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3AT'AJIBHA XAPAKTEPUCTHUKA POBOTHU

Axkmyanvnicme memu. 110X1THI a30THCTUX TETEPOIMKIIIB BiIITPAaIOTh HAI3BUYANHO BaXJIHBY
posib y (yHIAMEHTaIbHUX Ta NPHUKJIAJAHUX AacleKTax OpraHiyHoi Ximii. He3Bakaroum Ha Te 110
Croco0M oJepkaHHs OaraThbOX THIIIB (PYHKIIOHATI30BAHUX Aa30JiB Ta a3WHIB BXKE JOCUTH A00pe
PO3pO0IIeH], YNMAJIO TaKKUX CIIONTYK BCE IE BaKKOJOCTYIIHI, a JIesKi 0 I[bOT0 Yacy B3araji HeBiIOMi.
Jlyist iX OTpUMaHHS MPOTATOM OCTaHHIX POKIB IMOYaJIM BUKOPHUCTOBYBATH Pi3HI (hochOHIEBI peareHTH 1
B ToMmy uucm (yHkioHam3oBaHi ¢GochoHIEBI 1MiAM, SKI 37aTHI BCTYMAaTH, HANPUKIAL, Y
BHYTPIIIHBOMOJICKYJISIDHY ~ peakiito Birrira, mo Bxe 3Hailluia TMOMITHE 3acTOCYBaHHS Y
NpernapaTUBHUX CHHTE3aX MOXIAHMUX LIJIOr0 PALY TETEpOLMKIIYHMX cucTeM. Pazom 3 mum cdepa
3actocyBaHHs (OCHOHIEBUX UTIAIB Y TETEPOIUKIIIZAIIAX, BIIMIHHUX Bl BHYTPIIIHbOMOJICKYJISPHOI
peakmii Birrira, me He € MMPOKOIO, MO OOYMOBJICHO CKJIATHICTIO CHHTE3y BUXIJHUX pEarcHTIB, a
TaKOX JOCUTh OOMEXKEHOI KITbKICTIO TMiAXOMiB, SKi 3JaTHI TNPUBECTH JO HOBHX THIIIB
reTepPOLMKIIYHIX cronyK. Came TOMy MOUIYKH AOCTYNHHX (POC(OHIEBHX peareHTIB Ta JOCIIKCHHS
perioceNeKTUBHUX MUKTI3allii Ha iX OCHOBI € aKTyaJbHHUM HAINPSIMKOM CYTTEBOTO YIOCKOHAJICHHS
CUHTETUYHOTO arnapary Ximii TeTepOIUKIIiB.

36’330k pobomu 3 HayKosumu npozpamamu, nianamu ma memamu. Pobota BUKOHyBanach B
paMKax HayKOBOI TeMH BiAJiTy XiMii 010aKTHUBHUX a30TOBMICHHMX Ie€TEPOLUKIIYHUX OCHOB [HCTUTYTY
Oioopraniunoi ximii Ta Hadroximii HAH VYkpainu, (tema Ne 01.9.0014047 1991-1995p.), mporpama
(Homep pepxkpeectparii 0198U007236 1997-1998p.), a Takox miaTpuMana Mi>KHapOJIHUM HAYKOBHM
donmom [Ix. Copoca (rpantu U6K000, U6K200 1994-1996 pp.) ta rpantom INTAS (rpant 95-1115
iz erinoro npod. I'.Peitnapca, benbris, 1998-1999 pp.).

Mema i 3a80annsa Oocnioxncennsa. OCHOBHa MeTa POOOTH MOJsTaNia y PO3pOOI 3PYyUHHX
MIIXOMIB 10 OTPUMaHHS AOCTYNHUX (POCOHIEBUX WUIIAIB 3 a30TOBMICHHUMH TpyImamH, mo Oyiu O
MPUAATHUMU JUISI CHHTE3Y HOBUX THIIB MOXITHUX A30THCTUX TE€TEPOLUKIIB. sl MOCATHEHHS IIi€l
MeTH Tpeba 0ys0 po3B’si3aTH TPH 3aBIaHHS:

1) BUSCHHUTH MOXJIUBICTH CIIpsIMOBaHOT MoaMdiKallii HaocTymHImmxX GochoHieBUX 1LTITIB 3a

JIOTIOMOT'OF0 @30TOBMICHUX €JIEKTPO(ITbHUX areHTIB;

2) JOCHITUTH PETiOCENeKTHBHICTh T'eTepOLUKIiZamiii 3a ydacTio (ocoHieBUX 1MiAiB 3

a30TOBMICHHMH TpyIaMH;

3) 3HaiiTu criocobu nedochopriIroBaHHS MPOAYKTIB IIUKJIII3AIlii, OTPUMaHUX Ha OCHOBI HOBHX

dbochoHIEBUX peareHTIB.

