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HEHACHYEHI AJTI®ATHYHI KAPBIHOJIM (AMITHOKAPBIHOJIN),
IX TETEPOIIMKJII3AIIISA

Hmyp 10.10.

eparcasnuii suwuli HABYAILHUL 3AKNA0 KYHC2OPOOCHKUL HAYIOHAILHULL
yrieepcumem»», 88000, m. Vowccopoo, eyn. @edunys 53/1

PosrnsnyTi pe3ynabraTH po3poOOK aBTOPOM CHOCOOM CHUHTE3Yy allipaTHYHUX HEHACHYCHUX
kapOiHoniB  (amiHOKapOiHOMiB). JlOCHi/KeHHS HEHACHYCHUMX aMiHOKAapOiHOMNIB MOKa3zalo, IIO0 He
HyKIeo(MUTBHICTE eNneKTpomoHOpHUX Tpyl (aMiHOTPYI) y MOIEKyJaxX aMiHOKapOiHOMiB, a BHTigHA
KOH(pOpMAIlisi MOJIEKYJI CIPHS€E CTEPEOHANpPABICHOMY CHHTE3y 3 BHCOKHMMH BHXOIAMH HAaCHYCHUX
HITPOTEHBMICHUX TeTEPOLUKIIYHUX CIIONYK CIIOCOOOM TajloreHOreTeponyKiIizanii. BuBueHa crepeoximis
MOJICITEHOT CIIOJTYKHU 1,1-iumeTrin-2-fogoMeTrI-3a-T1 APOKCUIIEPIi IPOiH AT Hi i Honmmy 3
BUKOPHCTAHHSM PEHTT€HOCTPYKTYPHOT'O aHaJIi3y.

I. BCTYII

3a ocTaHHIW Tepioa 30UIBIIUBCS iHTEpEC
10 KapOiHomiB (aMiHOKapOiHOMIB) 3 1BOMa i
TppbOMa  HEHACHYCHUMH  pajuKalamMH, SK
HaJ3BUYAHO PEaKIiMHO3MIaTHUX peuoBHH. KpiM
3BUYAMHUX  peakiid, SKi XapakTepHi ISt
HEHACHYEHUX CIOJYyK 1 CHOUPTIB, BOHHU
BOJIOJIIOTD CBOEPITHUMU XIMIYHIMHA
BIIaCTUBOCTAMHU. Tak, Hampukiazn, Keppom i
Kaiimen 3ampornoHyBanu BUTOHYEHHH METOJ
OJlepKaHHS HEHACHMUYEHHX KETOHIB B3aEMOJIEI0
TPETUHHUX  CIOHUPTIB  aliJIOBOTO  TUIy 3
OLIETOONTOBMM €ecTepoM abo aukereHoM [1-4].
[Ipu upOoMy OmEpKYIOTH LiHHI KapOOHUIBHI

CIIOJTYKH 130IPEHOBOTO psay, SIK1
BHKOPHCTOBYIOTBCSL  JUISl  CHHTE3y  IaxydHx
peyoBMH,  BiTaMiHiB Ta  crepoimiB  [2].

Henacnueni amiHOKapOiHONMM € COIPUSATIWBI IS
CTEpEOHANPABICHOTO CHHTE3Y 3 BUCOKHMH
BUXOJIaMH BKJIMBHUX PI3HOMAaHITHUX MOXITHUX
HACHUYCHUX HITPOTCHOBMICHHX TETEPOIUKIIB
criocoboM ranorerorerepornukiizamii [5-10]. Ha
OCHOBI MOJICTTLHUX HEHACHUYCHWUX aMiHOCTIMPTIB
CHHTE30BaHI HOBI IMEPCHEKTHBHI NpemapaTtd —
MOXiMHI  HOBOKAiHy, aHECTE3WHYy, €CTEpiB
OcH3eHOBOI KHCJIOTH. BuBueHHs (i3iogoridyHoi
Jii TaKUX CIHOJYK JAJ0 MOMKIIHBICT BHSCHUTH
BIUIUBY KpaTHUX 3B’S3KIB Ha aHECTE3yluy
3maTHicTs mpemapatiB [11]. V coemiamizoBaHmx
(dapmakonoriunux  snadopatopisx:Cereacbkoro
yHiBepcuTeTy, Yropcbka Hapomna Pecmy6mika
(3aB. xagempu mpod. Minkep Emin), Burmis

