasuHy 3 aMiHOM, onncaHum Ha ctagii 1.

MC (M+1): 387.

Mpuknag 120:

BeHsunamig 4-[(3-xnopnipasnH-2-
inamiHo)meTun]ninepnanH-1-kap6oHOBOT KNCIOTH

5
NJ
Crapgia 1:

BeH3unamin
KapOOHOBOT KNCMNOTH

G
A
!“a""\/(J‘j H/\Q

BkasaHy B 3aronoBKy Cnonyky ogep)yBanu Cro-
coboM, CXOXMM 3 OMUCaAHUM MpPU oaepKaHHi MPOMIX-
HUX NPOAYKTIB 2a-e, 3aMiHIoYN NPOMIKHUI NPOAYKT
1a-e 6eH3unisouiaHaToM.

Cragia 2:

BeHsunamig 4-[(3-xnopnipasnH-2-
inamiHo)meTun]ninepnanH-1-kap6oHOBOT KNCIOTH

BkasaHy B 3aronoBKy CMONyKy OAepXyBanu, siK
onucaHo B npuknagi 47, npoBoaayn B3aemogito 2,3-
anxnopnipasuHy 3 amiHoM, onucaHum Ha ctagii 1, 3
OofepXXaHHAM BKa3aHOi B 3arofloBKy CMoOsyKu.

MC (M+1): 360.

Mpuknag 121:

BeHannosun edip 4-[(3-uiaHowWwpa3snH-2-
inamiHo)meTun]ninepnanH-1-kap6oHOBOT KNCIOTH

4-amiHomMeTUnninepmuanH-1-

BkasaHy B 3aronoBky CronyKky ofepXysanu cro-
coboM, CXOXXMM 3 ONUCAHUM MPU OAEPXKaHHI NPOaYKTY
npviknagy 47, BMKOPUCTOBYHOYM 2-xnop-3-
uiaHonipasuH (Maybridge Chemicals) 3amictb 2,3-
AnxnopnipasuHy.

MC (M+1): 352.

Mpuknag 122:

Cinb TpndTOPOLTOBOI KUCIOTH | GEH3UNOBO-
ro edipy 4-[(3-amiHOMeTUMNNipa3nH-2-
inamiHo)meTun]ninepnanH-1-kap6oHOBOT KUCIOTH
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0o posunHy GeHaunosoro edipy  4-[(3-
LiaHonipasuH-2-inamiHo)meTun]ninepuamt-1-
kapboHoBoi kucnotu (130mr) (npuknag 121) B etaHo-
ni (10mn) B aTtmMocdepi a3oTy, AogaBanu Hikenb Pe-
Hes (20Mr) i nepemiwyBanu cymiw B aTmocdepi Boa-
HiO (1aTtMm.) npotarom 8roa. PeakuiiHy cymiw
inbTpyBanu, KOHUEHTPYBanNu y BakyyMmi i NoTiM o4u-
Lanu meToaom xpomartorpadii i3 obepHeHo dasoro
(C-18, entototoun rpagieHTom 0,1% BogHOK TpudTo-
POLTOBOIO KMCMOTOI/aLETOHITPUIIOM) 3 OAepXXaHHAM
BKa3aHOI B 3arofloBKy CMoONyku y BUrmsai Tpudtopou-
TOBOI coni.

MC (M+1): 356.

Mpuknag 123:

Cinb TpndTOPOLTOBOI KNCNOTK | BEH3NNOBO-

ro edipy 4-[(6-amiHOMeTUNMipasnH-2-
inamiHo)meTun]ninepnanH-1-kap6oHOBOT KNCIOTH

O
a, A

NH+ F

BkasaHy B 3aronoBky CronyKy ogepxyBanu cro-
CcoBOM, CXOXMM 3 ONNCAHUM NPU OAEPXaHHI NPOAYKTY
npuknagy 122, 3 2-xnop-6-uiaHonipa3vHy [L. Bernadi
et al., Gazz. Chim. Et al., 91, 1431 (1961) i 6eH3nn-4-
(amiHomeTun)ninepugnH-1-kapbokecunaty  (Npuknag
13, cragia 1).

MC (M+1): 356.

Mpuknag 124:

BeHaunnosuin edpip  4-[(3-meTokcunipasuH-2-
inamiHo)meTun]ninepnamnH-1-kap6oHOBOT KNCIOTH

AN
g

BeHsunnosuin edip 4-[(3-xnopnipa3suH-2-
inamiHo)meTun]ninepuamnH-1-kap6oHoBoi KWUCAOTH
(2,72r, 7,54mmonb) i 0,5M po3unH MeToKCUay HaTpiko
B meTaHoni (40mn) HarpiBanu B atmocdepi asoTy npu
60°C npotsirom 2 fi6, oxonogxysBanu, ynaproBan i
posnoginsanu 3anuwok mixx EtOAc i Bogoto. OpraHiu-
HWMA Wap npoMMBanM HacM4eHWM COMbOBUM PO3YU-
HOM, CYLUUNW i BUMapOBYBanu poO34MHHWK 3 OdepXKaH-
HSM HEOYMLLEHOro MaTepiany, o4YuLianu MeToOoM
dnew-xpomaTorpadii Ha cunikareni (entorr4mn rpa-
pieHtom Big 25 no 100% EtOAc rekcaH) 3 oaepxaH-
HsM GaxaHoi Crnonyku y BUrnsgi TBepaoi peyvoBUHM.
Teepady peyoBuHy nepemiwysanu 3 npubnusHo 10mn
cymiLwi isonponinauetarty/rekcaHy (2/1) i pinbTpyBanu
3 OfepKaHHAM BKa3aHOi B 3arofioBKy Cromnyku y Bu-
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rnagi 6inoi TBEpAOT PeYOBMHMN.
MC (M+1): 357.
Mpuknag 125:
BeHaunosuin egip 4-[(3-eTokcunipasuH-2-
inamiHo)meTun]ninepnanH-1-kap6oHOBOT KUCIOTH

~O
Vo\(lj,
LN
BkasaHy B 3arofioBky CMonyky oAepXKyBamnu, siK
onucaHo Ang npuknagy 124, BUKOPUCTOBYIOYN €TOK-
CWA, HaTpilo B eTaHorni 3aMiCTb METOKCMAY HaTpilo B
MeTaHoni.
MC(M+1):371.
Mpuknag 126:
BeHaunosuin edip 4-[(3-izonponokcunipasunH-2-
inamiHo)meTun]ninepnanH-1-kap6oHOBOT KUCIOTH

Y

BkasaHy B 3arofioBky CMomyky ofepxyBanwu, siK
onucaHo Ana npuknagy 124, BMKOPUCTOBYKOYW i30M-
porokcug HaTpito B i3onponaHoni 3amiCTe MeTokcuay
HaTpilo B MeTaHoni.

MC (M+1): 385.

Mpuknag 127:

{4-[(3-MeTokcunipasuH-2-
inamiHo)meTun]ninepnaunH-1-in}-((1R,2R)-2-
deHinuuknonponin)MeTaHoH

N.

Crapgia 1:
Tpet-0yTunosui  edip  4-[(3-xnopnipasmH-2-
inamiHo)meTun]ninepnanH-1-kap6oHOBOT KUCIOTH

~OT

2,3-AnxnopwunipasnH (1,0r, 0,0067Mmonb), TpeT-
O6yTun-4-(amiHomeTun)ninepuanH-i-kapbokcmnat
(1,6r, 0,0075monb) (Astatech) i kapb6oHaT uesito (2,4r,
0,0075monb) B aueToHiTpuni (10mMn) HarpiBanu npu
90°C B aTmocdepi a3oTy npoTsarom 18 rog. PeakuiviHy
CYMill KOHLUEHTpyBanu y Bakyymi, po3basnsanu etu-
nauetaTtom (50mn) i npomusanu Bogoto (50mn). Op-
raHiYHWN eKCTPaKT CyLUMnu Hag cynbdaTom HaTpito,
dinbTpyBanu i oumwanu MeToaoM XxpomaTtorpadii,
entototoum rpagieHtom Big 10 go 30% etun aueta-
Ty/rekcaHy 3 ofiepXXaHHsIM BKa3aHOi B 3arofloBKy Crno-
NyKW 'y BUrNAZI NiHW.

MC (M+1): 327.

Cragis 2:

TpeT-6yTUnoeuii edip 4-[(3-meTokcunipasmH-2-
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inamiHo)MeTun|ninepnanH-1-kapOoHOBOI KNCNOTH

))\”/\O*IO%

Tpet-Oytunoeun edip 4- [(3-xnopnipasuH-2-
inamiHo)meTun]ninepuamnH-1-kap6oHoBoi KWUCAOTU
(3,0r, 0,0092monb) i 0,5M meTokcup HaTpito B MeTa-
Honi (40mn) HarpiBanu B aTmocdepi a3oty npu 75°C
npotsarom 18 roa. PeakuinHy cymilwl KOHLEHTpyBanu y
BaKkyymi, posbasnanu metuneHxnopugom (100mn) i
npommBanu Bopot (pH=9, goBemeHe [oAaBaHHSM
NaOH). OpraHi4yHMin ekcTpakT cylunu Hag cynbda-
TOM HaTpito, inbTpyBanu i KOHUEHTpyBanu 3 ogep-
)KaHHAM BKa3aHOI B 3arofioBKy CMosyKu.

MC (M+1): 323.

Cragia 3:

4-[(3-MeTokcunipasin-2-
inamiHo)meTun]ninepuanH

'/\
“’\Om

Tpet-6yTnnoeun edip 4-[(3-meTokcunipasmH-2-
inamiHo)meTun]ninepuamnH-1-kap6oHoBOI KMcnoTu
(0,5r, 0,0015monb) i TpudTOPOLTOBY KMCMOTY (5Mn)
3anuwanu nepemiwlysatucb B atMocdepi asoTty npo-
Tarom 0,5roa. PeakuiiHy cymiwl KOHUEHTpyBanu y
BaKyyMi, i ounanu metogom xpomarorpadii Ha cuni-
Kareni, ernyn METUINEHXNOPU-
aom/meTaHonom/rigpokcngom amodito  (90/10/2) 3
OofepXXaHHAM BKa3aHOi B 3arofiloBKy CMomyku.

MC (M+1): 223.

Crapgis 4:

{4-[(3-MeTokcunipasuH-2-
inamiHo)meTtun]ninepuamnn-1-in}-((1R,2R)-2-
deHinumknonponin)MeTaHoH

OO0

/o/r
S

Cymiw 4-[(3-meToKcunipasnH-2-
inamiHo)meTtun]ninepuamnny (0,093r, 0,00042monb), 1-
rinpokcnbeHsotpuasony (0,078r, 0,0005monb), 1-
etun-3-(3-
anmeTtunamMiHonponin)kapbogaiimiarigpoxnopuay
(0,097, 0,0005monb) i (1R,2R)-2-
deHinumknonponaHkapboHoBy kucnoty [T. Riley et
al., J. Med. Chem., 15, 1187, 1972] (0,072r,
0,00044mormb) B OM® (2Mn) nepemiwyBanu npu Kim-
HaTHIn Temnepartypi npotarom 18roa. PeakuinHy cy-
Miw posbasnanu etunauetatom (30mn), npommusanm
10% BogHUM po3vmHOM GikapboHaTy HaTpito (20mn),
NOTIM HacWM4yeHWM CONbOBMM PO34MHOM (10Mn), KOH-
LeHTpyBanu y Bakyymi i oumLiany MeTogoMm xpomaTto-
rpaddii Ha cwunikareni, entototoun 50-100% eTunaue-

TaToM/rekcaHoM. Micna KpucTanisauii 3
edipy/rekcaHy ofepxyBanu BKasaHy B 3aronoBKy
Cro-nyKy.

MC (M+1): 367.
Mpuknag 128:
[2-((1R,2R)-(2-dTOpdheHin))umknonponin]-{4-[(3-
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MeToKcunipasunH-2-inamiHo)MeTun]ninepuauH-1-
in}meTaHoH

ﬁjro{*é

BkasaHy B 3aronoBKy Cnonyky ogep)yBanu cro-
coboM, CXOXKMM 3 OMMCaHVUM ANS OAEPXKaHHS CMOyKM
npuknagy 127, ctagis 4, sukopuctosytoumn (1R,2R)-2-

(2-dbTOpdheHin)umknonponaHkapboHoBy KUCNoTy,
ofEepXKaHy sIK ONMCaHO HUXKYeE.

MC(M+1):385.

Crapis 1:

TpeT-6yTnnosui edip (R,R)-2-(2-

dTopheHin)umknonponaHkapboHOBOI KNCNOTH

0

[o posunHy Tpudnaty migi (2:1 komnnekc 3 6eH-
3onom) (21wr, 0,041mmonk) B xnopodopmi (20mn) B
aTMocdpepi asoTy gogaeanu 2,2'-isonponinigaeH-bic-
(4S)-4-TpeT-6yTNN-2-okcasoniH (12,5mr, 0,042mMmornb)
i 3anuwanu cymilw nepemillyBaTUCb MNPWU KiMHATHIN
Temnepatypi npotarom 1roa. PeakuinHy cymiw dine-
TpyBanu B atMocdepi asoty B konby i gogasanu 2-
dTopctmpon (1,0r, 8,19mmons). Kpannsmu gogasanm
PO34MH TpeT-OyTungiaso-auetary (0,63mn,
4,09vmonb) B xnopodopmi (10mn) npotarom 1,5 rog.
i 3anuwanu cymiw nepemillyBaTUCb MPW KiMHATHIN
Temnepartypi NpPoTArom Houi. PeakuiHy Cymiwl KOH-
LeHTpyBanu y BakyyMmi i oumLiany MeTogoM xpomaTto-
rpadii Ha cwnikareni, enotooun 3-10% eTtunaueTa-
Tom/rekcaHoMm, 3 ogepxaHHam  hi-Rf  (0,6)-
TpaHCi3oMepy BKa3aHOi B 3arofioBKy CMOMYKU y BU-
rnagi macna.