Haykosa Hoeuzna odepicanux pe3yismamie. Briepiie Moka3aHo, MO IIJIKOM JOCTYIHI
dochoniesi imigu 3aranbHOi popmynu PhsP=CHX, ne X=COOAIlk, CN, COAr, a Ttakox

¢dbynkiionanizoBaHi ¢GochoHIEBI COMi 3 XapaKTEPHUMH (pparMeHTaMH:



3a JIOMOMOTOI0 HECKJIAIHUX CIOCOOIB MEPETBOPIOIOTHCSA Y HOBI THIH MOIU(IKOBAHUX
UTITHUX peareHTiB 3 a30TOBMICHUMU TPYIaMU:
. Bci BOHM BUSBMIIMCH NMIPUJATHUMH JJISI PETIOCENEKTUBHUX TETEPOLUKIII3allii,
KOTpl MpUBEJIH 70 0ararbOX HEBIJOMHX pPaHIIIe MOXITHUX OKCa30jy, Tia3oily, Mipa3oiy, TeTpa3oiy,
HadTo[2,1-dJokcazomny, mipasono[ 1,5-a]nipumiauny Ta mipasono[l,5-a]xiHazominy.
Cepen BaXIHBUX HUKITI3aMlii, JOCTIKEHUX Y i poOOTi, CITi/T BiI3HAYUTH TaKI:
1) mepeTBOpeHHsI MPOAYKTIB MpUEAHAHHS MOMIpHO cTalinmi3oBaHuX (ochoHIEBUX UTIIIB 110

1,2,2,2-teTpaxyiopeTIITI30IiaHaTy Y IUTHI psiT HOBUX TOXITHUX OKCA30J1y 3arajbHoi (hopMyJIu:

2) munokonaeHcarito O0ipinpHEX miaiB Tumy RCCI=NCH=PPh3 3 anumizoriomianatamu, 1o
npuBena 0 HeBigomux pasime 4-tpudenindochopaHiTiACHOBUX MOXITHUX 2-apui-5-
auIIMIHO-2-T1a301HiB;

3) B3aemomito (ocdoHieBUX UTIAB, CTAOLTI30BaHMX TIOKApPOOHUIHHOIO TPYMOK, 3 O-
raJloreH3aMillleHUMH KapOOHUIBHUMH CIIOlyKaMHM Ta HITPWIAMH, fKa Jaja MOXIIHUBICTb

CHHTE3YBaTH YMMaJI0 HOBUX MOXIJHHUX Tia30J1y 3arajibHOl GOpMyIIn

4) BHYTPIIIHLOMOJIEKYJISIPHY ITUKIII3AIliI0 2-apuiriipa3uHo-1-11ianoBiHII(POCHOHIEBUX COJEH,
sgKa BUSBUJIACH 3PYYHHM crocoboM cuHTedy 4-¢pochoHieBUX mnoxigHux 1-apui-5-
aMiHOMIPa30IiB;

5) meperBopennst gocrymHoro Oic-imigy PhsP=C(CN)CH=N—N=CHC(CN)=PPh; vy

nepxsopar  S-amino-3-tpudenindocdoniomnipaszonof 1,5-a]nipumiguay,  OyaoBy  SIKOTO

JIOBEJICHO PEHTTEHOCTPYKTYPHUM METO/IOM.

CucrematuuHe A0CHIKEHHS Ae(ochOopHItoBaHHS HaBeICHUX BHUIIE MPOAYKTIB IUKII3allil 3a
JIOTIOMOT'OF0 JIY>)KHOTO 1 KHCJIOTHOTO PO3IICIUICHHS, a TaKOXK peakiii BiTrtira mpuBeno a0 po3poOku
MpenapaTuBHUX CIIOCOOIB OTPUMAHHS POy HOBUX IMOXIAHMX a30J1iB Ta a3WHIB, IO BXKE HE MICTITh
dochopy. Takum 4UYHMHOM, MEPCIEKTHBHICTH IIMPOKOTO 3acTOCYBaHHsA (QochoHieBUX 1TiAIB 3
a30TOBMICHUMU TPYNIaMH Y CHHTETUYHOMY arapati XiMmil reTepoLUKIIiB He BUKIIMKAE CYMHIBY.

Ilpakmuune 3Hauenns o00epiycanHux pe3yabmamie PoOOOTH TONSITaE B po3poOIi
MpenapaTuBHUX CIOCOOIB  OJCpXKAHHSA PSAy HOBHX (YHKIIOHAIBHUX TOXIJHUX a30THCTHX
TeTEePOLMKIIIB, CEPE AKHX BapTO BECTH IMOIIYK PI3HOMAHITHUX 010peryiaTopiB.

Ocobucmuii eénecox aemopa. ExcnepuMeHTanbHa 4yacTUHA POOOTH, aHANI3 CHEKTPAIbHUX
JOCITIDKEHb Ta BCTAHOBJICHHS OyAOBH OUIBIIOCTI CHHTE30BAaHMX CIIONYK 3po0JjieHI 0COoOHCTO
IMCEPTaHTOM. PEHTIeHOCTPYKTYpHI MOCTI/DKCHHS MJBOX CKJIQIHUX CIIOJIYK BHKOHAHI pa3oM 3
noktopoMm xim. Hayk O.M. Uepneroto (InctutyT opraniunoi ximii HAH Ykpaian) Ta nokropom JI. Ban

MeepensTom (Karonuupkuit YHiBepcutet B M. JIboBeHi, benbris).