CPCP — 110 MOCKOBCBEKOTO MEAIHCTHTYTY iM.
I.M.CeuenoBa (3aB. Kadeapu (hapMakoJorii
¢dapmanestuunoro Qakynsrery Kynpin O.M.,
I.M.H., Tpo¢.), BIHHUIBKOTO MEIIHCTUTYTY
(3aB.xkaenpu dapmakomnorii Cromstpuyx O.0.,
IM.H.,, 1pod.) TpOBEAEHUH  IEPBUHHUI
CKkpuHIHT ((papManeBTHYHE MOCHIPKEHHS Ha
TOKCUYHICTh Ta ¢izionoriuny JTiT0)
CHUHTE30BaHMUX aBTOPOM 3 VYUYHSAMH 3HA4HY
KUJIBKICTH HACUYEHUX MMOX1THUX 3a-
TiAPOKCUTIIEPTiAPOIHAONY. JocmimkenHs
BUSIBIUIM I[IHHUH Matepial KOpesmii ITOMiX
XIMIYHOIO OyI0BOIO 1 (hapMalleBTHYHOI [II€I0
ux cnonyk [11-14]. XapaktepHe Ui HUX € Te,
Mo Maibke BCi BOHH KPUCTATIYHI TPOAYKTH,
PO3YMHHI y BOII Ta CHHPTI, IO 3HAYHO CIIPHUSIE
iX JanpmioMy TIHOOKOMY JOCHTIDKEHHIO —SIK
010JI0TIYHO aKTUBHUX Npenaparis. Jlocmimkennit
AHTUMIKpPOOHMH CHEKTp mii  CHHTE30BaHHUX
HOBUX TOXiJHMX HACUYCHUX HITPOTCHOBMICHHUX
TeTEePOLUKIIIYHUX CIONYK (IPHBEICHUX BUIIE)
0 BITHOIICHIO 10 12 BHIIB MIKPOOPIaHi3MiB:
KHMIIKOBOI  MMAajO4yKH, CTadioKoKy Oinomy,
cramiokoky 3omorucromy 209, majmouku
ckiepemu, o3eMu Dpiieraaepa, majsovuku CUHE-
3€JICHOTO THOS, IPOTEIO0 BYJIbIapHOMY, CapIUHE,
CEHHOI TaJlOYKH, CHOMPPES3BEHOI MalOYKH Ta
kaHnuaaM. JloCi>KeHHS BUSBUIIH, 110 XapaKTep
Iii pEevYOBHH OCUTHh PI3HOMAHITHHA Ha TECT-
MIKpOOH, SKHMI 3HAXOIWUTHCS, HAMPHUKIAT IS
Moxianx 3a-TiAPOKCHUIIEPTiAPOIHA0TY — B MEXKax
25-39mkr/mi [8, 14].
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. MOAEJIbHI HEHACHUYEHI
AJNI®ATUYHI KAPBIHOJIA (CITUPTH) 1
AMIHOKAPBIHOJIN

lla. Henacuyeni ajigaTuuni kapoiHoau

B crari npuBenmeni po3pobiieHI HaMH
CIOCOOM  CHHTE3Y MOJCIHBHHX  TPETUHHHX
amiaTHYHNX HEHACHYECHUX CIUPTIB 3 ABOMA i
TPbOMa HEHACHYEHHMH pafukagamu (Tabm.l)
[15-17] 3a pmomoMorow MarHiOpraHiYHOTO
CHHTE3y, 3 BHKOpPHCTaHHSAM MeToaiB ['inpMaHa,
Hopmana [18, 19].