"H AMP 400mru (5, CDCls) 8: 1,22 (m, 1H), 1,48
(c, 9H), 1,54 (m, 1H), 1,84 (m, 1H), 2,58 (m, 1H), 6,9-
7,1 (m, 3H), 7,17 (m, 1H).

Cragia 2:

2-(2-dTopbeHin)umknonponaHkapboHoBa Kuc-
nora

e

o Tpet-6ytunosoro edipy crtagii 1 (0,52r,
0,0022monb) B amxnopmetadi npu 0°C popasanu
TP TOPOLTOBY KUCIOTY i NepemillyBanm Ccymill npu
KiMHaTHIn Temnepatypi npotarom 30xB. PeakuiviHy
CyMilll KOHLIEHTPYBanu y BakyyMi 3 ofepXXaHHSIM BKa-
3aHOI B 3arofoBKy cronyku y Burnagi macna. [Npu
aHanisi kucnotn metogom xipansHoi BEPX (Chirapak
AD, 250x4,6mm), entotoroun 0,2% TprudTOpPOLTOBOO
kucnotoro B rekcaHi(A)etaHonom(B) (95/5)(A/B),
1Mn/xB., NoOKasaHo, WO MaTepian BOMOAIE YNCTOTOH
>94%EE.

MC(M+1): 181.

Mpuknag 129:

[2-((1R,2R)-(2,6-AndTopdeHin))unknonponin]-{4-
[(3-meTokcuMnipasuH-2-inamiHo)MeTun]ninepnanH-1-
in}meTaHoH

75392 114

N : :
ﬁ
Now

BkasaHy B 3arornoBKy CMonyKy ofepXyBanu cro-
cob0oM, CXOXMM 3 OMMCaHVUM AMS OAEPXKaHHS CMOyKM
npuknagy 127, ctagis 4, sukopuctoBytoumn (1R,2R)-2-
(2,6-gudpTopdeHin)umknonponaHkapboHoOBY  KUCMOTY
(opepxxaHy cnocobom, CXOXMM 3 ONMCcCaHuM Ang ofe-
pXaHHsa  2-(2-cpbTopdeHin)umknonponaHkapboHoBOi
kvcnotv (npuknag 128).

MC(M+1):403.

Mpwuknag 130:

4-MeTtun6eHannosuin edip 4-[(3-meTokcunipasmH-
2-inamiHo)mMeTun]ninepnanH-1-kap6oHOBOI KUCNOTH

<O
Nethe

Cymiww 4-[(3-meToKcunipasnH-2-
inamiHo)meTun]ninepuaunHy (npuknag 127, cragia 3)
(0,093, 0,00042monb) i N-(4-

MEeTUNOGEH3UNOKCUKAPOOHINOKCK)CYKUMHIMIZY (NpoMmi-
XHuin npogykt 1a) (118mr) B AM® (2mn) nepemiwy-
Banu npu KiMHaTHIW Temnepatypi npoTtarom 18 rog.
PeakuiniHy cymiw po3basnsanu etunauetatom (30mn),
npommBann 10% BoAHMM po34mHOM GikapbGoHaToOM
HaTpito (20mn), NOTIM HACUYEHUM CONBbOBUMM PO34U-
HOM (10Mm), KOHLEHTpyBanmu y Bakyymi i mMeTogom
XpomaTorpadii Ha cunikareni, enoYn rpagieHTom
5-15% aueTtoH/guxnopmeTtaH. KoHueHTpyBanu y Ba-
KyyMmi, NOoTiM KpucTanidysanu 3 eqipy/rekcaHy 3 oge-
p>XaHHSM BKa3aHOi B 3arofioBKy CMOMNyKu.

MC(M+1):371.

Mpuknag 131:

Benannosuin edip 4-[(5-uiaHo-3-mMeToKCUNipa3nH-
2-inamiHo)mMeTun]ninepnanH-1-kap6oHOBOI KUCNOTH

~

N : [=]
/°%\r
¢

=N
Crapis 1:
TpeT-6yTnnosui edip 4-[(5-6pom-3-
MeToKcunipasuH-2-inamiHo)MeTunninepnamH-1-
KapOOHOBOT KNCMNOTH

~OT

o TpeT-0yTMnoBoro edipy 4-[(3-
MeTOKCULLpa3nH-2-inamiHo)MeTunininepuaunH-1-
kapboHoBoi kucnotu (npuknag 127, cragia 2) (2,0r,
0,0062monb) B xnopodpopmi (160mn) B atmocdepi
asoty pgopasanu nipuguH (0,528wmn, 0,0064monb),
noTiM MNOBiNbHO (nNpoTsirom ~1rogd.) po3uvMH Gpomy
(1,044r, 0,0064monb) B xnopodopmi (16mn). Peak-
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LiHy cymiw posbaensanu sogoto (100mn), Bugananm
OpraHiyHui wWap, Cywunu Hag cynbgaTtom HaTpito,
dinbTpyBanu i KOHUeHTpyBanu 4o cTaHy macna. Ma-
Cno ounanu MeToaom xpomarorpadii Ha cunikareni,
entototoumn rpagieHtom 0-4% aueToH/guxnopmeTtaH 3
OfEepXXaHHAM BKa3aHoi B 3arorioBKy CMONyKu Yy BUrMs-
Ai niHn.

MC(M+1):401.

Crapgia 2:

TpeT-6yTUnosuii edip 4-[(5-uiaHO-3-
MeToKcunipasuH-2-inamiHo)MeTunninepnanH-1-
KapboHOBOI KMCNOTK

AT

Oo  Ttpet-6ytunosoro  edipy  4-[(5-6pom-3-
MeToKcunipasuH-2-in-amiHo)meTunininepmaunH-1-
kapboHoBoi kucnotu (0,5r, 0,00125mone) B OMCO
(10mn), B aTmocdepi asoTy AofaBanu LiaHig migi
(0,565r, 0,00625monb) i HarpiBanu cymiw npu 150°C
npotarom 1,5roa. PeakuinHy cymiw oxonogysanu
A0 KiMHaTHOI Temnepatypu, po3basnsanu cymiw 20%
rigpokcuaoM amoHito y Bogi (50mn) i guxnopmetaHom
(50mMn) i 3anuwanu nepemiwyBaTUCb NPOTSArom 1roA.
OpraHiyHui Wwap Bugansanu, CyLUMnu Hag cynbdaTom
HaTpilo, iNbTPyBanNu i KOHUEHTPYBanu Ao CTaHy Mma-
cna. Macno ounwann MeTogoMm Xpomartorpaduii Ha
cunikareni, entotoloun rpagieHtom 20-40% eTtunaue-
TaT/rekcaH 3 ofepXaHHAM BKa3aHoi B 3arofioBKy Cro-
NyKW 'y BUrNAAI NiHW.

MC (M+1): 348.

Crapis 3:

4-[(5-UiaHo-3-meTokcunipasnH-2-
inamiHo)meTun]ninepuanH

VA
Nﬂ

BkasaHy B 3aronoBKy CMomnyKy OAepKysBanu cro-
coboMm, CXOXWM 3 onuMcaHuM Ha cTagii 3 npuknagy
127, 3 Tpet-O6ytunoBoro edipy 4-[(5-uiaHo-3-
MeTOoKCcUnipasnH-2-inamiHo)MeTunninepnanH-1-
KapboHOBOI KUCNOTK.

MC (M+1): 248.

Crapgis 4:

BeHaunosun edip 4-[(5-uiaHo-3-MeToKCUNipasmH-
2-inamiHo)MeTun]ninepnanH-1-kap6oHOBOI KMCMOTH

BkasaHy B 3aronoBKy CrnoryKy ogepxyBanu cro-
cobom, cxoxum 3 onucaHum B npuknagi 130, 3 4-[(5-
LjiaHO-3-MeTOoKCMNipasuH-2-
inamiHo)meTun]ninepuanHy,
(6eH3MnokcMKapbOoHINOKCH)CyKLMHIMIA
Aldrich).

MC (M+1): 382.

Mpuknag 132:

6-MeTtoken-5-{[1-(2-(1R,2R)-
eHinuuknonponaHkapboHin)ninepuanH-4-
inMeTnn]amiHo}nipa3unH-2-kapboHiTpmn

-0,

BuKopuctoBytoun  N-

(Sigma-

75392 116

BkasaHy B 3aronoBky CronyKy ofepXyBanu cro-
coboM, CXOXWM 3 OonuMcaHWM Ha cTagii 4 npuknagy
127, 3 4-[(5-uiaHO-3-MeTOKCUMIpa3nH-2-
inamiHo)meTun]ninepuaunHy (npuknag 131, cragia 3).

MC (M+1): 392.

Mpuknag 133:

BeHsunosui edip 4-[(3-meTOKCK-5-
MeTUmnnipasuH-2-inamiHo)meTtun]ninepuaunH-1-
KapOOHOBOT KNCMNOTH

f‘Q‘&o
N e
/°w/k
Crapis 1:
TpeT-6yTnnosui edip 4-[(3-meTOKCK-5-
MeTUMNipasunH-2-inamiHo)meTtun]ninepuanH-1-
KapOOHOBOT KNCMNOTK

Oo  Ttpet-Oytunosoro  edipy  4-[(5-6pom-3-
MeToKcunipasuH-2-in-amiHo)MeTunjninepmaunH-1-
kapboHoBoi kucnotu (npuknag 131, cragia 1) (0,20r,
0,0005monb) B TeTparigpodypani (1Mn) B atmocdepi
asoty pogasanu 1,3-6ic(andeHindocdiHo)nponan-
Hikenb(ll)xnopug (0,034r, 0,0625Mmonb), NoTiM Kpan-
namn gopjasanu  2,0M  guMmeTMRUMHK B TOMyoni
(0,313mn, 0,000625monb). PeakuinHy cymiw nepemi-
wysanu npotsrom 1,5rog., po3baenanu Bogot (5mn)
i etunauetatom (30mn). OpraHiyHui Wwap Buaananm,
CyLIMnKN Hag cynbdaTtoM HaTpito, inbTpyBanu i KOH-
LeHTpyBanu A0 cTaHy macna. Macno ouvwanu me-
TOAOM Xpomatorpadii Ha cunikareni, entoyun rpa-
aieHtom 20-50% eTunauertat/rekcaH, 3 ogep)KaHHAM
BKa3aHOi B 3arofioBKy CMOMNyKW Y BUrNAAI MiHW.

MC (M+1): 337.

Crapis 2

4-[(3-MeTOKCK-5-MeTUNNipasnH-2-
inamiHo)meTun]ninepuamnH

),
,-D\%\
Nﬁ)r

BkasaHy B 3arornoBky Cronyky ofepXyBanu cro-
cobom, CXOXWM 3 OnMcaHWM Ha cTagii 3 npuknagy
127, 3 TpeT-6yTMnoBoro edipy 4-[(3-meToKCU-5-
MeTunnipasuH-2-inamiHo)meTtun]ninepuaunH-1-
KapbOHOBOT KUCTOTMK.

MC (M+1): 237.

Cragis 3:

BeHnavnnosun edip 4-[(3-meToKCK-5-
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MeTunnipasuH-2-inamMiHo)meTun]ninepnanH-1-
KapOOHOBOT KNCMNOTH

Bs

-4
N§,r‘

BkasaHy B 3aronoBKy CrnoryKy ogepxyBanu cro-
cobom, cxoxum 3 onucaHum B npuknagi 130, 3 4-[(3-
MEeTOKCU-5-MeTunnipasnH-2-
inamiHo)mMeTun]ninepuanHy,
(6eH3MnokcMKapbOoHINOKCH)CyKUMHIMIA
Aldrich).

MC (M+1): 371.

Mpuknag 134:

4-MeTunbeHsnnosun  edip
MeTUnnipasuH-2-inamiHo)meTun]
KapboHOBOI KMCNOTU

~O
/Oj)\r

"ﬁ) .

BkasaHy B 3aronoBky Crnornyky ogepxysanu cro-
cobom, cxoxmm 3 onncaHmum B npuknagi 130, 3 4-[(3-
METOKCU-5-MeTunnipasnH-2-
inamiHo)meTun]ninepuaunHy (npuknag 130, crtagis 2),
BUKOPUCTOBYHOYMU N-(4-
MEeTUNBEH3NNOKCUKAPOOHINOKCH)CYKUMHIMIL (NPOMIX-
HWUIA NpoayKT 1a).

MC(M+1):385.

Mpuknag 135:

{4-[(3-MeTokcu-5-meTunnipasunH-2-
inamiHo)meTtun]ninepnaunn-1-in}-(2-((1R,2R)-
deHin)uMKnonponin)MeTaHoH

o

S

BkasaHy B 3aronoBky CronyKky ofepXysanu cro-
coboM, CXOXWM 3 OonuMcaHWM Ha cTagii 4 npuknagy
127, 3 4-[(3-meTOKCU-5-MeTUNNipas3nH-2-
inamiHo)meTun]ninepuanny (Npuknag 133, cragisa 2).

MC(M+1):381.