Anpobauin pooomu. Matepianu nucepTaniiHoi podotn momoBigammch Ha XVII YkpaiHcekiit
KoHpepeHIii 3 opra"iuHoi ximii (XapkiB, 1995p.), XII nHaykoBiii koHpepenuii IHCcTHUTYTY
6ioopraniuynoi ximii Ta Hagroximii HAH Vkpainu (Kuis, 1998p.), MixkHapoaHii KoH(pepeHIii mo ximii
a30TOBMICHHX TeTeporukiiB (Xapkis, 2000p.).

Ilyonixayii. 3a matepiazaMu poOOTH OITYOJIIKOBAHO 6 cTaTel Ta TE3U JIOTIOBIICH.

Cmpykmypa ma oocaz oucepmauii. [lucepraiiiina poboTa CKJIaTaeThCs 31 BCTYIY, YOTUPHOX
PO311LTiB, BUCHOBKIB Ta CIIMCKY JIITEPATypHHUX JPKEPEIL, 1110 BKIIOYAaE  HalMEHYBaHb.

VY mepmomMy po3niii BUKIAACHO ACTAIBHHUA OTJIS JITEPATYPH, IO CTOCYETHCS 3aCTOCYBAHHS
dbochoHieBUX 1UTIAIB B CHHTE3aX MOXIIHUX A30TUCTUX TETEPOLMKIIB. Y HACTYIMHHUX TPHOX PO3JALIAX
PO3IJISIHYTI  BJIAaCHI  €KCIEPUMEHTAJbHI  JOCTIDKCHHS, TPUCBSIYEHI TeHepalii HOBUX THIIIB
¢dochonieBUX 1TiIB 3 a30TOBMICHUMH TpylaMd Ta TeTEPOLMKIII3aIlisAM Ha iX OCHOBI.

Huceprariiiina po0oTa BUKJIaJeHa Ha CTOpIHKAX MAIIMHOMHUCY 1 MiCTUTh 20 TabnuIlh, 22
CXEMH 1 5 PUCYHKIB.

OCHOBHI PE3YJIbTATH POBOTH

1. T'enepanis ¢pocdonieBuX iTigiB 3 iIMITOIIXJTOPUIHOI I'PYNOI0 TA IX HMKJIOKOHAEHCALIT

Ha ocHoBi poctymuux amminaminomerudochonieBux coineit (1), mpencraBieHux Ha cxemi 1,
BIAJIOCS PO3POOUTH 3pYUHHI MiIXi/ 10 OTPUMAHHS HEBIZOMUX paHimie U1iaiB (3) 3 iMiZOIIXI0PHIHOIO
rpymnoto. OcTaHH1 BUSBUINCh MAJIOCTA01IbHUMH CIIOJyKaMH 1 He BUIJICHI B 1HAMBIAyaJTbHOMY CTaHi,
ale X YTBOPEHHS B AallCTOHITPMIBHOMY pPO3YMHI JIOBEJCHO 3a JIOMOMOIOI0 KOMILIEKCHOTO
CIIEKTPAJILHOTO Ta XIMIYHOTO AOCHIKEeHHS. J1st ineHTudikamii nux crojiyk 3py4HO BUKOPHUCTOBYBATH
IHTEHCUBHY CMYTy TOTJIMHAHHS B Y® cnekTpi (Ayaxe 344-361 HM), a TaKOK BH3HAYaTH XIM3CYB aToMa
dbocdopy B ciektpax AMP Slp, KOTpHH JUId 11i11B (3) 3HaXOAUThCA B Alanas3oHi O, —=5.4 + -6.9 m.u., a
11 ocdonieBux coneit (2) 8, 17.5 + 20.3 m.u. Hosi 6idineHi pearentn (3) Baanocs 3acTocyBat in
SitU  ans  UUKIOKOHJAGHCAI 3 XJIOpaHTiApHIAMH KapOOHOBUX KHCIIOT, CIPKOBYIJICIIEM Ta
aIuIIi30TIONiaHATaMU, SIKi PUBOATE 10 BIJIMOBIIHUX MOX1THUX OKca3ouy (7) Ta tiazony (8, 9). Heski
13 IpeIcTaBHUKIB CTPYKTYP (7) Ta (8) BKe CHHTE30BaHi paHille IHIIUMH crioco0amMu 1 Tomy OyaoBa ix
HE BUKIUKaE CyMHIBY. lle 1ae MOXIMBICTD BH3HAUUTH SIBHY PEriOCENEeKTUBHICTh TaKHX
[UKJIOKOH/IEHC AN, B SKUX Oepe ydacThb CHOYATKy HYKJICOQUIbHUH 1TiaHUMl 1eHTp OidinpHuX
peareHTiB (3), a TOTIM eNEKTPOPUIPHUN MEHTP IMIIOUIXJIOPUIHOT TpymH. Y TpenapaTuBHOMY
BiJTHOIIICHHI 0COOJUBHiI iHTepec mpenactasisie neperBopeHHs: (3)e (6)e (9), 60 BOHO NPUBOAUTH 10
HOBOT'O THIy cTa0imi3oBaHuX (ocdoHieBUX 1MiAIB Tia3oibHOrO paxy. Ha cxemi 1 3a pagu mpocrotn
HaBeJ/IeHa JIMIIE HEMosIpHa rpaHu4Ha cTpykrypa (9), a HacmpaBai BaXIIMBIIIY POJIb BiAIrparOTh Taki