Kap06inon Il CHUHTE3YBaJIN 3
BUKOpUCTaHHIM (OpoHY B OAHY 1 ABiI cramii.
HeouikyBanus Oyino Te, IO TpH MPOBEACHI
peakmii MiX TPETHHHUM OYTHIXJIOPHUIAOM i
(hOopoHOM B MPUCYTHOCTI MarHito B OAHY CTaJilo
BUXxoau kapOiHony |l maiixe y nBa pa3u MeHIII
(10-14%), mi>x mpu omepXaHi HOro 3 THX XKe
pearenTiB y aBi ctamii (21—26%).Baxnuso, mo
Buxif KapOinomy |l cranoBute 66%, skiio
CHHTE3 3 THMH K€ peareHTaMH IPOBOJHUTH Y IBi
cTafii 3 BHUKOPHCTAHHIM 3aMiCTh €Tepy SK
KOMIIOHEHTa peakii TeTparigpodypany.
AHAIOTI4HI pe3yabTaTH OTPUMaHI 1 Y HACTYITHHX
CHHTE3aX KapOiHOJIB 3 BUKOPHCTAHHIM (hOPOHY.
Jns xap6inomy XVII (Tabm.1): mpu npoBeneHi
peakuii Mix ¢QopoHom 1 Opomarhidamiiom B
oIHy crajito Buxia HesHaunuii (18%),ane y aBi
crafii 3 moTepeiMm OTPpUMaHHSAM
Opomarhidaniny mo wmeroxy [imepmana [18],

Buxig  KapbiHomy — XVII TaKoOX  Pi3KO
36inbmyerses (52%).
Haii0inpm iMOBipHHH BHCHOBOK,

BUKOpPUCTaHHs (OpPOHY B MarHiiopraHidyHOMY
CHUHTE31, SK KapOOHITBHOI CHOJIYKH. TIpH
BUCOKHMX KOHIIGHTpALisSX peakTuBy [ puHBbspa
NPOXOAUTHh TpHETHAHHS B 1,2- MONOXKEHHS
O1IBIIIOT YaCTHHU MarHiHOpraHIIHOI CTIOIYKH 10
(dhopoHy, TOOTO YTBOpPEHHS KapOiHONY, a NpHU
MaJliX  KOHUEHTpaLisfiX  MarHiHopraHiqHoi
cronykd  (ogHa  cTamis) OpUHETHAHHSA 11
nepeBakHo g0 (GopoHy mnpoxoauts B 1,4-
TIOJIO’KEHHS — yTBOPIOEThCS KETOH [26)].
BuBUYEHHS CHEKTPOMETPUYHUM METOIOM
CTIKICTh 3 YacoM pPO3UYMHIB amidaTnaHux
KapOiHOMIB 3 OBOMa i TppbOMa HEHACHYCHHMH
pamvKagaMu y KHUCIOTaX pi3HOI NpHpomu 1
KOHIIGHTpaIlii, TMpu I[BOMY BCTaHOBIICHA
HasIBHICTH, 3aJIC)KHO BiJ iX OyIOBH, TBOX THIIIB
MakcuMmyMmiB nornuHaHHsS: npu  290-300 HM,
KM BiAmoBimae ankimkapOonieBuM ionam [8], i
npu 450-560HM — MiKaBUX Ta MEPCICKTHBHHUX
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JUISL JIOCITIDKEHHsST HOBHMX CIIOJYK HEMOBHICTIO
BCTaHOBIIEHOI HaMu ix Oymosu [20].

[Ib. Henacuueni amipaTuuni aminokapo6inoan

Hamm po3polbieni crmocoOu  CHUHTE3Y
paHilm HEBIJOMHX 1 CKIQgHUX 3a OyZO0BOIO
anmiaTHYHNX aMiHOKapOiHOJIB 3 1BOMa 1 TphOMa

HEHACHYCHUM panuKanamMH. Tperunsi
aMiHOCIIMPTH 3 JBOMa  HEHACHYCHHUMH
paauKanaMu  OfEp)KaHi  MarHilopraHiyHUM
CHUHTE30M Yy JBI cCTafii 3 BHUKOPUCTaHHSIM

€THJIOBOTO €CTEepPY JIETHIaMiHOOIITOBOI KHCIIOTH
[11, 21-24] §a6x. 2). HeBimomi pawnimn amino-
KapOiHOIH 3 TpbOMa HEHACHYCHUMHU
pamukamamu  (XVI, T1abm.2) omep:kaHi HaMH,
BUXOISYM 3 ecTepy (PeHiIaMiHOKPOTOHOBOI
kucnoru [21].