Mpuknag 136:

TpaHc-N-[(1-{[2-(2-
dTopdeHin)umknonponin]kapboHin}ninepuanH-4-
in)meTnn]-5-cpTopnipMmMignH-2-amiH

ﬁw%

Cragia 1: Metun-(2E)-3-(2-cbTopdeHin)npon-2-
eHoart

\cb\é

BuKopucTtoBytoun  N-
(Sigma-

4-[(3-meToKCK-5-
ninepngunH-1-

75392 118

P0o34unH 2-bTOPKOPUYHOT KMCINOTY, WO Nepemilly-
€Tbcs, B 6e3BogHOMY MeTaHoni 6apboTyBanu raso-
nogioHum HCI. PeakuiHy cymiw 3anuwanu oxoro-
OXyBaTUCb A0 KiMHATHOI  Temnepatypu, NOTIM
KOHLUEHTpYBanu 3 oepXXaHHsIM BKa3aHOI B 3arofoBky
CMOnyKu.

MC(M+1): 181.

Crapgia 2:

MeTtun-2-(2-
dTopdeHin)uuknonponaHkapbokcunaT

F

[iaszomeTaH ogepxyBanu Takmm 4mHom. [Mpu ne-
pemiwyBaHHi 40 po3unHy edipy (290mn) i 40% KOH
(BogHMI posymH, 90mn) npu 0°C nopuismu gogasanm
1-meTun-3-HiTpo-1-HiTpo3oryaHiamH (24,42r,
166,53mmonb). [licna  nepemiwyBaHHA  MPOTArOM
1rog. cymiw oxonogxysanu go -78°C i sanuwanu
nepemiwyBaTtucb npoTtaroMm goaatkoBux 10 XBUMUH.
MoTim ecpipHunii wap i auetat nanagio (NpMbnN3HO
200wmr) gogasanu npubnuaHo 10 nopuisMm 4o po3yu-
HY, o nepeMiwyeTbes, meTun-(2E)-3-(2-
dTOopdeHin)npon-2-eHoaty (3,0r, 16,65Mmonb) B
edipi (20mn) npu 0°C. Micna nepemiwyBaHHA Npu
KiMHaTHI TemnepaTypi npoTaroMm npubnusHo 30 xBu-
TNNH peakuinHy cyMmiw noTiM dinbTpyBanu Yyepes cuni-
Karenb i KOHLEHTPYBanu.

MC(M+1):195.

Crapis 3:

OpepxaHHs 2-(2-
dTopheHin)umknonponaHkapboHOBOI KUCNOTH

[o po3umHy, WO nepemiwyeTbcd, MeTun-2-(2-
dTopdheHin)umknonponaH-kapbokcunarty (4,8r,
24,72mmonb) B TeTparigpodypaHi (25vn) gogasanu
10M po3uuH rigpokeuay Hatpito (npubnmaHo 2mn),
HEeBENWKy KifbKiCTb BOAW i AOCTATHE ONS OAepXXaHHS
rOMOFeHHOT peakuUiiHOI CyMili KinbKiCTb MeTaHony.
PeakuiHy cymill noTiM 3anuwianu nepeMiyBaTucb
npu KiMHaTHIn TemnepaTtypi NpoOTAroM npubnu3HoO
2rog. Micna KoOHUEHTpyBaTU peakuinHin cymiwi goaa-
Banun 1H HCI To Tux nip, NOKM Cymill He cTaBana Kuc-
noto. OpraHiyHMn Wap ABidi ekcTparyBanu etunae-
TaToMm, MOTIM MpOMMBANM HACUYEHUM COMbOBUM
PO34nHOM, cywmnu Hag 6e3sogHuM Na,SOg i KOHUe-
HTpYyBamnu 3 odepXXaHHsAM BKa3aHOi B 3arorfioBKy Cro-
nyKu.

MC(M+1): 181.

Cragia 4:

N-[(1-{[2-(2-
dTopdeHin)umknonponinjkapboHrin}ninepuanH-4-
in)meTtun]-5-cbTopnipumiguH-2-ami

ﬁwo%

Po3unH ©eH3nnoBoro edipy 4-[(5-
dTOpPNipUMIgNH-2-inamiHo)MeTun]ninepnamH-1-
kapboHoBoOi kucnotu (Npuknag 71, cragis 2) rigpysa-
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nn B atmocdepi BogHto (1atm.) Hag 10% Pd/C B eTa-
HOMi [0 MOMEHTY 3aBeplUeHHs] [ebeH3unoBaHHs.
PeakuiHy cymiw noTiMm cinbTpyBanu, npomMuBanu
KaTanisaTop eTaHosIOM i BUNapoBYyBanu PO3YMHHUK 3
ofepXKaHHAM aMiHy 3i 3HATUM 3aXMCTOM, KU 3B'A3Y-
Bann 3 2-(2-dTopdeHin)umknonponaHkapboHOBOO
KMCMOTO, BUKOPUCTOBYIOYM YMOBM, OMWCaHi Ha CTa-
Ait 4 npuknagy 127, 3 ogepXXaHHAM BKasaHol B 3aro-
TNIOBKY CMOSYKU MiCNS OYMLLIEHHS METOOOM XpoMaTtor-
padii Ha cunikareni.

9 aumpP (400mru): & 8,15 (m, 2H); 7,17 (ywwmp.c,
1H); 7,04 (m, 2H); 5,47 (ywwup.c, 1H); 4,65 (ywwup.c,
1H); 4,15 (g, 1H); 3,31 (m, 2H); 3,08 (1, 1H); 2,56 (M,
2H); 2,02 (ywwup.c, 1H); 1,90 (m, 3H); 1,67 (M, 1H);
1,22 (m, 4H).

MC(M+1):373.

Mpwuknag 137:

(S.S) i (RR)N-[(1-{[2-(2-
dTopdeHin)unknonponin]kap6oHinininepnanH-4-
in)meTtun]-5-cbTopnipumignH-2-ami

: L
ﬁ@%ﬁﬂ O

PoszgineHHss pBox eHaHTiomepiB  N-[(1-{[2-(2-
dTopdeHin)unknonponin]kap6oHinininepnanH-4-
in)metun]-5-cbTopnipumiguH-2-amiHy NPoOBOAMNN  Ha
konoHui Chiralpak AD, entototoun 0,1% gietunamiHom
B reKkcaHi/2-nponaHoni.

Mpuknag 138: N-[(1-{[2-(2,6-
andTopdeHin)uuknonponin]kapboHinininepugnH-4-
in)meTtun]-5-cbTopnipumiguH-2-ami

ﬁwo%

BkasaHy B 3aronoBky Cronyky ofepXysanu cro-
cobom, cxoxum 3 onucaHum B npuknagi 136, Bukopu-
CTOBYIOYM K BUXiOHWUI MaTepian 2,6-AndTOPKOPUYHY
kucroTy.

'"H AMP (400mru, CDCl3): 5 8,16 (c, 2H); 7,13
(ywwp.c, 1H); 6,82 (ga, 2H); 5,20 (c, 1H); 4,67 (m,
1H); 4,23 (m, 1H); 3,32 (a4, 2H); 3,11 (m, 1H); 2,64
(m, 1H); 2,38 (m, 1H); 2,30 (M, 1H); 1,94-1,80 (m, 2H);
1,66 (m, 2H); 1,40-1,39 (m, 1H); 1,27-1,22 (m, 2H).

MC(M+1):391.

Mpwuknag 139:

(S,S) i (R,R)N-[(2-{[2-(2,6-
andTopdeHin)uuknonponin]kap6oHinininepnanH-4-
in)meTnn]-5-cpTopnipMmMignH-2-amiH

PN P

PospineHHs pgBox eHaHTiomepiB  N-[(1-{[2-(2-
dpTopdeHin)unknonponin]kap6oHinininepnanH-4-
in)meTnn]-5-cpTopnipumMianH-2-amiHy npoBoaUNM Ha
konoHui Chiralpak AD, entototoun 0,1% gietunamiHom
B rekcaHi/2-nponaHoni.

Mpuknag 140:

N-[(1-{[2-(2,3-
andtopdeHin)umknonponin]kapboHin}ininepuanH-4-
in)meTtun]-5-cbTopnipumiguH-2-ami

75392

ﬁw%

BkasaHy B 3aronoBky CrornyKy ogepxyBanu cro-
coboM, CXOoXuM 3 onucaHum B npuknagi 136, Bukopu-
CTOBlyPO‘-WI 2,3-ANPTOPKOPUYHY KUCTOTY.

H AMP (400mru): & 8,15 (c, 2H); 7,00 (m, 2H);
6,77 (ywwmp.c, 1H); 5,44 (ywwup.c, 1H); 4,65 (ywwp.c,
1H); 4,14 (g, 1H); 3,09 (1, 1H); 2,59 (m, 2H); 2,05
(ywwmp.c, 1H); 1,89 (m, 3H); 1,69 (ywwmp.c, 1H); 1,26
(m, 3H).

MC(M+1):391.

Mpuknag 141:

(S,S) i (R,R)N-[(1-4{[2-(2,3-
andTopdeHin)uuknonponin]kapboHinininepnanH-4-
in)metun]-5-cbTopnipumiguH-2-amiH

PV g en g
PospineHHs ABOX N-[(1-{[2-(2,3-
andTopdeHin)uuknonponin]-kapborin}ninepuanH-4-
in)metun]-5-cpTopnipumiguH-2-amiHy NPOBOAMNN  Ha
konoHui Chiralpak AD, entototoun 0,1% gietunamiHom
B FreKcaHi/2-nponaHoni.
Mpuknag 142:

BeHaun-4-{[(5-dpTopnipumignH-2-
in)amiHo]meTun}ninepuanH-1-kapbokcunat

X
AL OV PN
N =

Crapis 1:
2,4-[Quxnop-5-pTopnipumignH

ol “NJ‘CI

Po3uuH, wWwo nepemiwyetbes, 5-Topypaunny
(15,0r, 0,115monb), N,N-gumetunaninivy (7,31mn,
0,058monb) B POCI; (107Mn) HarpiBanu i3 3BOpPOTHUM
XONnoaunbHUKOM npoTsirom 1rod. PeakuiiHy cymil
KOHLUEHTpyBanu y BakyyMmi i racunu 3anuwok goga-
BaHHaAM Boau (100r) npu 0°C. MoTiM po3ynH ekcTpa-
rysann etunosum edipom (3x200mn). OB6'eaHaHun
edipHUA Wwap npomMmBanM HacUYeHUM BOAHUM PO3-
ynHom NaHCO3 (100mn), Bogoto (100mn), HAacU4YeHUM
conboBMM po34vmHoM (50mn), cywmnu Hag NazSOg,
dinbTpyBanu i KOHUEHTPYBanu 3 oAepXXaHHAM BKasa-
HOT B 3arofnoBKy Cronykm.

"H AMP (400mru, CDCls): & 8,49 (c, 1H, Ar).

Crapis 2:

2-Xnop-5-dropnipumiguH (7)

\N‘J\CI

[o nepewmiwyBaHoi Cymili, WO HarpiBaeTbCcs i3
3BOPOTHUM XONOANMBbHUKOM, 2,4-nuxnop-5-
dTopnipumiagnHy (17,0r, 0,102monb) i umHky (100
mew, 20,0r, 0,305monb) B TI® (100mMn) nosinbHO

popasanu outoBy kucrnoTy (5,8mn, 0,102monb). Oge-
pXXaHy peakuifiHy CyMmill HarpiBanu i3 3BOPOTHUM XO-
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NOAMIBHUKOM MPOTAroM 3roA., a MoTiM OXOonoaXKyBa-
nM 0o KiMHaTHOT TemnepaTtypu. TBepai peyvyoBUHU
BUAaNsanu wnsaxoMm dinbTpauii i KoHUeHTpyBanu oi-
nbTpaT y BakyyMi. 3anuvLioK o4umLLanM MeTogoM Xpo-
maTtorpadii Ha cunikareni 60 (200r), enototoun 10-
50% eTunaueTaToOM B FekCaHi 3 OAEepPXaHHSIM BKasa-
HOi B 3arorfioBKy CMOJTyKM.

"H AMP (400mru, CDCls): 8 8,53 (c, 2H, Ar).

Crapgia 3:

BeHaun-4-{[(5-dpTopnipnmignH-2-
in)amiHo]meTun}ninepuanH-1-kapbokcunat

Po3uuH, o nepemiwyeTbcs, OeH3un-4-
(amiHomeTun)ninepugnH-1-kapbokeunaty  (Npuknag
13, cragia 1) (10,0r, 0,040monb), 2-xmop-5-

dTopnipumigunHy (5,3r, 0,040monb) | kKapboHaTy uesito
(26,2r, 0,081monb) B AM® (100Mn) HarpiBanu npwu
100°C npotsarom 2rog. PeakuiiHy cyMill oxonomxy-
Banu OO0 KiMHaTHOI Temnepartypu, po3baensanu eTtu-
nauetaTtom (400mn), NnpoMMBan” HaCU4EHUM BOLHUM
po3umHom NaHCOj; (100mn), Bogoto (5x100mn) i Ha-
CMYEHNM COMbOBUM PO34YMHOM (50Mn), cywmnn Hapg,
6e3sogHMM Na SO, dinbTpyBanu i KOHUEHTpYBanu.
3anuwok ounwanm MeToaoM xpomarorpadii Ha cuni-
kareni 60 (0,5«kr), entototoun 50-100% eTunaueTtaTom
B rekcaHi 3 ogepXXaHHsM BKa3aHOi B 3arosfioBKy Cro-
nyKW.