MOJISIPHI CTPYKTYPH:



Bxnax imignaoi crpykrypu (9-1) Bece K Taku HE € 3HAYHHM, OO I1i CIIOJYKH HE BCTYIMAIOTh B PEAKIIIIO
Birrira 3 n-HiTpoOEH3aJIBJETIIOM HaBiTh Y XOPCTKHX yMOBaX. bijbllle 3Ha4eHHS MalOTh, OYEBHUIHO,
crpykrypu (9-B1 i 9-By), mo no3Bojsie He TUIBKM MOSACHUTH iX 1HEPTHICTH MO BiJHOUICHHIO 10
KapOOHIIBHUX CITOJIYK, ajie¢ ¥ HasBHICTb B Y@ CIEKTpax JOBrOXBHJIBOBOiI CMYTH MOTIMHAHHS (Ayaxkc
385-390 HM), sika 0OyMOBJIEHAa OYEBHUIHO BHYTPIITHBOMOJICKYJISIPHUM TIEPECHOCOM 3apsiay
xpomodopi 3HayHOi NOBKUHU. Ockinbku aedocdopumoBanHs crnoiayk (9) 3a JOMOMOrorw peakuii
Birtira BUSBWIOCH HEMOXIWBUM, JIOBEJIOCh pO3POOMTH IHIIMKA  JIAHIIOT  TEPETBOPEHB!
(9)e (10)e (11)e (12), sikmit mpuBIB 10 HOBUX MOXIMHUX 1-Tia30-5-11TETPa30Iy, 110 BXKE HE MICTAThH
dochopy. Ipomixkni imigoinxmopuani peareHtd (10) MoxyTh OyTH BHUKOPHCTaHI 1 JJig OaraThox
CUHTE31B, MO IIe OiJbIIe IMOCUIIIOE TpenapaTUBHY IIIHHICTh UmiaiB-OerainiB (9), a Takox ix

MOTepeTHUKIB — OidinbHUX peareHTis (3).

2. Moaungikauis ¢pocdoHnieBUX iTiiB 32 JOMOMOro010 MOJTiEHTPOBUX a30TOBMiCHUX

eJIEKTPO(IIbHUX areHTIiB Ta il 3HAYEeHHS B CHHTE3aX HOBHUX MOXiIHUX 0KCA30J1y Ta Tia30.1y

CucremMaTu4He BHBUCHHS aMiJIOATKUTIOBAaHHS NOCTYNMHUX (OchHOPOBMICHUX CyOCTpaTiB THITY
PhsP=CHX, me X=CN, COOAIlk ta COAr, npuBeio A0 CHHTE3y psAay Au- 1 TpuyHKIIO-
HaJbHO3aMIMIEHUX UTiIIB, IO OOOB’SI3KOBO MICTITh aMijHy Trpymy. J[leski 3 HHUX BHUSBHIUCH
BOXIMBUMH pEareHTaMu I MOJANbIINX TeTeporukii3amniid. Tak, mpoayKTH aMigoQeHamIIOBaHHS
tpudenindochopaninigenaneToHiTpuiy (15), 10 mpeacTaBaeHi Ha cxeMi 2, JeTKO MUKITI3yI0ThCS MIPH
HarpiBaHHi J10 100°C y nonidocdopHiid kucaoti. [Ipu mpoMy yTBOPIOIOTHCS, OUYEBHIHO, MPOMIKHI
npoayktu (16), xkoTpi MOXyTh a00 JeKapOOKCHIIIOBATHUCS, a00 BCTYIMATH Y IHMKJIOKOHACHCAIIIIO,
noniony Ha peaknito @pigens-Kpadrca. OOuaBa HanmpsMKM LUX TE€PETBOPEHb JOBEACHI
eKCIIepUMEHTAIbHO, 00 3 peakIiifHOl CyMill BAANOCS BUIUIMTH 13 3310BUIbBHUMHU BUXOJAaMH 1 2-apuil-
5-peninokcazon-4-inmetmndocdonieri comi (17) 1 hochopoBMicCHI TOXITHI 2-apHiI-5-TiIPOKCUHAPTO-
[2,1-d]okcazomiB  (18). bymoBy mepmmx i3 HHX BCTAHOBIIEHO 3a JOMOMOIOI JIY)KHOTO
nedocdopuintoBanHs, KOTpe MPUBEIIO 10 BiIOMHX 2,5-aiapmii-5-metusokcaszonis (19), a 6ynoBy oaniei
13 cionyk (18) Branocst HafiitHO TOBECTH 3a JOIIOMOTOI0 PEHTTEHOCTPYKTYPHOTO JOCIIJKEHHS (JIUB.

uc. 1).

®docdoniei com (18) merko mnepeTBoprolOThCS y HaactabumizoBaHi wmigu (20), sxi He
BCTYIAIOTh y peakiito Birrira. OgHak MOXKHA HAAISITUCH, 110 TICIs HAIPaBICHOT MOAU(IKAII] CIIOIyK
(18), xoTpa mpuBena 6 10 3HUKHEHHS PYXJIMBOTO aTOMa BOJHIO, Jy)HE JNe(oCcOpUITIOBaHHS CTaHE
MOXJTUBHM.