B pisHux HaykoBUX  Ja0opaTopisx
BUKOPHCTOBYETHCS B OpPraHIYHOMY CHHTE3i
memoo  I[wypa [22-24] — BBeJAcHHA B
aMiHOBMICHY OpraHidyHy MOJIEKYJIy aJiIbHOTO,
BIHUIBHOTO, ANKIIBHOTO, apWILHOTO
KOMITOHEHTIB B OJHY CTaail0 3a JOIIOMOTOIO
MarHiiopraiyHoro cunresy. B mitepatypi [25]

MOKa3aHO, 10 B OUIBIIOCTI BUMAJAKIB TIpHU
peakmii I'puHbsApa 3 diajdKiTaMiHOKETOHAMHU
BUXiJ]  HOPMaJbHMX  TNPOAYKTIB  peaxmii

HEBUCOKHM, BHACIIAOK MiABMILNEHHS €HOJI3amil
aMmiHokeToHIB. Hamn cnoemianpHi AOCHIIKEHHS
[26] mokasamu, 1m0 3 IIIBUINEHHIM
KOHIICHTpAIlii peakTuBy [ puHBspa, B peaxiii 3
aMiIHOKETOHAMH PiBEHb €HOJII3aIlil aMiHOKETOHIB

30UTBITy€eThCs.  EHOMI3amifo KETOHIB  MOXKHA
3MEHIIUTA 1 THAM CaMHAM 30UIBIINTH BHUXIJ
amiokapOiHOJMIB,  BUKOPHCTOBYIOUH  METOJ
cuaresy IImypa (cxema 1). Tak, cwuHTE3

MOJICTPHIX HEHACUYCHUX aMiHOKapOiHOIIB 3a
METOJIOM aBTOpa CTATTi JO3BOJISE 30UTBIINTU X
Buxig Ha 20-40%,npu 1bOMY Yac MPOBEICHHS
CUHTE31B 3MEHIIYEThCs B 3-4 pasu, y MOPIBHAHHI
3 panimre BizomuMm metonom ['punbspa [11, 23,
24] (rabm. 3). Hamii MomenbHI aMiHOCIIHPTH,
BHUJIIJICHI Yy BHUIJIAOl pimuH 31 crenuigaHuMH
TpaB’ssHUMH,  TpuObHUMH  abo  pUOHMMH
3arnaxaMd. BoHH MOXYTh OyTH BHKOPHCTaHi SIK
AHTUMIKPOOHI 3aco0HM Ta 1y (epOHOMHOI il B
60poTE6i 3 micoBuMu Kopoinamu [11]. BuBuenns
Y-, [IMP-criektpiB aminokapOiHomiB (cxema 1)
[22, 24] mokasano Ha YTBOPEHHS BHYTPH-
MoJtekysipHoro  BogHesoro 3B's3ky OH...D
(xondopmanis ). BomHeBuwid 3B's30k €
NPUYUHOI0  3cyBYy 4actor [YU-cmekTpiB y
KOPOTKOXBHIIBOBY 00macts A v = 90-25¢m ™.
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Tabauns 1. Pizuko-XiMiyHa XapaKTEPUCTHKA HEHACHYEHHX allihaTHIHKUX KapOiHOMIB.