MC (M+1): 345.

'"H AMP (400mru, CDCls): & 8,15 (c, 2H, Pyr),
7,35 (M, 5 H, Ar), 5,12 (c, 2H, ArCHy), 4,21 (ywwup.c,
2H, NCH), 3,29 (1, J=6,4I'u, 2H, NCH;), 2,78
(ywwmp.c, 2H, NCH3), 1,80 (m, 2H, CH), 1,77 (m, 2H,
CHCH,CHy), 1,20 (m, 2H, CHCH,CHy).

Mpuknag 143:

5-dTop-2-{[(1{[(1R,2R)-2-
deHinumknonponin]jkapboHin}ninepuanH-4-
in)MmeTun]amiHo}nipnmigmH

& MN@

Crapisa
inMeTUN)NipuMignH- 2 -aMiH
"“O—,},_(N‘

Ve

CymiLu 6eH3un-4-{[(5-dTopnipnmignH-2-
in)amiHo]meTun}ninepuanH-1-kapbokeunaTy (npuknag
142, cragis 3) (9,0r, 0,026monb) i Pd/C (10%, 0,9r) B
6e3BogHoMy MeTaHoni (250mn) iIHTEHCUBHO nepemi-
wysanu B aTmocdepi BoAH 3 6anoHa npoTsaroMm
2rof. PeakuiiHy cymiw inbTpyBanu i KOHUEHTpyBa-
nM inbTpaT 3 OAepXaHHsIM BKa3aHOi B 3arosfioBKy
CMOMyKMK.

MC(M+1) 221.

'H AMP (400mru, CDCls): & 8,15 (c, 2H, Pyr),
5,19 (c, 1H, NH), 3,27 (1, J=6,3I'y, 2H, NHCH,CH),
3,11 (@, J=9,1T"y, 2H, NHCH.CH), 2,61 (1, J=12,1T"y,
2H, NHCH2CHy), 1,77 (g, J=12,7T'y, 2H, CH,CH,CH),
1,73 (m, 1H, CH), 1,24 (m, 2H, CH,CH,CH).

Cragis 2:
5-®1op-2-{[(1-{[(1R,2R)-2-
deHinumknonponinjkapboHinininepuanH-4-

5-gpTop-N-(ninepnaunH-4-
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IJ'I)MeTVIJ'I]aMIHO}I'IIpVIMI,CI,VIH

PosuyuH 5-dpTop-N-(ninepngnH-4-
inMeTnn)nipumignu-2-amivy ~ (1,00r,  4,76mmonb),
(1R,2R)-2-heHinuuknonponaHkapboHOBOi  KMCNOTH
[T. Riley et al., J. Med. Chem., 15, 1187, 1972] (0,77,
4,76mmonb), EDC (1,37r, 7,13mmonb) i HOBt (0,96,
7,13mmonb) B IM® (10Mn) nepemiwysBanv npu Kim-
HaTHIN TemnepaTtypi NpoTarom 2rog. PeakuiviHy cymiw
posbaenanu etunauvetatom (200mn), npomuBanu
HacuyeHnm BogHUM po3ynHom NaHCOs (50mn), Bo-
aoto  (5x50mn), HacMyeHMM CONMbOBUM  PO3YMHOM
(20mn), cywnnu Hag NazSO4, dinbTpyBanu i KOHLEH-
TpyBanu. 3anuvlioK o4yumLianu MeTodoM Xpomartorpa-
dii Ha cunikareni 60 (90r), emotoroun CH,Cly/2-
nponaHonom/rekcaHoMm 10:1/15:89/75 3 oaep)xaHHSAM
BKa3aHOI B 3arofiloBKYy CMomyKu.

MC (M+1): 355.

'H AMP (400mru, CDCls): & 8,15 (c, 2H, Pyr),
7,28 (1, 1=7,6'y, 2H, Ar), 7,19 (1, J=6,6l"y, 1H, Ar),
7,10 (g, J=7,4I'y, 2H, Ar), 5,15 (c, 1H, NH), 4,64 (g,
J=13,5I'y, 1H, NCH), 4,14 (g, J=12,7Tu, 1H, NCH,),
3,30 (c, 2H, CH2NH), 3,06 (kB., J=12,8I'u, 1H, NCH>),
2,62 (1, J=12,1Tu, 1H, NCH), 2,46 (ywwup.c, 1H,
ArCH), 1,98 (m, 1H, CHCO), 1,87 (m, 1H,
CH,CHCHy), 1,82 (m, 2H, CH,CH,CH), 1,65 (m, 1H,
CHCH.CH), 1,26 (m, 1H, CHCH.CH), 1,21 (m, 2H,
CH2CH,CH).

Mpuknag 144:

Benaun-4-{[(5-meTunnipnmignH-2-
in)amiHo]meTun}ninepuanH-1-kapbokcunat

Crapgia 1:
2-Xnop-5-metnnnipumiganH

-

[onepemiwyBaHoi CyMilli, WO HarpiBaeTbcs i3
3BOPOTHUM XOnoannbHUKOM 2,4-puxnop-5-
meTunnipumignHy [1780-31-0] (Sigma-Aldrich) (40,0r,
0,245monb) i umHky (100mew, 48,1r, 0,736monb) B
Tro (250mn) nosinbHO gogaBanu OUTOBY KUCNOTY
(14,0mn, 0,245monb). OpepxkaHy peakuiHy CyMill
HarpiBanu i3 3BOPOTHMM XONOAWIBLHUKOM MPOTSArOM
3roa., NOTiIM Oxonoaxysanu A0 KiMHaTHOI Temnepa-
Typu. TBepai pevoBnHM BUAANSANU WNAXOM inbTpa-
uii i KoHueHTpyBanu inbTpaT y BakyyMmi. 3anuwok
oyuwann metogomMm xpomarorpadii Ha cunikareni 60
(0,5kr), entototoum rpagieHTom 10-50% eTunauetaty B
rekcaHi 3 ofepxaHHsM BKa3aHOi B 3arorfiloBKy Crnosny-
Ku.

MC (M+1): 129.

'H AMP (400Mry, CDCls): & 8,47 (c, 2H, Ar),
2,32 (c, 3H, CHs).

Crapgia 2:
BeHaunn-4-{[(5-meTunnipnmignH-2-
in)amiHo]meTun}ninepuanH-1-kapbokcunat

w&“m
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Cymiw, o nepeMilyeTbes, 6eH3un-4-
(amiHomeTun)ninepuanH-1-kapbokecunaty  (Npuknag
13, cragia 1) (20,0r, 0,081monb), 2-xnop-5-

metunnipumiguHy (10,4r, 0,081monb) i kapboHaTty
uesito (52,5r, 0,161monb) B IM® (200Mn) Harpisanu
npu 150°C npotsrom 6rog. PeakuiviHy cymiw oxono-
KyBanuM [0 KiMHaTHOI Temnepartypu, po3baBnsinuv
etnnauetatom (700mn), NnpommMBany Hacu4YeHUM BO-
AHUM po3ynHom NaHCO3; (200mn), Bogoto (5x200mn)
i HacnyeHnm comnboBMM po3duHom (100mn), cymnu
Hag 6e3BogHVMM cynbdaToM HaTpito, inbTpyBanm i
KOHLIEHTPYBanu. 3anuwok ouyuwany MeTodoM Xpo-
maTtorpadii Ha cunikareni 60 (1kr), entowoun 50-
100% eTvnaueTaToM B rekcaHi, 3 ogepxaHHAM BKa-
3aHOI B 3arofoBKy CMOMyKu.

MC(M+1):341.

'H AMP (400Mru, CDCls): & 8,11 (c, 2H, Pyr),
7,35 (m, 5 H, Ar), 5,12 (c, 2H, ArCH[ 5,00 (c, 1H,
NH), 4,20 (ywwup.c, 2H, NCHy), 3,31 (1, J=6,3I', 2H,
NHCH_), 2,77 (ywup.c, 2H, NCH>), 2,12 (c, 3H, CH3),
1-78 (m, 1H, CH), 1,77 (m, 2H, CHCH,CHy), 1,20 (m,
2H, CHCH,CHy).

Mpuknag 145:

5-MeTtnn-2-{[(1-{[(1R,2R)-2-
deHinumknonponinjkapboHinininepuanH-4-
in)meTun]amiHo}nipMiamH

& M.Q_
Crapis 1:

5-MeTtun-N-(ninepuaunH-4-inMeTun)nipumiguH-2-
amiH

Oy

Cymiww 6eH3un-4-{[(5-meTunnipumignH-2-
in)amiHo]meTun}ninepuanH-1-kapbokcunaTy (Npuknag
144) (13,0r, 0,038moneb) i Pd/C (10%, 1,3r) B 6e3Boa-
HoMy meTaHoni (500mMn) iHTEHCUBHO NepemillyBanu B
aTtMocdepi BogHwo 3 6anoHa npotarom 6 roa. Peak-
LifHY cymilw inbTpyBanu i KOHUEHTpyBanu ineTpar
3 oAepXaHHaM 5-metun-N-(ninepugnH-4-
iNMeTNN)NipUMILNH-2-amiHy.

MC (M+1): 207.

'H AMP (400Mru, CDCl3): 5 8,11 (c, 2H), 5,10 (c,
1H), 3,30 (1, J=6,4T"y, 2H), 3,20 (@, J=12,3l'y, 2H),
2,65 (a1, J=12,3 i 2,6y, 2H), 2,12 (c, 3H), 1,82 (g,
J=13,5I'y, 2H), 1,77 (m, 1H), 1,31(kB. A, J=12,1 i
3,7y, 2H).

Crapgisa 2:

5-Metun-2-{[(1-{[(1R,2R)-2-
deHinumknonpoTn]kapboHinininepnanH-4-
in)meTtun]amiHo}nipumignH

PosuyuH 5-metnn-N-(ninepnanH-4-
inMeTun)NipuMignH-2-aminy (5,00r, 0,024monb),
(1R,2R)-2-heHinumKnonponaHkapboHOBOI  KMCIOTH
[T. Riley et al., J. Med. Chem., (1972), 15, 1187]
(3,93r, 0,024monb), EDC (6,971, 0,036monb) i HOBt
(4,91r, 0,036monb) B AM® (50Mmn) nepemiwlysanu npu
KiMHaTHIW Temnepatypi npotsrom 2 rod. PeakuiviHy
cymiw posbaenanu etunauetatom (400mn), npomu-
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BanM HacuyeHum BogHuUM  po3dynHom  NaHCOs
(100mn1), Bogot (5x100mn), HaAcCUYEHMM COMbOBUM
po3symHoMm (50mn), cywmnu Hag 6e3BogHUM cynbda-
TOM HaTpito, hiNnbTpyBanu i KOHLEHTpyBanu. 3anuLlok
oymLianu MeTodoM xpomaTtorpadii Ha cunikareni 60
(400r), entototoumn 50-100% eTunaueTaToMm B rekcati,
3 ofepXKaHHAM 5-metnn-2-{[(1-{[(1R,2R)-2-
deHinumknonponinjkapboHinininepuanH-4-
in)meTtunjamiHo}nipumignHy.

MC (M+1): 351.

'H AMP (400Mru, CDCls): & 8,11 (c, 2H), 7,28 (T,
J=7,0ly, 2H), 7,19 (7, J=7,2l'y, 1H), 7,11 (g, J=7,60L,
2H), 5,01 (c, 1H), 4,63 (g, J=12,1T'u, 1H), 4,13 (g,
J=13,2l'y, 1H), 3,31 (c, 2H), 3,05 (kB., J=12,2l'4, 1H),
2,62 (1, J=12,5I'y, 1H), 2,46 (ywwup.c, 1H), 2,12 (c,
3H), 1,97 (c, 1H), 1,86 (m, 1H), 1,81 (g, J=13,3ly,
2H), 1,64 (c, 1H), 1,26 (c, 1H), 1,22 (m, 2H).

Mpuknag 145A:

5-Metun-2-{[(1-{[(1R,2R)-2-
deHinuuknonponin]kap6oHin}-ninepuanH-4-
in)meTtun]amiHo}nipumiguHiixnopung

“Yonp-

5-Metun-2-{[(1-{[(1R,2R)-2-
deHinuyuknonponinjkapboHinininepuanH-4-
in)metun]amiHo}nipumignH (6,81r, 19,4mmonb) (Npuk-
nap 145) posunHanu B EtOH (400mn) i pogasanu 1M
HCI B edipi (19,4mn, 19,4mmonb). MOTiM PO34MH KOH-
LeHTpyBanu i kpuctanisysanu sanuwok 3 30% 2-
nponaHony B edipi (100mn) 3 ogepxaHHAM BKa3aHOi
B 3aronoBsky crnonyku. T.nn. 157,5°C.

MC(M+1):351.

'"H AMP (500mru, CDsOD): & 8,42 (c, 2H), 7,25
(m, 2H), 7,17 (m, 1H), 7,14 (m, 2H), 4,55 (g, J=12,9I'y,
1H), 4,26 (m, 1H), 3,38 (m, 2H), 3,14 (kB., J=12,9Iu,
1H), 2,69 (T, J=12,1Tu, 1H), 2,33 (m, 1H), 2,24 (c,
3H), 2,19 (ywwp.c, 1H), 1,97 (m, 1H), 1,82 (g,
J=12,9I'y, 2H), 1,563 (m, 1H), 1,29 (m, 1H), 1,17 (m,
2H).