JIist cuHTE3y HOBUX TOXITHUX OKCa30iy, KpiM peareHTiB (15), Bmamocs mMMpPOKO 3aCTOCYyBaTH
OPOAYKTH  TpUEAHAHHS  HaijpoctynHimmx  ¢ocdonieBux  imipie  (22) go  1,2,2,2-

TeTpaxyoperuiizonianaty (23). Ilpu 1mpoMy YyTBOPIOIOTBCS, SIK IOKa3aHO Ha cxemi 3, Oi¢inbHi



peareHTH (25), KOTpi MICTATh 3 OJHIEI CTOPOHM, HYKJICODUIBHWH 1TITHUN MEHTp, a 3 APYroi —
enexktpodinbae yrpymoBaHHs CCI3CHCINHCO-, korpe xapaktepHe i Oaratbox N-1,2,2,2-
TepaxJOpPETHIIaMiliB KapOOHOBHUX KUCJIOT, NOCHIKeHUX paHimie. Came 11e YrpyrnoBaHHs Oepe y4acTh
B MpoIiecax IliaHyBaHHs, CyIb(GOHUTIOBaHHS Ta (HOCHOPUIIOBAHHS, SKI MIPUBEIN 0 HOBHX PEarcHTIB
(26-29), 1110 BUSBHUIMCH MPUAATHUMHE JIJISI OTPUMAHHS I[LIOTO Py HOBHX (HDOCHOPOBMICHUX MOXITHHX
5-aminookcazony (30) i 5S-mepkanrookcazony (31). OckinbKu 11i TEPETBOPEHHS €, 1O CYTi, YaCTKOBUM
BUIIAKOM J0Ope BUBYCHHMX paHIIlle MHMKJIOKOHACHCAi HAa OCHOBI €HaMiJiB 3araiabHOi (opmynu
Cl,C=C(X)NHCOR, ne X — pi3HOMaHITHI €JIEKTPOHO-aKICIITOPHI 3aMICHHKH, HE OYJI0 HIIKOI TOTpeOH
B CIICLIAILHOMY IMATBEPKEHHI HAasSBHOCTI OKCa30JIbHOTO KibIlsd B crnoiykax (30, 31). 3ayBaxkumo
JUIIIe, 10 HasIBHICTH LmiHOTO parmenTa y crnonykax (30) moBeneHa 3a JOMOMOror0 peakiii Bitrira, a
cnonyku (31) Bmanocs aedochopuitoBat 3a JOMOMOTOK MOCIIJOBHOTO JIY’)KHOTO PO3IICTUICHHS, a
MOTIM KOHJIEHCAIlIT 3 apOMaTUYHUMHU anbjerigaMu [nuB. neperBopeHHs (31)e (33)e (34) Ha cxemi 3].

Takum 4MHOM, BBEJCHHS ULTIIHOTO YIrPYMOBAaHHS B IOJIOKEHHS 2 OKCA30JIbHOTO KUIBLS Mae
1mo3a BCSKMMH CyYMHIBaMHU IIpelapaTvBHE 3HAYCHHS NPUHAMMHI U1 ToJanbmioi  Moaugikarii
3aMICHUKIB y IIbOMY TOJIO’KEHHI. Pa30oM 3 1IUM € CyTTEBI MIJCTaBU BBaXKATH, 0 cepa 3acCTOCYyBaHHS
HOBUX TIOJNIIEHTPOBUX peareHTiB (25-29) € 3HaYHO MUPIIO 1 iX BAACTHCS BHKOPHCTATH IS
OTpPUMaHHS HOBUX MOXIJHUX HE TUIBKU OKCA30Ily, ajle i 1HIIUX a30TUCTUX TeTePOLIUKIIIB.

Kpim mommdikamii ¢ocdonieBux imimiB 3a gomomororo 1,2,2.2-teTpaxiopeTuiiizomiaHary,
BOKJIMBOIO BUSBHWIJIACH TaKOX IOCHTIIOBHa 00poOKa iX ameTusi30TiOlIaHaTOM, a MOTIM amiakoM. B
pe3yibTaTi MBOTO 3PYYHOTO CIOCOOY BAAOCS 3aMIHMTH aTOM BOJHIO OUISL LTiHOTO IIEHTpa Ha
TiokapbamoinbHy rpymny [auB. neperBopenHs (23)e (36)e (37) Ha cxemi 4]. PazoM 3 HEMOISIPHOIO

TPAaHUYHOIO CTPYKTYpOIo (37), BapTO B3SATH JI0 YBAry IIe ¥ Taki TPH MOJSPHI TPAaHUYHI CTPYKTYPH:

Bkunag inigHoi crpykrypu (37-1) He € 3HauHMM, 0O IIi CHOJIYKM HE BCTYNAIOTh B peakiito Birrira 3 n-
HITpOOEH3aIbJIET1IOM HaBITh Y dKOPCTKHX yMoBax. OTxe cyMapHUi BKJIag OeTaiHOBUX CTPYKTYDp (37-
b1) ta (37-b;) 3Ha4HO OUIBIIHI, IO TO3BOJISE MOSCHUTH ITIJIKOM CIIPSIMOBaHY B3a€MOJIIIO IIMX CIOJYK
3 pI3HOMAHITHUMHU O-TAIOTCHKAPOOHUIBHUMH areHTaMH, a TaKOXX XJIOPAlETOHITPUIOM Oe3 yd4acTi
imigHOTO 1eHTp (AMB. cxemy 4). Xoua BCi Il MpenapaTuBHI IUKJIOKOHIEHCAIT JIETKO aCOIIIOIOTHCS 3
BiZJOMOIO peakiieto ['anua, 6ynoBy crnonyk (38-41) mpuiiocs Bee K TaKu HaJiiiHO BCTAHOBJIIOBATH,
Oepy4d 10 yBaru MOMIIEHTPOBHA xapakTep cyoctpariB (37). [Ipu 11b0My BaXXIIMBI MATBEPKEHHS X
CTPYKTYpH OyJM OTpMMaHi He TibKH 3a jgomnomororo [Y ta SIMP 'H CHEKTpiB, ajie ¥ XIMIYHHX
nepeTBopeHb. Tak, mpoaykT uukiokonaeHncanii (40) mpu HarpiBaHHi 3 COJSHOIO KHCJIOTOIO
MEPETBOPIOIOTLCS Y BioMy 4-(peHinTia3omn-2-utonroBy Kucioty (42), a crabimizoBani imimu (41)
BJIaJIOCS] HAA3BUYAWHO JIETKO Je(GoCPOPUITIOBATH 32 TOTIOMOTOI0 O€3BOIHOTO XJIOPOBOIHIO B JIbOASHIN

ONTOBIM KHCIOTI 1 OTpUMATH 3 BHUCOKMMH BHXOJaMH BIAINOBIMHI S-amumiamiHo-4-¢eHin-2-



mianoMeTunTiazonu (44), KoTpl CHHTE30BaHI TaKOXX HE3aJCKHUM CIIOCOOOM — peakiliero ['aHua Ha
OCHOBI 700pe BigoMoro TiomiaHaneramiay (45). He BukiroueHo, mo mnpu B3aemonii umimiB (41) 3
0€3BOJJHMM XJIOPOBOJHEM B OLTOBIH KHCIOTI YTBOPIOIOTHCS NPOMIXKHI (pocdopanu, sKki MOXKYTh

PO3MIEIUTIOBATHCH Yepe3 MUKITIYHUNA MTepeX1THUI CTaH:

Cdepa 3acTocyBaHHS TAaKOTO KHUCIOTHOTO po3iierieHHs 3B 513Ky C—P B moBHIi Mipi 1je He BUSICHEHA,
ajie BXKe 3apa3 3po3yMijio, Mo Ieil mporec He € crenudiuHo 0cobmuBicTIO auine GocGOopOBMICHUX

MOX1THUX 3aMIIIEHUX Tia30JIiB (IMB. pO31ia 3).

3. 3nauenHs pocdonieBuX L1iaiB, cTA01Mi30BAHNX HITPHJIBLHOIO I'PYIIOKO i FAPA30HHUM

¢dparmeHTOM 1JIS CHHTE3Y HOBHUX MOXITHUX MiPa30J1y Ta 1Oro KOHJIEHCOBAHUX AHAJIOTIB

Jlnist oTpUMaHHS HOBUX THIIB (POCHOHIEBUX LTiIIB, IO MICTATH TiApa30HHE YIPYIOBaHHS, HAMH
BIIEpIIIE BUBYEHI KOHJAEHCAIlli JocTymHOi 2-MetunTio-l-mianoBinuidocdonieBoi com (41) 3
TiApa3suHOM, apuiTiapasuHamu, aruiriapazuaamu, N,N-muMeTunriapasuHom, 2-11iaHOETHIITIIPa3nHOM
Ta 2-TiApa3uHOOCH30MHOIO KHUCIOTOW. be3 0coO0nMBUX yCKIATHEHb peakilisi MPOXOIUTh 3
apunrigpazuaamMu i N,N-gumerunrigpa3vHoMm, WO TPUBOIUTH CIOYATKY 10 BIANOBIAHHUX 2-
rigpasuHo3amimenux 1-manoBinuidochonieBux comeir (48, 50), sKi JIETKO MEPETBOPIOIOTHCS Y
criopiziHeHi crabimizoBani wniau (49). Taki 1migu HE 3MIHIOIOTHCA y TPUCYTHOCTI OCHOB, ajie B
KHCIIOTHOMY CEpPEIOBHUIII BOHH, K TMPABHIIO, JIETKO ITUKII3YIOThCS, III0 BUKOPUCTAHO, HATIPUKIA, JIS
PO3pOOKH MpenapaTUBHOIO Croco0y oTpuMaHHs 4-hocoHieBUX MOXiAHUX S-amiHo-l-apuimipazonis
(51, R1=Ar, nuB. cxeMy 5). IlomiOHi 1-amwmi3amiiieHi aHAJOTH AY)K€ HECTIWKI 1 MPU HarpiBaHHI B
CIUPTI JIETKO JICAlMJIIOIOTHCSA, IO TPHUBOAUTH 110 HEBiIOMOro 4-GpocoHIEBOTO MOXIAHOTO 5-
aminonipazony (52). HasBHicTe mepBUHHOI amiHorpymu y cnoiykax (51) moBemeHa He TiJIbKH
CHEKTPATILHUMHU METOJaMH, ajie ¥ alMIIOBaHHSM, KOTPE MPHUBEIO 0 HOBOTO THUITY CTa0LII30BaHMX
UTiAiB mipazonabHOTO psny (54), KOTpl HE BCTYMarmTh B peakilito Birrira, a mius nedochopunroBanas
OyB po3poOncumii cremianbhuii  naHior neperBopeHb:  (54)e (55)e (56)e (57)e (58), skuit
MIPE/ICTABICHHUI Ha CXeMi 5.