Mpuknag 146:

5-MeTtun-N-[(1-{[2-(5-meTunTiEH-2-
in)umknonponin]kapboHin)ninepuanH-4-
in)metTun]nipuMignH-2-amin

«a’d\o\»&

Cragisa 1:
TpeT-bytun(2E)-3-(5-meTunTtieH-2-in)npon-2-
eHoaTt

‘@[/xiok

[o posunHy TpeT-OyTungietundocdoHoaleTaTty
(1,12mn, 4,76mmonb) B TI® (5mn) npu -78°C pgopa-
Bann LHMDS (1,0M B TI'®, 4,76mn, 4,76Mmonb).
Yepes 5xB. npu -78°C popaBann  5-metmn-2-
TiodheHkapbokcanegerig (0,43mn, 3,96mmonb). Peak-
LiNnHYy cyMill HarpiBanu A0 KiMHaTHOI TemnepaTtypw,
nepeMiwyeanu npotsrom 10 XBWMMH i BNMBanu B
EtOAc/H,0. LWapwn po3ginanu i npoMmmMBanu opraiy-
HWIA Wwap Bogoto, cywmnu Hag NaxSOa, dinbTpyBanu i
KOHUEHTpyBanu. 3arnuwioK o4YullianuM MeTOAoM Xpo-
mMaTtorpadii Ha cunikareni (entooun rpagieHTom Bif
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rekcaHiB fo rekcaHis/EtOAc 4/1) 3 ogepxaHHsAM TpeT-
o6ytun-(2E)-3-(5-meTuntieH-2-in)npon-2-eHoaty y
BMIMs4i MPo3oporo mMacna.

Cragis 2:

TpeT-bytun(5-meTuntieH-2-
in)umknonponaHkapbokcunat

_@,qik

TpeT-bytun-(2E)-3-(5-metuntien-2-in)npon-2-
eHoat 6yB LMKNONponaHisoBaHuiA BigNoBIiAHO A0 Me-
TOAMKK, ONUCaHOI Ha cTagii 2 npuknaay 136, 3 ogep-
XKaHHAM MiCAs OYULLEHHS METOAOM XpomaTorpadil
TpeT-6yTun(5-meTunTieH-2-
in)umknonponaHkapbokcunary.

Cragia 3:

2-(5-MeTunTieH-2-in)umknonponaHkapboHoBa Kku-
cnota

ek

Do PO34MHYy TpeT-6yTnn(5-meTunTien-2-
in)umknonponaHkapbokcunaty (100mr, 0,42mmons) B
CH.CI, (3mn) npu kiMHaTHIN TemnepaTypi Aodasanu
TpudpTopouToBy kucroty (1mn). PeakuiviHy cymiw
nepemilllyBanu npu KiMHaTHIN Temnepartypi NpoTArom
10xB. i KOHUEHTpyBanu y Bakyymi. HeouunweHny 2-(5-
METUMTIEH-2-iN)-LmMKnonponaHkapboHoBY KMcroTy
BMKOpPMCTanu 6e3 NoganbLIoro OYULLEHHS.

MC(M+1): 182.

Crapis 4:

5-MeTun-N-[(1-{[2-(5-meTunTieH-2-
in)umknonponin]kapboHin}ninepuanH-4-
in)MeTun]nipuMignH-2-amin

2-(5-MeTunTieH-2-in)umknonponaHkapboHoBy Ku-
cnoty 3B'agyBanu 3 5-metun-N-nwepuanH-4-
inMeTnN)nipMmiamH-2-amiHom (Npuknag 144, cragia 3)
Bi4NOBIAHO 0O METOAMKM, OMMCaHOI Ha cTagii 4 nNpuk-
nagy 144, 3 ogepxaHHAM NicNs OYULLEHHS MEeToOOoM
XpomMaTorpagii 5-meTnn-N-[(1-{[2-(5-meTunTien-2-
in)umknonponin]kap6oHin}ninepuanH-4-
in)MmeTun]nipyMiguH-2-aminy.

MC(M+1):371.

Mpuknag 147:

N-[(4-®PTOp-1-{[(1R,2R)-2-
deHinuuknonponin]kapboHinininepuanH-4-in)meTnn]-
5-mMeTunnipuMianH-2-amiH

QI

Crapis 1:
TpeT-byTun-1-okca-6-asacnipop[2.5]okTaH-6-
kapbokcunat

>

0o  posunHy  TpeT-6yTun-4-okconinepuamH-1-
kapbokcunaty (0,50r, 2,51mmons) B TTO/OMD (2:1,
6mn) npu 60°C gogaBanu ogua TPUMETUICYNbGOK-
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coHito (0,58r, 2,63mMMornb) i TpeT-GyToKCMa HaTpito
(0,25r, 2,63mMmorb). PeakuinHy cymiwl nepemiwysanmu
npu 60°C npotsarom 30xB., OXONOAXYyBan1 A0 KiMHaT-
HOi TemnepaTypu i koHUeHTpyBanu. [logasanu Boay i
ABidi ekctparyBanu cymiw EtOAc. O6'egHaHi opraHiy-
Hi wapwv cywnnu Hag Na;SOg4, hinbTpyBanu i KOHLEH-
TpyBanu. NpoBOAMNN OYWLLEHHS Ha cunikareni (rek-
caHn/EtOAc 3/1) 3 opepxaHHAM TpeT-O6yTun-1-okca-
6-a3acnipo[2.5]okTaH-6-kapbokcunaty y Burnsgi npo-
30poro Macna, Lo 3aTBepaisano npu 3bepiraHHi.

Cragia 2:

BeHnann-4-drop-4-(rigpokcumeTun)ninepuanH-1-
kapbokcunat

O™

Oo posunHy  TpeT-6yTnn-4-okconinepuguH-1-
kapbokcunary (7,0r, 32,8mmons) B CH2Cl, (14mn)npun
-10°C nopuismn pgopasanu  HF-nipnagnH  (11,6mn,
82,1mMMonb). PeakuiHy cymiw nepemillyBanu npoTs-
rom 10xB. npu -10°C, HarpiBanu 4o KiMHaTHOI TemMne-
patypu. [icna nepemiwyBaHHA npoTarom 16roa. pea-
KUiHY CyMilll racunu goAaBaHHsIM BOOHOIO PO34MHY
NaCOs i ekctparysann CH,Cl,. BogHun wap KoHueH-
TpyBanu Ao craHy 6inoi nactu, siky cycneHaysanu B
CH.Cl, (100mn). Hopaeanu N-
B©EH3MNOKCMKapOOHINOKCUCYKLMHIMIA (8,2 r,
32,8MMonb) | nepemiwlyBanu CyMill Npu KiMHaTHIN
Temnepatypi npotaroMm 3rof. PeakuiiHy cymiw pos-
noginsanu mixk EtOAc i H2O, opraHiyHui wap cywmnm
Hag NaySOg, hinbTpyBanu i KOHUEHTPYBanNW.

[MpoBoannu ounwieHHsA Ha cunikareni (entoyn
rpagieHTom rekcaHis/EtOAc Big 10/1 go 1/1) 3 ogep-
XaHHAM 6eH3un-4-cpTop-4-
(rinppokcmmeTun)ninepnaunH-1-kapbokeunaty y Burnagi
npo3oporo macna.

MC (M+1): 268.

Cragisa 3:

BeHaun-4-gpTop-4-
{[(meTuncynbdoHin)okcnlmeTun}ininepuanH-1-
kapbokcunat

<Weay

o PO34YNHY O6eH3nn-4-cdTop-4-
(rinpokcmmeTun)ninepuanH-1-kapbokeunaTy (1,0r,
3,7mmonb) B CH,Cl, (10Mn) npu KiMHaTHI Temnepa-
Typi pogasanu MeTaHcynbgoHinxnopug (0,29mn,
3,7vmonb) i Tpuetunamin (1,04mn, 7,5mmons). Peak-
LiNHY Cymil nepemiwyBanu npu KiMHaTHIA Temnepa-
Typi NIpoTAroM 5 XB. i pO3NoAINanu Mix eTunauetTaTom
i Bogow. OpraHiyHun wap cywmnu Hag NapSOa, di-
NbTPyBanu, KOHLEHTPYBamnu i o4uLLanu Ha curikareni
(ertotoun rpagieHTom rekcaHis/EtOAc Big 10/1 go 1/2)
3 oJepXXaHHAM 6eH3un-4-dpTtop-4-
{[(meTuncynbdoHin)okcnlmeTnn}-ninepnanH-1-
kapbokcunary.

MC (M+1): 346.

Crapgia 4:

BeHsun-4-(asugomeTnn)-4-pTopninepuani-1-
kapbokcunart

O\,oro"%-
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[o PO34MHy O6eHaun-4-cpTtop-4-
{[(meTuncynbdoHin)okcmlmeTun}-ninepmamnH-1-
kapbokcunary (1,3r, 3,7mmons) B AM® (10mn) npu
KIMHITHIN  Temnepatypi gogaBanu NaNz (2,4,
37,0mmonb). PeakuiiHy cymiw Harpisanu go 110°C i
nepemiwyeanu npotarom 60rod., oxonogkysanu i
posnoginsanu mix EtOAc i H,O. OpraHivyHnii wap cy-
wunu Hag NapSOa, hinbTpyBanu, KOHUEHTpyBanu i
ouyMLLanu Ha curikareni (entyn rpagieHToM rekca-
HiB/EtOAcC Big 10/1 no 1/2) 3 ogepxaHHaAM 6eH3un-4-
(asnpomeTnn)-4-cbTopninepuaunH-1-kapbokcunary
(0,86r. Buxig 80%).

MC (M+1): 293.

Crapgisa 5:

BeHsun-4-(amiHomeTnn)-4-dTopninepuamnH-1-
kapbokcunat
O\«l‘ﬁ/\n

o

Ho PO34MHY OfEpPXKaHHAM 6eH3un-4-
(asnpomeTnn)-4-cbTopninepuanH-1-kapbokcunarty
(1,5r, 5,1mmonb) B TI® (10mn) npu KiMHaTHIA Temne-
patypi gogasanu Bogy (0,92mn, 0,92mmonsb) i Tpu-
deHindocdiH (4,3r, 15,4mmonb). PeakuiiHy cymil
nepemiwysanu npoTtaroM 60rod., KOHUEHTpyBanu,
posyuHanu B HCI (1M) i YoTupmn pasm ekctparysanm
Et;O. Boghuii wap nignyxysanu go pH=11 i agivi
ekctparyBanu EtOAc. OpraHiyHui wap cywmnu Hag,
NaySO4, hinbTpyBanu i KOHUEHTpyBanu. HeounweHy
CyMiLll ovmLany MeToaoM xpomartorpadii Ha cunika-
reni (emototoun  rpagieHtom  Big  CH.Cl, po
CH.Cl,/MeOH/NH,OH 80/20/2) 3 opepxaHHAM GeH-
3un-4-(amiHomeTun)-4-pTopninepuanH-1-kapookcun
aTy.
MC (M+1): 267.
Crapis 6:
N-[(4-®Top-1{[(1R,2R)-2-
deHinuuknonponin]kapboHinininepuanH-4-in)meTnn]-
5-mMeTunnipnmignH-2-amid

Qs

BeHaun-4-(amiHomeTun)-4-cpTopninepuanH-1-
kapbokcunat 3B'A3yBanu 3 2-xnop-5-
MEeTURNIPUMIANHOM, 3HIManuW 3axucT i 3B'A3yBanu 3
(1R,2R)-2-beHinumknonponaHkapboHOBOK KMCIOTOK
BiANOBIAHO OO METOAMKM, OMNMCaHOi Ha cTagisx 2-4
npvknagy 144, 3 ogepXaHHAM MicNA OYULLEHHS Me-
Togom  xpomatorpadii  N-[(4-dpTop-1-{[(1R,2R)-2-
eHinuuknonponin]kap6oHin}ininepuanH-4-in)meTun]-
5-meTnnnipuMignH-2-amiHy.

MC (M+1): 369.

Mpuknag 148:

BeHsunosun edip 4-[(4,5-gumeTunnipumignH-2-
inamiHo)meTun]ninepnanH-1-kap6oHOBOI KNCIOTH

O

X

Cragis 1:
2-Xnop-4,5-aMmMeTunnipumianH
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X,
s

Lo 2-xnop-5-meTtvnnipumiguHy (npuknag 144,
cragisa 1) (0,50r, 0,00389monb) B gieTunosomy edipi
(12mn) npm -30°C B atMocdepi a3oTy Kpannsmu Jo-
pasanu 1,4M metunnitin (2,90mn, 0,00405monb) i
3anvwann peakuiviHy CyMill nepemillyBaTtucb npu -
30°C npotarom 30xs. i npu 0°C npotsarom 30xB. Pea-
KUiHY CyMilWl racunu gogaBaHHAM PO3YMHY OLTOBOI
kucnotn (0,242mn), pogasanu sogy (0,039wvn) i TI®
(0,8wmn), a notim posumH DDQ (0,92r, 0,00405monb) B
Tr®. PeakuinHy cymiw nepemiwyBanu 5xB. npu Kim-
HaTHI TemnepaTypi, MOBTOPHO OXOMOMXyBanu A0
0°C i pogaBanu 3H po34unH rigpokcuay HaTtpito. Peak-
LinHYy cymiw 3sanuwanu nepemiwysatucs npu 0°C
npotarom 30xB., MNiCAsi 4YOro YTBOPKBABCA [yCTUM
MacnaHucTum ocag. OpraHiyHuin cynepHaTaHT geKaH-
TyBanu i MPOMMBanu 3arnuLIoK AieTunoBum edipomM
(2x20Mmn). OpraHivHi Wwapy cylwunu Hag cynbdaTtom
HaTpito, iNbTpyBanu 4vepes Lwap cumikarento i npo-
MUBanu wwap cunikarento gietunosum egipom. Pinb-
TpaT KOHUEHTpyBanu y BakyyMi 3 ofepXaHHAM BKa-
3aHOI B 3arofioBKy Cronyku y Burnsgi Mmacna.