Ha BigMiHy Bif apwiriapa3uHiB, TiApa3suHTIAPAT CKIaAHIIIE B3aemMoie 3 peareHToM (47). [lpu
IIbOMY YTBOPIOETHCS 3 BUCOKUM BUXOJIOM HOBUM HajcTadimi3oBaHuil Oic-umia (59), skuil HEe BCTyIae B
peakiito Birrira, ane erko mMKII3yeThCs IPU JOBFOMY HarpiBaHHiI B OLITOBIM KHCIIOTI 3a CXeMOIO 6.
SIKImo 710 peakiiiiHoOi CyMmimmn Mmicis HarpiBaHHS JOJATH TepXJopaTr HaTpilo, TO B 0CaJ] BHUIAJA€
nepxyopat S-amiHo-3-Tpudenindocdonionipazuno| 1,5-a]uipumiaua (63), OymoBy SKOro HaIiiftHO
JOBEZICHO 3a JOMOMOTOI0 PEHTI€HOCTPYKTYPHOTO NOCTIKeHHs (auB. puc. 2). Takum uuHOM, TpH
yTBOpeHHI crnionyku (69) onna TpudeningdochonieBa rpyma eniMiHy€eThCsl Y KUCIOTHOMY CepeIOBHILI 3

MipUMITUHOBOTO KUTbLA, a BiJIIEIUIEHHS Apyroi TpudenindochoHieBoOi rpynu BIAIOCS 3AIMCHUTH Y



JTY’)KHOMY CEPENIOBHINI, IO TMPHUBEIO 10 S-amiHomipaszoino[l,5-ajmipuminuny (64), koTpuili He
BJIABAJIOCS paHillle OTPUMATH TPATUIIfHUMU crioco0amMu, Xoua HOro YMceNbHi 3aMillleH] aHaJIOTH BKe
ormucani B miteparypi. Ilo anamorii 3 meperBopeHusiMu (47)e (59)e o (63) Bmamocs 3mificHUTH
CHHTE3M MOAIOHMX KOHJeHCOBaHUX crnoiyk (69, 70), mo mpeacrasieni Ha cxeMi 7. TakuM umHOM,
[IUKIIOKOH IEHCAIli1 3amimieHol BiHuIpochoHieBoi comi (47) 3 iApa3MHOM Ta HOr0 MOXITHUMH MPUBEIN
0 TaKuX TMOXIAHUX Tipaszoiy, mipasono[l,5-ajmipumiguny Ta mipasono|1,5-a]xinazominy, KoTpi
panime He Oynmu nmoctymHi. CaMe y TakuX BHUMAJKax MepeBard Tak 3BaHUX. GOCPOHIEBUX CHHTE3IB
TeTePOLUKITIYHUX CIIONTYK TMPOSIBISIFOTHCS OCOOMMBO HATTSAHO, IO CTUMYJIOE TOMANBINI MONIYKH

NEepCHeKTUBHUX (POCHOHIEBUX peareHTIB I PI3HOMAHITHUX TeTEPOLMKIIi3aiil.

Puc. 2. 3aranpHuii BUISIA  KaTIOHHOTO  ()parMEeHTa MOJICKYJIH Mepxjopary  S-amiHO-3-

tpudeniadochoniomipaszono[1,5-a]mipumiauny (63).

Bucnosxu

1. Iloka3aHo, 1O AOCTYNHI aruiamiHOMeTHI(oc(oHIEBI cOMi MpU TMOCHIIOBHIA 00poOIi
MeHTaxJIo0puaoM (ochopy Ta TPHETHIIAMIHOM NIEPETBOPIOIOTHCS y HEBIIOMI paHimie ¢ochoHIEB LTian
tunny RCCI=NCH=PPh;. bidinsHa mpupoma 1ux pearcHTIB MPOSBISETHCSA Y IUKIOKOHICHCAINSIX 3
XJIOpaHTigpuaaMi KapOOHOBUX KHCIOT Ta auWiIi3oTioliaHaTamMH. Y TepIIoOMY BUIAAKY OTpHMaHi
BIZJOMI MOXIiJHI OKCa3oily, a y JIpyromy — HoBi 4-Tpudeniadocdo-paninaigeHoBi moxigHi 2-apui-5-
arIiMIHO-2-T1a30JIiHIB.

2. 3HaiaeHo, 10 MPOAYKTH MPHUEIHAHHS MOMIpHO cTalOuTizoBaHUX (ochoHieBUX 1IiAIB 10
1,2,2,2-teTpaxiopeTuiizoniaHaTy MIiCTATh XapaKTePHHUH MOJTIIEHTPOBUN (pparMeHT ,
KOTpUH BiAirpae BaXIMBY pOJb B CHHTE3aX WUIOTO psAAY HOBUX TpU(DYHKIIOHAIbHO3AMIIIEHUX

OKCa30J1iB 3arajgbHO1 (HOpPMYITH

Jleski 3 HUX Bhanocs nedochOopuiIioBaTH CHOYATKY 32 JOMOMOTO0 JIY>KHOTO PO3ILICTUICHHS, a MOTIM
peaxiii Birrira.