MC (M+1): 143.

'H AMP 400mry (5, CDCls) 8: 2,22 (c, 3H), 2,44
(c, 3H), 8,27 (c, 1H).

Crapis 2:

Benavnnosun edip 4-[(4,5-ammeTunnipyumignH-2-
inamiHo)meTun]ninepnamnH-1-kap6oHOBOT KUCIOTH

be

_{

1]

BkasaHy BuLle crnonyky ogepyBanu crnocobom,
CXOXMM 3 TUM, L0 3aCTOCOBYETLCS ANSA OOepKaHHS
cnonyku Ha cragii 2 npuknagy 144, BUKOPUCTOBYHOYM
2-xnop-4,5-gumeTvnnipumMignuH  3amicte  2-xnop-5-
MeTUNNIpUMIOUHY, 3 OJepPXXaHHSAM BKas3aHOI B 3arono-
BKY CMOMyKW.

MC (M+1): 355.

Mpuknag 149:

4-MeTun 6eHsunosui edip 4-[(4,5-
AVMETUANIpUMIgNH-2-inamiHo)meTunininepmaunH-1-
KapOOHOBOT KNCMNOTH

o

O~

4
T

BkasaHy B 3aronoBky CMonyky ogepxysanun 3 2-
xnop-4,5-gumetunnipumiandy (npvknag 148, cragisa
1) i NpomiXHOro MpoaykTy 2a cnocobom, CXOXuM 3
onucaHnm Ha ctagii 2 npuknagy 144, 3 ogepXaHHAM
BKa3aHOI B 3arofioBKy CMOMyKu.

MC (M+1): 369.

Cronyku HacTynHux npuknagis 150-152 opgepxy-
Banu 3 6eH3unoBoro edipy 4-[(4,5-
AMMEeTUANIpUMIQNH-2-inamiHo)meTunininepmaunH-1-
kapboHoBoi kucnotu (npuknag 148) wnsxom rigpy-
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BaHHA CBZ-rpynu, sik onucaHo Ha ctagii 1 npuknagy
145, 3 noganblWMM 3B'A3yBaHHAM 3 BigNOBIAHOIO KUC-
1N0TOH0, AK ONMcaHo Ha ctagil 2 npuknagy 145.
Mpuknag 150:
TpaHc-{4-[(4,5-OumeTnnnipumignH-2-
inamiHo)meTun]ninepuamnH-1-in}-(2-
beHinuMKnonponin)MeTaHoH

4
Rﬁk
MC (M+1): 365.

Mpuknag 151:
{4-[(4,5-OnmeTunnipumigunH-2-
inamiHo)meTun]ninepuamnk-1-in}-[2-(2-

dTopdheHin)uuknonponin]MeTaHoH

o

MC (M+1): 383.

Mpuknag 152:
{4-[(4,5-OumeTnnnipumignH-2-
inamiHo)meTun]ninepuanH-1-in}-[2-(2,6-
andTopdeHin)umknonponin]MeTaHoH

F

B

MC (M+l): 401.

Mpuknag 153:

5-bpom-N-[(1{[(1R,2R)-2-
deHinumknonponinjkapboHrinininepuanH-4-
in)metTnn]nipuMignH-2-amin

Q%m%

Crapgia 1:

TpeT-6yTUnoBsuii edip [1-(2-
eHinuuknonponaHkapOboHin)ninepuanH-4-
inmeTnn]kap6amiHOBOI KNCNOTH

Cymiw TpeT-6yTunninepnamH-4-
inmetunkapbamary (Epsilon, 0,80r, 3,73mMmonb),
(1R,2R)-2-beHinumknonponaHkapboHOBOI  KMCNOTU
[T. Riley et al, J. Med, Chem., 15, 1187, 1972] (0,61,
3,73mmonb), EDC (1,07r, 5,60mmone) i HOBt (0,76r,
5,60mmonb) B IM® (10Mn) nepemiwyBanu npu Kim-
HaTHI TeMnepaTypi npoTarom 2rod. PeakuinHy cymill
posbaensanu etunauvetatom (200Mn), npomuBanu
HacuyeHnm BogHum podvnHoMm NaHCO;z (50mn), Bo-
poto  (5x50mn), HacuyeHnMm CONbOBMM  PO3YMHOM
(50mn), cywmnnu Hap Na S04, dinbTpyBanu i KOHUEH-
TpyBanu. 3anuLioK ouYumLianu MeTodoM Xpomartorpa-
¢ii Ha cunikareni 60 (90r), entotoroun CHCly/2-
nponaHonom/rekcaHom 10/1-10/89-80, 3 ogep>xaHHsIM
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BKasaHoi B 3aronosky crnonyku (1,22r, 91,0%).

MC (M+1): 359.

Crapgia 2:

1-{[(1R,2R)-2-
deHinumknonponinjkap6oHin}ninepuanH-4-
in)metunamin

Yo

PosuuH TpeT-6yTun (1-{{(1R,2R)-2-
eHinuuknonponaHkapboHin)ninepuanH-4-
inmeTnn]kap6amary (1,00r, 2,79Mmmonk) B TOO (3mn)
i CH2Cl, (3mn) nepemiwyBanv npu KiMHaTHIn TeMne-
patypi npotarom 0,5roa. [loTimM peakuinHy cymiLl
KOHLIEHTPYBanu 3 ogepXaHHsIM BKa3aHOi B 3arofioBKy
Cnonyku y Burnsgi Tpudropavertary.

Crapis 3:

5-Bpom-N-[(1{[(1R,2R)-2-
deHinumknonponinjkapboHinininepuanH-4-
in)MeTun]NipuMignH-2-amin

Qﬁ—*@-m@ﬂ,

CymiLu TpudptopauetaTy (1-{[(1K,2K)-2-
deHinuuknonponin]-kapborin}ninepnanH-4-
in)metunaminy ~ (1,00r, 2,69mmornb), 5-6pom-2-
xnopnipuMmignHy ([32779-36-5], 0,519r, 2,69mmonb) i
kapboHaty uesito (1,75r, 5,37mmonb) B AM® (7mn)
HarpiBanu npu 100°C npotarom 1,5rog. PeakuiiHy
CymilWw oxonoaxysanu A0 KiMHATHOI TemnepaTypw,
pos3baensnu etunauvetatom (200mMn), npomuBanu
Bogot (5x20Mn) i HaCM4YEeHUM COMbOBUMM PO3YNMHOM
(10mn), notim cywunu Hap Na;SOa, dinbTpyBanm i
KOHUeHTpyBanu. 3anulioK O4YuLianu MeTOAOM Xpo-
MaTorpadii Ha cunikareni 60, entotoroun CH,Cly/2-
nponaHonom/rekcaHom 10/1-20/89-70, 3 ogepxaHHAM
BKasaHoi B 3aronosky cnonyku (0,41r, 28,1%).

MC (M+1): 416.

'H AMP (400Mru, CDCls): 5 8,26 (c, 2H, Pyr),
7,28 (1, J=7,3I'y, 2H, Ar), 7,19 (1, J=7,7Tu, 1H, Ar),
7,11 (g, J=7,6I'uy, 2H, Ar), 5,21 (c, 1H, NH), 4,64 (g,
J=11,9I'y, 1H, NCH), 4,13 (g, J=12,9'u, 1H, NCH,),
3,31 (c, 2H, NHCH>), 3,05 (k8., J=12,6l'u, 1H, NCH>),
2,62 (1, J=12,3l'y, 1H, NCH,), 2,46 (ywwmp.c, 1H,
ArCH), 1,98 (m, 1H, CHCO), 1,87 (m, 1H,
CH,CHCH), 1,80 (g, J=13,1Tu, 2H, CHCH,CHy),
1,65 (c, 1H, CHCH.CH), 1,25 (c, 1H, CHCH,CH),
1,21 (m, 2H, CHCH,CHy).

Mpuknag 154:

N-(1-{[(1R,2R)-2-
®eHinumknonponin]kapborin}ninepnanH-4-in)metun]-
5-[(TpumeTuncunin)eTUHINNipuMianH-2-amiu

T HOnpmt

CymiLu 5-bpom-N-(1-{[(1R,2R)-2-
deHinumknonponinjkapOoHinininepuanH-4-
in)metun]nipumiguH-2-aminy (npuknag 153) (0,300r,
0,722mmonb),  TpumeTuncuninauetunedy  (0,177r,
1,81mmonb), Pd(PPhs)s (0,083r, 0,072mMMons) i hoau-
Ay Mmigi (0,007r, 0,036mmonek) B AMCO (1mn) i gietwn-
namiHi (1mMn) HarpiBanu B repmeTuyHin Tpy6ui 100°C
npotarom 3roA. PeakuinHy cymiw oxonomkysanu A0
KiMHaTHOI TemnepaTtypu, po3basnanu etunaueTaTtom
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(50mn), npommBanu Bogoto (10Mn) i HacM4eHum co-
NboBUM  po3dnMHoM (10mn), noTiM cywunu Hag
NaySO4, inbTpyBanu i KOHLUEHTpyBanu. 3anuiiok
oyvLianu MeTodoM xpomaTtorpadii Ha cunikareni 60
(35r), enototoun  CH,Cl»/2-nponaHonom/rekcaHom
10/1-10/89-80, 3 ogepxaHHsIM BKa3aHOi B 3arosyioBKY
CMonyku.

Mpuknag 155:

5-ETuHin-N-(1-{[(1R,2R)-2-
deHinumknonponinjkapboHin}ninepuanH-4-
iI‘I)METMJ'I]FIipVIMi[J,VIH-Z-aMiH

@4

Cymiw N-[(1-{[(1R,2R)-2-
deHinuyuknonponinjkapboHinininepuanH-4-in)meTun]-
5-[(TpumeTuncunun)eTuHIN]nipumignH-2-amiHy  (Npvk-
nag 154) (0,200r, 0,462mmonb) i kapboHaTy kanito
(0,128r, 0,924mmonb) B MeTaHoni (3mn) nepemiwy-
Banu npu KiMHaTHIn TemnepaTypi npoTtarom 0,5roA.
PeakuiiHy cymilw KOHUEHTpyBanu y Bakyymi, posbas-
nanu etunauetatom (50mn), npomuBanu BOZOIO
(20mn) i HacuyeHum conboBUM po3dMHOM (10mn),
notim cywmnu Hag NaxSO,, inbTpyBanu i KOHUEHT-
pyBanu. 3anuiiok o4uLiann MeToaomM xpomatorpadii
Ha cunikareni 60 (35r), enowowum  CH,Cly/2-
nponaHonom/rekcaHom 10/1-20/89-70, 3 ogepxaHHAM
BKa3aHOI B 3arofloBKY CrOMyKu.

MC(M+1) 361.

'"H AMP (400Mru, CDCls): & 8,37 (c, 2H, Pyr),
7,28 (1, J=7,1T'y, 2H, Ar), 7,19 (1, J=7,0l'u, 1H, Ar),
7,11 (@, J=7,4I'y, 2H, Ar), 5,38 (c, 1H, NH), 4,65 (g,
J=12,6'y, 1H, NCHy), 4,14 (g, J=14,1T"u, 1H, NCH,),
3,36 (M, 2H, NHCH>), 3,17 (c, 1H, CCH), 3,05 (ks.,
J=12,2I'y, 1H, NCHy), 2,62 (T, J=12,5I"4, 1H, NCHy),
2,46 (ywwmp.c, 1H, ArCH), 1,97 (m, 1H, CHCO), 1,86
(m, 1H, CH.CHCH;), 1,80 (g, J=12,5I'y, 2H,
CHCH,CHy), 1,65 (M, 1H, CHCH,CH), 1,26 (m, 1H,
CHCH.CH), 1,23 (m, 2H, CHCH,CHy).

Mpuknag 156:

2-(1{[(1R,2R)-2-
deHinumknonponinjkapOoHinininepuanH-4-
in)meTtun]amiHo}nipmianH-5-kapOoHITpun

GM}H

Cragis 4-Xnop-2-(MeTunTio)nipumiamH-5-
KapboHiTpun

e

Po3uuH, wo nepemiwyeTbes,  4-rigpokcu-2-
(meTtunTio)nipumigunH-5-kapboHiTpuny (nateHt Benu-
kobpuTaHii GB901749) (1,00r, 5,98mmonb) B POCI3
(5Mn) HarpiBanu i3 3BOPOTHUM XONOAUMBHUKOM MpPO-
TArom 2rof. PeakuiiHy Cymill KOHUEeHTpyBanu y Ba-
Kyymi i racunu 3anuwok gogasaHHAM nbogy (100r).
MoTim po3unH mignyroByBanu o pH=8 gopasaHHAM
Hacu4yeHoro BogHoro po3vmHy NaHCOs; i ekcTparyBa-
nm etunauetatoM (3x50mn). O6'egHaHi eTunaueTaTHi
wapv npoMmBanu sogot (20mn), HaCMYEHUM Conbo-
BMM po3ynHom (10mn), cywmnu Hag NapSOa, dinbTt-
pyBanu i KOHUEHTpyBanu 3 ofepXaHHAM BKa3aHoi B
3arof1oBKy Crionykwm.

'H AMP (400Mru, CDsOD): & 8,84 (c, 1H, Ar),
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2,62 (c, 3H, CHs).
CTa,Eliﬂ 2:
2-(MeTtunTio)nipumianH-5-kapBoHiTpMN

\s—@—m

[o posunHy, WO nepemiwyeTbes, 4-xmnop-2-
(meTunTio)nipumignH-5-kapboHiTpuny (0,843r,
4,54mmonb) i umHkoBoro nuny (1,48r, 22,71mmonb) B
etaHoni (7,5mn) i Bogi (1,4mn) NoOBINbLHO AoAdaBanu
outoBy kucnoty (0,29mn, 5,13mmonb). OpepxaHny
peakuiiHy Ccymill iHTEHCMBHO nepemillyBanu npoTs-
rom 3rod. TBepai pedoBMHM BUAANANN LWNAXOM ifb-
Tpauii i KoHUeHTpyBanu cinbTpaT y Bakyymi. 3anu-
LIOK ouuLlanm metogom xpomaTtorpadii Ha cunikareni
60 (35r), entototoun CH,Cl,/2-nponaHonom/rekcaHom
10/1-20/89-70, 3 ogepxaHHAM BKasaHOi B 3aroroBKy
Cronyku.

MC(M+1): 152.

'H AMP (400Mru, CDCls): & 8,72 (c, 2H, Ar),
2,61 (c, 3H, CHs).

Cragia 3:

2-(1-{[(1R,2R)-2-
deHinuuknonponinjkap6oHinininepuanH-4-
in)meTtunjamiHo}nipymianH-5-kapOoHiTpun

Cymiww (1-{[(1R,2R)-2-
deHinumknonponinjkapOoHinininepuanH-4-
in)metunaminy (npuknag 153, cragia 2) (0,100r,
0,387Mmonb), 2-(MeTunTio)NipUMianH-5-kapboHiTpuny
(0,059r, 0,387mmonb) i kapboHaty uesito (0,252r,
0,774mmonb) B AM® (1mn) HarpiBanu npu 70°C npo-
Tarom 1rog. PeakuinHy cymiw oxonogxysanu o Kim-
HaTHOi TemnepaTtypw, po3baBnanu eTunaueTaTtom
(50mn), npomwuBanu Bogot (5x10mn) i HacnyeHum
conboBMM po3ynHom (10mn), noTiM cywwmnu Hapg
NazSO4, inbTpyBanu i KOHLUEHTpyBanu. 3anuiiok
ounwanu meTodom Xxpomartorpacdii i3 obGepHeHot
dasoto, entotoroun 5-95% (0,1% TPO B CH3CN)/(0,1%
TPO y Boai) 3 oAepxaHHsIM BKa3aHOi B 3arorioBKy
cnonyku y surnaai T®O-coni.

SM+1 ): 362.

H AMP (400Mlu, CDCI3): & 8,52 (c, 1H, Pyr),
8,45 (c, 1H, Pyr), 7,28 (1, J=7,9'y, 2H, Ar), 7,20 (T,
J=6,6l"y, 1H, Ar), 7,11 (a, J=7,3l'y, 2H, Ar), 5,78 (c,
1H, NH), 4,66 (g, J=12,2I'y, 1H, NCH,), 4,15 (g,
J=13,1'y, 1H, NCH), 3,41 (m, 2H, NHCH), 3,06 (kB.,
J=12,4T'y, 1H, NCHy), 2,62 (T, J=12,7T"4, 1H, NCH,),
2,47 (ywwmp.c, 1H, ArCH), 1,96 (m, 1H, CHCO), 1,91
(m, 1H, CH.CHCH;), 1,80 (g, J=13,2I'u, 2H,
CHCH,CHy), 1,65 (¢, 1H, CHCH.CH), 1,27 (c, 1H,
CHCH,CH), 1,25 (m, 2H, CHCH,CH,).

Mpuknag 157:

5-Etun-N-[(1-{[(1R,2R)-2-
deHinumknonponinjkapOoHin}ininepuanH-4-
in)meTun]nipumMignH-2-amixH

PeakuinHy cymiw, wo nepewmiwyetbes, (1-
{[(1R,2R)-2-cbeHinuuknonponin]kapboHin}ninepnanH-
4-in)metnnaminy (npuknag 154, cragis 2) (0,100r,
0,387mmonb), 2-xnop-5-eTunnipumignHy ([111196-81-
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7], 0,055r, 0,387mmonb) i kapboHaTty uesito (0,252r,
0,774mmone) B OM® (5mn) warpiBanu npu 150°C
npoTtarom 7rod. PeakuiiHy cymill oxonogxysanu Ao
KiMHaTHOI TemnepaTtypu, po3baensnu etTunaueTaTtom
(100mn), npomuBanu Bogoto (5x20Mn) i HacnyeHum
conboBMM podynHom (10mn), noTiM cywmnn Hag
Na;S04, inbTpyBanu i KOHUEHTpyBanu. 3anuiiok
ounwanu metogom xpomarorpadii Ha cunikareni 60,
entototoum  CH,Cl/2-nponaHonom/rekcaHom — 10/1-
20/89-70, 3 ofgepkaHHAM BKa3aHOi B 3arorfioBKy Cro-
nyKK.
SM+1 ): 365.

H AMP (400MI'y, CDCls): & 8,13 (c, 2H, Pyr),
7,28 (T, J=6, 6l'u, 2H, Ar), 7,19 (1, J=7,2I'y, 1H, Ar),
7,11 (@, J=7,3l"y, 2H, Ar), 5,05 (c, 1H, NH), 4,64 (g,
J=12,9I'y, 1H, NCHy), 4,14 (g, J=12,8I'u, 1H, NCH,),
3,32 (c, 2H, NHCHy), 3,05 (kB., J=12,5I'y, 1H, NCH>),
2,62 (1, J=12,6l'u, 1H, NCH>), 2,46 (kB., J=7,5I', 2H,
CH2CH3), 2,43 (ywwup.c, 1H, ArCH), 1,97 (m, 1H,
CHCO), 1,86 (m, 1H, CH,CHCH>), 1,82 (g, J=13,5I'u,
2H, CHCH,CHy), 1,64 (M, 1H, CHCH,CH), 1,26 (Mm,
1H, CHCH.CH), 1,22 (m, 2H, CHCH,CHy), 1,19 (T,
J=7,6I'y, 3H, CH3CHy).

Mpuknapg 158:

5-(UmknonponinetnTtn)-N-[(1-{[(1R,2R)-2-
deHinumknonponinjkapOoHin}ininepuanH-4-
in)MeTun]NipuMignH-2-amin

OO e

Cymiww 5-6pom-N-(1-{[(1R,2R)-2-
deHinumknonponinjkapboHin}ninepuanH-4-
in)meTun]nipumiguH-2-aminy (npuknag 153) (0,050r,
0,120mmons), €TUHINUUKNonponaHy (0,020r,
0,301mmonsb), Pd(PPhs)s (0,014r, 0,012mMmonb) i 1o-
avay wmiai (0,001r, 0,006mmons) B8 AMCO (1mn) i aie-
TunamiHi  (1mn) HarpiBanm B repMeTuWyHii  Tpyoui
100°C npotsarom 3rog. PeakuiiHy CyMill OXONogXKy-
Banu OO0 KiMHAaTHOI Temnepartypu, po3baBnanu eTtu-
nauetatom (50mn), npomuBanu Bogot (10mn) i Ha-
CUYEHVM COnboBUM po3ynHoM (10Mn), NOTiM cywmnm
Hag Na;SO4, dinbTpyBanu i KOHUeHTpyBanu. 3anu-
LIOK ouullianM MeTogom XxpomaTtorpadii i3 obepHe-
Hoo dasow, enwowun 5-95% (0,1% TPO B
CH3CN)/(0,1% T®O y Boai) 3 ogepkaHHAM BKa3aHoOl
B 3arornoBsKy cronyku y surnagi T®O-coni.

SM+1):401.

H AMP (400MI'u, CDClz): & 8,56 (c, 1H, Pyr),
8,02 (c, 1H, Pyr), 7,28 (1, J=7,4I"u, 2H, Ar), 7,20 (T,
J=7,2I'y, 1H, Ar), 7,11 (g, J=7,5T"u, 2H, Ar), 4,64 (g,
J=13,0l"y, 1H, NCH), 4,15 (g, J=11,7T'u, 1H, NCH,),
3,50 (¢, 1H, NHCH>), 3,41 (c, 1H, NHCH,), 3,07 (ks.,
J=12,8I'y, 1H, NCHy), 2,64 (T, J=12,7Tu, 1H, NCH,),
2,47 (ywwmp.c, 1H, ArCH), 1,98 (m, 1H, CHCO), 1,92
(m, 1H, CHCHCH,), 1,79 (@, J=13,6l'u, 2H,
CHCH,CHy), 1,64 (c, 1H, CHCH.CH), 1,44 (m, 1H,
CCCH), 1,28 (M, 1H, CHCH.CH), 1,26 (m, 2H,
CHCH,CHy), 0,83 (M, 4H, CHy).

Mpuknag 159:

N-[(1-{[(1R,2R)-2-
deHinuuknonponinjkapboHin}ninepnanH-4-in)meTunn]-
5-(dbeHineTuHIN)NipumignH-2-amin

<
rOnn=0
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Cymiw 5-6poM-N-(1-{[(1R,2R)-2-
deHinumknonponinjkapOoHin}ininepuanH-4-
in)metuninipumiguH-2-aminy (npuknag 153) (0,200r,
0,428mmonk), eTuHin6eHsony (0,123r, 0,132mMmonb),
Pd(PPhz)s (0,056r, 0,048mmonb) i noauay Migi
(0,005r, 0,024mmornb) B AMCO (1mn) i gieTunamiui
(1mn) HarpiBanu B repmeTuyHin Tpy6ui npu 100°C
npotarom 3rod. PeakuiiHy cymill oxonoaxysanu Jo
KiMHaTHOI TemnepaTtypu, po3baBnanv eTunaueTaTtom
(50mn), npomusanu Bogoto (10mn) i HacnyeHum co-
NeoBUM  po3dMHoM (10mn), noTiM cywunu Hag
NapSO4, inbTpyBanu i KOHUEHTpyBanu. 3anuLiok
ounwanu meTogom Xxpomartorpacdii i3 obGepHeHot
dason, enwowtum 5-95% (0,1% TPO B
CH3CN)/(0,1% T®PO y Boai) 3 ogep)kaHHAM BKa3aHOi
B 3aronoBky crnonyku y surnsagi T®O-coni.

SM+1): 437.

H AMP (400MI'y, CDCL3): & 8,50 (ywwup.c, 2H,
Pyr), 7,50 (m, 2H, Ar), 7,38 (m, 3H, Ar), 7,28 (T,
J=7,9'y, 2H, Ar), 7,20 (1, J=7,3Iu, 1H, Ar), 7,11 (g,
J=7,5I'uy, 2H, Ar), 4,66 (g, J=11,7T'u, 1H, NCHy,), 4,16
(@, J=13,2l'y, 1H, HCHy), 3,46 (m, 2H, NHCH), 3,10
(m, 1H, NCH>), 2,64 (1, J=11,9I'y, 1H, NCH,), 2,47
(ywwp.c, 1H, ArCH), 1,97 (m, 1H, CHCO), 1,93 (m,
1H, CH,CHCH>), 1,81 (g, J=11,5I'y, 2H, CHCH,CHy),
1,65 (ywump.c, 1H, CHCH.CH), 1,28 (m, 1H,
CHCH,CH), 1,25 (m, 2H, CHCH,CH,).