3. JloBeneHo, MO TPOAYKTH amimodeHanuaoBaHHss TpudeHindochopaHiIiIeHaeTOHITPUITY
IUKT3YIOTECA TPU HarpiBaHHi B 1OdiGOCHOpHIN KUCIOTI 1 JAIOTh CYMIII CIIONYK, 3 SKOI TICIsS
00pOoOKHM TepXJIOpaTOM HATpPir0 BuAUIeHI 3 BuxoioM ~40% HOBI moximHi HadTto[2,1-d]okcazomy

3arajpHOil (hopMyiH

bynoBy oanoro i3 aux (R=4-CH3CgH,) HamiliHo BCTaHOBICHO 3a JOMOMOT0I0 PEHTI€HOCTPYKTYPHOTO

JIOCIIKEHHS.



4.3’scoBaHO, IO TMOCTiJOBHA 00poOKa HaWmocTymHIimmx (ocdoHieBUX UTIIB CHOYATKY
alleTUII30TIONIaHATOM, @ IIOTIM amiakoM TMPHUBOJUTH JO HEBIAOMHUX paHillle pearcHTiB THILY
Ph3=C(X)C(S)NH,, ski jierko BCTYNaroOTh B IMKJIOKOHJICHCAIIIO 3 PI3HUMHU O-TaJIOTCH3aMIIIICHUMHU
KapOOHIILHUMH CTIOJIYKaMHU Ta HITpuiIamMu. B pe3ynbTaTi OTpuMaHO YMMajo HOBUX MOXIIHHUX Tia30iTy

3arajabHO1 OPMYITH

Jlesiki 3 HUX JyKe JIeTKO 1e(hocOopUiTioIoThCsl 0€3BOIHUM XJIOPOBOIHEM B OITOBIH KUCIIOTI.

5.Iloka3zaHo, 1m0 3amitieHi BiH1AGOChOHIEBI COMI THITY , KOTpI
CIIOPIJIHEHI 3 UTi1aMu CTaOUTI30BaHUMH apWIIT1APa30OHHUMU TPYIIaMU, TIPU HarpiBaHH1 MUKITI3YIOTHCA 1
Jal0Th 3 BUCOKUMU BUX0/10M 4-(ocoHieBl MOXITHI S-aMiHO-1-apuimipa3oniB, OyJJOBY SKHUX JIOBEIEHO
3a JOIOMOTOI0 JTYXHOT0 J1e(hocopuItoBaHHS.

6. 3HaiigeHo, 10  AOCTynHHME — HaacrtabimizoBanuit  Oic-imix  PhgP=C(CN)CH=N-
N=CHC(CN)=PPh3 ue BcTymae B peakiiiro Birrira HaBiTh y JKOPCTKHX YMOBaXx, ajic IIPHU HarpiBaHHI B
OLTOBIM KHCIOTI IIKOM CIPSIMOBAaHO IMKII3Y€Tbcsd 1 micast OOpOOKM MepXjopaToM HaTpiro
NIEPETBOPIOEThCA Yy Tepxiopar S-amino-3-Tpudenindocdonionipazonol1,5-ajnipumiauny, OynoBy
SIKOTO HAQAIHO TOBEJCHO 3a JOTIOMOTOI PEHTTEHOCTPYKTYPHOTO mociimkeHHs. [ledochoproBanHs

IIBOTO MPOAYKTY, IO € BAXJIMBUM Y MPENapaTUBHOMY BiHOIIICHHI, 31HICHEHO 3a CXEMOIO:

7.CucTtemMaTuyHe BUBYEHHS IeTepPOLUKIIi3alliif Ha 0CHOBI Moan(pikoBaHUX (POChOHIEBUX 1TiJIIB

3 peaKI[iiHO3JaTHUMHU a30TOBMICHHUMH TPYIIaMH:

NPUBEJIO O CHUHTE3y Oarathox HOBHUX (HochOpPOBMICHHX MOXIAHUX OKCA30Jly, Tia3oiy, Mipa3ony,
Terpasony, HadTo[2,1-d]Jokcazony, mipazono[l,5-a]mipumiguHy Ta mipa3ono[l,5-a]xiHa3zomiHy.
HedochonpumoBanHs ix JuIIe 3pifKa BAAE€TbCS 3MIMCHUTH 3a JOMOMOTor peakiiii Birrira, mpore
3HAYHO YacTillle MperapaTUBHE 3HaYEHHS Ma€ Jy)KHe abo KUCI0THE posmerieHHs 3B sa3ky C-P. Came
3 1i€l0 OOCTaBMHOIO IOB’s3aHA MEPCIEKTHBHICTh IIMPOKOTO 3acTOCYBaHHS (DOCPOHIEBUX UTIAIB 3

a30TOBMICHMMH TPYNIaMH B CHHTE3aX MOX1IHUX PI3HOMAHITHUX FeTEPOLUKIIYHUX CHCTEM.
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