Mpuknagn 160-180

Crnonykn HacTynHuX MpuKNagis — ogepxysanu
LUMSIXOM 3B'siI3yBaHHA BignNoBiAHOro amiHy (cnonyka
cragii 1 npuknagy 143, cnonyka cragii 1 npuknagy
145, abo ninepnanH-4-iNMeTUANipUMIgNH-2-in-amiH,
ofep)kaHuii cnocoboM, CXOXMM 3 onncaHuM Ha ctagii
1 npuknagy 143, 3amiHiotoun Ha ctagii 1 12-xnop-5-
MeTUNNIPUMIOUH 2-xNopnipuMignHOM) i3 3amieHoro
BignoBiAHUM YMHOM TpaHCc-eHInunKno-
nponaHkapboHOBOK KWUCMOTOK (OAepXKaHo Cnoco-
6om, cxoxumm 3 onucaHum B npuknagi 136).
Tpuxnan Crpykrypa Ha3ssa

MC (M+1),

[4-(Miprmizns-2- 3512

U:L/OLD\O\ inaminomeTw)ninepuanH-1-i1]-
N,

(2-mapa-ToLUTIHKIONPONin)

160

METaHOH

161 [4-(TTipamiann-2- 3514
(")‘/:\/O‘ inaminoMeTHn)ninepuanH-1-i1]-

(2-opto-

TOJNLTIMKIONPOITLI)METaHOH

162 [4-(ITipuminnn-2- 3514
O,’L,O inamiromeTwn)ninepuaus-1-in)-

(2-MeTa-TOMUIMKIONPONiN)-

METaHOH
163 ° (2-(4-Propdenin)uukronponin]- | 3552

NT«"MF [4-(mipumiann-2-

E/ inaMiHoMeTHI)inepuauH-1-i]-
METAaHOH
164 [2-(4-Xnopdenin)umknonponin)- | 371,1
W \/Oj\b\[)\; [4-(mipumiana-2-
C:"‘/" inaMiHOMeTHI)rinepu K- 1-in]-

METaHOH

165 [2-(3-Xnopdenin)uukinonponin}- | 371,3
"ﬂﬁnm [4-(mipumi aun-2-

inaMiHOMeTHI)inepuanH-1-

| inJMeTaHoH
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166

(2-(3-®ropdenin)umKionponin]-
[4-(mipumiu-2-
iraMiHOMETH)ninepHanH-1-

in]MeTaHoH

3553

167

[2-(2-Metokcudenin)-
urkronponin]-[4-(nipumiann-2-
inamMiHO-MeTHI)minepuanus-1-

i1]MeTanoH

367,3

168

[2-(3-Merokcudenin)-
unKIonponi-[4-(mipumiann-2-
inaMinOMeTHI)ninepraHH-1-

in]MeTaHOH

3673

169

[2-(2,6-Audropdenin)-
uuksionponin]-{4-(nipuMinus-2-
|inaMinomernn)minepumn-1-

injmeranon

3733

170

171

[2-(2,4-Tndropdenin)-
unkonponin)-[4-(nipumimn-2-
inamMiHOMeTH)minepHaIHH-1-

in]meTaHoH

3734

(2-Denimmxnonponin)-[4-
(mipumiguH-2-
inaMiHOMeTH ) inepHaHH-1-

in|MeTaHOH

3372

172

[2-(2,3-Tndropdenin)-
HKA0NPOMi |-[4-(mipHMiana-2-
inamMiHOMETHN)MiNepHanH-1-

in]MeTaHOH

3733

173

174

175

|amino)mernn)ninepuans-1-in}-

{4-[(5-MeTuamipamimun-2-
inamino)meTua|minepuny-1-in}-
(2-MeTa-TOMLTUHKIONpOi)-

MCTaHOH

365,2

{4-[(5-Mermmipumiang-2-
L1amino)MeT Jmineprans-1-i} -
(2-0pTO-TOALIHKIONPONi)-

wmeTanOn

[2-(2-®Topdenin)mxnonponin)-

{4-[(5-meTnmipumiann-2-i-

MCTaHOH

3653

369,3

176

177

178

179

180

[2-(2.3-/lngropdenin)-
wukionponin]- {4-[(5-
MCTHAMIPHMIAHH-2-11aMiHO)-

MeTHa]ninepuanH-1-i1) MeTaHoH

3873

[2-(2,6-ndpropdesin)-
uukaonponinl-{4-[(5-
METHANIPHMITUH-2-11aMiKo)-

MeTHA]minepuanH-1-i1} MeTaHOH

3873

{4-[(5-®ropnipuminun-2-inamino)-
meTi]ninepuans-1-in}-(2-
nenTagTopdenin-uukIonponia)-

METaHOH

4453

{4-[(5-®ropripamiauH-2-i1aMiHO)-
MeTwi | ninepuns- 1-in}-(2-opro-

TOALIHKIONPOIT)METAHOH

369,3

{4-[(5-®ropnipumiauH-2-U1amizo)-
MeTua]ninepuans-1-in}-(2-mera-

 TONLIUMKIONPONLT)METAHOH

369,4

Mpuknag 181:
BeH3nnosun

edip

4-[(3-¢pTopnipnanH-2-

inamiHo)meTun]ninepnanH-1-kap6oHOBOT KUCIOTH

75392
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Po3unH  2-xnop-3-cptopnipnanHy  (ogepxaHumn
crnocobom, cxoxum [3 onncaHum W.L Link, R.F. Borne
i F.L. Setliff, J. Heterocyclic Chem. 4, 641-3, 1967])
(131mr, 1mMmonb), 6eH3un-4-(amiHomeTun)ninepuanH-
1-kapbokcunaty (npuknag 13, crtagia 1) (248wmr,
1moneb) i giisonponinetunaminy (129mr, 1mMmonb) Ha-
rpisann i3 3BOPOTHWM  XONMOAWMbHWKOM B  2-
MeTokcieTaHoni npotarom 2 fi6 B atmocdepi asoTy.
PeakuiiHy cyMmill KOHUEeHTpyBanu, po3noginann mix
eTunaueTaTtoM i BoAo, opraHiyHui wap npomMmusanm
HacM4YEHUM CONbOBUM PO3YMHOM, Cywmnu Hag 6es-
BOAHMUM CynbdaToM HaTpito i BUNapoByBanu po3ymnH-
HUK 3 OAEPXaHHSM HEOYMLUEHOro MNPOAYKTY, SKUA
oumLanu Mmetoaom xpomarorpadii Ha cunikareni.

MC (M+1): 344,3.

Mpuknag 182:

{4-[(3-PTOPNIpNAMH-2-inamiHO)MeTUN]NLLEPUANH-
1-in}-(2-cbeHinumknonponin)MeTaHoH

aﬁmk?

BkasaHy B 3aronoBky Crnonyky ogepxysanu 3 be-
H3WNOBOrO edipy 4-[(3-¢pTopnipnanH-2-
inamiHo)meTun]ninepuamnH-1-kap6oHoBoT KWUCAOTU
(npuknag 181) cnocobom, CXOXMM 3 onUcaHUm B Npu-
knagi 145.

MC (M+1): 354,3.

Mpuknag 183:

BeHsunnosuin edip 4-[(3-chTopnipuanH-2-
inamiHo)meTun]ninepnanH-1-kap6oHOBOT KNCIOTH

o™ 0y

Crapgia 1:
2-Xnop-3-TopnipnamH

X

OpepxyBanu CrnocoboM, CXOXMM 3 OMUCaHUM
[WJ. Link, R.F. Borne i F.L. Setliff, J. Heterocyclic
Chem. 4, 641-3, (1967)].

Cragia 2:
Cymiw  2vmmonb  GeHsunoBoro  edgipy  4-
amiHomeTunninepuaunH-1-kapboHoBoi Knenotu,

1MmMonb 2-xnop-3-gropnipuanHy i 1Mmons TpubyTu-
namiHy Harpisanu i3 3BOPOTHUM XONOAMUMbHUKOM B
2Mn  uuknorekcaHony npotdarom 3 pi6 (abo  2-
MeTokcieTaHony npotarom 14 ni6) B atmocdepi aso-
Ty. Ounwanu metogom npenapatusHoi TLUX, entoto-
toun edpipom/rekcaHom 75/25 3 ogepkaHHAM GeH3u-
noBoro edgipy 4-[(3-cpTopnipnanH-2-
inamiHo)meTun]ninepuamnH-1-kap6oHOBOT KNCNOTK.

'H AMP (CDCls): & 7,85 (1H, a,), 7,4-7,35 (5H,
m), 7,1 (1H, an), 6,5 (1H, m), 5,15 (2H, c), 4,65 (1H,
ywmp.m), 4,2 (2H, ywwup.c), 3,4 (2H, ywup.m), 2,8 (2H,
ywup.m), 1,8 (3H,m), 1,2 (2H, m).

MC: 344,32 (M+1).

HwxHsi niHia paBana 6eH3unosun edip 4-[(2-
xnopnipuavH-3-inamiHo)meTun]ninepnanH-1-
KapbOoHOBOI KUCNOTK.
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'H AMP (CDCls): 8 7,7 (1H, 1), 7,4-7,35 (5H, m),
7,1 (1H, an), 6,82 (1H, A), 5,15 (2H, c¢), 4,4 (1H,
ywup.m), 4,2 (2H, ywwup.c), 3,05 (2H, wm), 2,8 (2H,
ywup.m), 1,8 (3H, m), 1,2 (2H, m).

MC: 360,29 (M+1).

AnbTepHaTUBHO, BUKOPUCTaHHSA 2,3-
andropnipnanHy [G.C. Finger; L.D. Starr; A. Roe;
W.J. Link, J. Org. Chem, 27, 3965-68, 1962.] 3amicTb
2-xnop-3-pTopnipuanHy B Harpitomy i3 3BOPOTHUM
XxonoguneHWkoMm 2-6ytaHoni Aasano Ginbll BUCOKI
BMXOOM MpoaykTy 6e3 nobiyHoro 6eH3nnoBoro edipy
4-[(2-xnopnipnanH-3-inamiHo)-meTunininepnaunH-1-
KapboHOBOI KUCNOTK.

Mpuknag 184:

[R,RK4-[(3-PTOpPNIpPMANH-2-
inamiHo)meTun]ninepuamnt-1-in}-(2-
eHinumMKnonponin)MeTaHoH

O YT
“

OpepxyBanu 3 6eH3aunoBoro edipy 4-[(3-
dTopnipManH-2-inamiHo)meTun]ninepmuamnH-1-
KapbOHOBOI KUCNOTW LIMAXOM rigporeHonidy 6eH3u-
NoKcukapOOoHINbLHOI rpynu, 3 nodanblnM 3B'A3yBaH-
HAM EDC, HOBt 3 [R,R]rpaHc-2-ceHin-1-
uukronponaHkapboHoBot kucnoTow B JM® 3Buyain-
HUM cnocobom, sik onMcaHo BuLlle B nNpuknagi 143.

"H AMP (CDCl3): 8 7,85 (1H, a), 7,35 (2H, m), 7,2
(1H, an), 7,1 (3H, m), 6,5 (1H, ™), 4,65 (2H, ywup.m),
4,18 (1H, ywwup.a), 3,4 (2H, ywmp.m), 3,1 (1H, kom-
nnekc m), 2,6 (1H, m), 2,45 (1H, m), 2,0-1,8 (4H, m),
1,62 (1H, m), 1,2 (3H, m).

MC: 354,35 (M+1).

Mpuknapg 185:

BeHsunosun  edip  4-[(4-meTUnnipuMignH-2-
inamiHo)meTun]ninepnanH-1-kap6oHOBOT KUCIOTH

d‘it?uw

Cymiw  1,6mmonb  GeHsunoBoro  edipy 4-
amMiHoMmeTunninepuamnH-1-kapboHoBoi KMUCnoTu,
2,4AMMOnb  2-MeTaHCYNbMOHIN-4-MeTUNNipuMignHy i
3mmonb N,N-gietunetunamivy Harpisanu i3 3BopoT-
HUM XOMNOAMNBHUKOM B Smn 2-6yTaHony npoTtsarom 24
rog. B atMmocdepi azoty. Ounwann metoaom npena-
patmBHOi TLUX, entowoloum eTtunauetatom 3 Opep-
XaHHAM  460mr  ©eHaunoBoro edipy 4-[(3-cbTOp-
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nipuanH-2-in-amiHo)meTun]ninepnanH-1-kap6oHOBOT
KUCMOTW.

'"H AMP (CDCls): & 8,1 (1H, n), 7,4-7,35 (5H, m),
6,4 (1H, n), 5,15 (2H, c), 4,2 (2H, ywmp.c), 3,35 (2H,
M), 2,8 (2H, ywmp.m), 2,3 (3H, c), 1,8 (4H, m), 1,2 (2H,
™).

MC: 341,4 (M+1).

Mpuknag 186:

[R,R){4-[(4-MeTunnnipumignH-2-
inamiHo)meTunnwepuanH-1-in}-(2-
eHinumknonponin)MeTaHoH

OpepxyBanu 3 4-[(4-meTnnnipymignH-2-
inamiHo)meTun]ninepuamnH-1-kap6oHoBoi KWUCAOTU
LUMAXOM rigporeHonidy 6eH3nnoKcMkapboHinbLHOT rpy-
nu, 3 noganblumm 3B'a3yBaHHaAM EDC, HOBt 3
[R,R]TpaHc-2-dheHin-1-umknonponaHkapboHOBO
kucnortot B JM® 3snyanmHum cnocobom, sk onmcaHo
BuLle B npuknagi 143. MpoayKT ogepXxyBanu LUMSAXoM
OuMLLEHHs MeTodoM npenapatmeHoi TLUX, entotoroun
eTnnauetatom/meTtaHonom 90/10.

'"H AMP (CDCls): 5 8,1 (1H, 1), 7,35 (2H, m), 7,2
(1H, paa), 7,1 (2H, m), 6,4 (1H, A), 5,3 (1H, ywunp.m),
4,6 (1H, ywwp.n), 4,15 (1H, ywup.g), 3,35 (2H, m),
3,05 (1H, an), 2,6 (1H, 1), 2,45 (1H, m), 2,3 (3H, c),
2,0 (1H, m), 1,8 (4H, m), 1,6 (1H, ¢), 1,2 (4H, m).

MC: 351,4 (M+1).

Mpuknag 187:

i
hﬁ;‘:ﬁ\»‘

(+-)-N-({8-[(TpaHc-2-
deHinumknonponin)kapboHin]-8-a3a-
6iumkno[3.2.1]okT-3-ek30-in}MeTnN)NipUMianH-2-amiH
oAepxysanu cnocobom, CX0XKMM 3 ON1cCaHUM BULLLE.

'H AMP (CDCls): & 8,25 (2H, m), 7,28 (2H, m),
7,19 (1H, m), 7,11 (2H, m), 6,52 (1H, m), 5,13 (1H, m),
4,71 (1H, ywwmp.c), 4,39 (1H, ywup.c), 3,32 (2H, m),
2,51 (1H, m), 2,23 (1H, wm), 2,05-1,88 (3H, m), 1,80-
1,32 (7H, m), 1,25 (1H, m).

MC: 363,4 (M+1).

Komm'toTepHa BepcTtka T. Yenenesa

MignuchHe

Tupax 26 npum.

MiHicTepcTBO OCBITM | Haykun YKpaiHu
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