Ne Ha3Ba kap6inoay Buxin T. kun. °C n 20 dzo
pe4oBUH (%) (p B MM), D 4
T. 1. °C
I 2,4-numetrn-3 Tp.OyTHIL. - 64 57-58 (4) 1,4405 0,8550
1,441enragien-3-0i
1] 2,6-numeTra-4 Tp.OyTHII. - 23 86- 87,5(5), 1,4695 0,8835
2,5TenTanien-4-o1 13 77-78 (2)
1"l 4-1p.0yTun-2,5Tenranien-4-on 80 68 (7) 1,4395 0,8416
v 4-1p.6yTrin-1,6TenramieH- 49 197,5 (746) 1,4670 0,8712
4-on
\% 4-tp.0yTHn-2,5tTenragien-4-on 61 106(9), 92(5) - -
T.m1. 28C
Vi 2, A-mumeTmi-2-renteH-5-i1-4-o1 45 69-70 (5) 1,4758 0,8885
VII 4-metnin-1,51entamien-4-omn 48 52-53 (7) 1,4530 0,8204
VI 2,4,6-rpumernn-2,5venragien-4-on 23 48-50(0,5) — —
1.1 5PC
IX 1-amin-2,5s1mmernin-3- 52 69-71 (7), 1,4710 0,8955
HMKJIONEeHTEH-1-011
X 2,4-TUMeTHII-2-TIEHTEH-3-0J1 39 92 (28) 1,4400 0,8398
(22,5C) (22,5C)
XI 4-tpet.0yTHn-4-rentaHon 41 96-97 (14) 1,4205 0,9977
Xl 4-niponieHin-2,5renragien-4-on 32 70-71 (10) 1,4648 | 0,8669
(21°0) (21°0)
Xl 2,6- numMeTHI-4-i30KpoTHia-2,5- 46 73-74 (1) 1,4785 0,8730
rentagieH-4-oi
XV 2,6-mumerni-4-npomniHin-2,5- 29 89 (6) 1,4855 0,8767
renramiia-4-oi
XV 4-izompornenin-2,5Tenramiin-4-o 6-7 39-41 (4) 1,4429 0,8718
XVI 4-nipomninin-2,6Tenraaiin-4-o1 25 146 (7) - -
T.au1. 137C
XVII 2,6-mumetun-4-anin-2,5venramies- 52 67-68 (5), 1,4802 0,8941
4-o1 18 90-92 (13) (16°C) (16°C)
XVII 4- amn-1,6TenrtanicH-4-01 58 72-73 (16), 1,4690 0,8812
15 192 (756) (21°C) (21°c)
Ta6auns 2. Pi3uko-XiMiyHa XapaKTEPUCTHKA HEHACHYCHHX aTiaTHUHUX aMiHOKapOiHOIiB.
Ne Ha3zBa aminoxap06inosy Buxin T. kun. °C 20 20
peyoBHH (%) (p B Mm), n D d4
T. 1. °C
1 2 3 4 5 6
XIX 3-(mietunaminomernn)-1,4- 52 65-67 (0,5), 1,4460 0,8790
TeHTaIi€H-3-0J1 73 (4)
XX 4-(niernnamiHOMeTHIT)-2,5- 55 78 (5) 1,4572 0,8767
renrtamieH-4-oi
XXI 4-(mietnmaminomeTnn)-1,6- 50 95 (8) 1,4590 0,8848
renramieH-4-oi
XXII 3-( mieTrmaminomeTun)-2,4-TUMETHII- 67 77 (1) 1,4565 0,8780
1,441enTanicH-3-01
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[TponopkeHHs TadI. 2.
1 2 3 4 5 6
XX 4-( mieTraMinoM eTwi)-2,6-THMETHII- 56 85-86 (3) 1,4684 0,8836
2,5TenranicH-4-on
XXIV 4 —(nieTmnamiHomeTwn)-2,5- 44 71 (3) 1,4430 0,8640
renrafiin-4-on
XXV 5-(mietunaminomernin)-2,2,8,8- 69 102-103 (1), 1,4569 0,8579
TeTpaMeTm-3,6-HOoHa1iiH-5-01 108-109 (2)
XXVI 2-( penin amino)-4-anin-2,6- 22 53 (4) 1,5502 0,9951
renrafiexH-4-oiu
Cxewa 1
- R R’ {CH=CH,
R ¢ HON EE‘H
e -___.- C S R\ __.,-" {- o, y IIJE_ (:}H"'\-\. -‘“\\.-""--' .
- 14 'H CH, ! ] ,|
bp. Lonscmcmmime Lo Lo 5= AON
~p 2 HONHCI) RS : 'CH. H
R
la-h lla-h 11
[ =MN(CH.,), R=CH R'=H (Tla)
MN{CH,), C.H, H (1lb)
N{CH.,), C.H. CH, (Ilc)
N(C,H.), C.H, H (IId)
N(C.H,), R=R'=CH, {Ile)
MN(C.H,), CH, H (TIf)
N(CH,). CH, H (Ilg)
NMO(CH.), CH, H (ITh)
Tabauns 3. Pi3uKo-XiMiyHa XapaKTEPUCTHKA MOAEIbHUX HEHACHYCHUX alipaTHIHUX aMiHOKapOiHOJMIB.
AmMino- Buxing T. kun. °C 20 dzo IY-cnexkTpn,
KapoiHoa (%) (p B MM), n D 4 v, em ™, CCl,
T. 1. °C
1 2 3 4 5 6
lla 60 95-96 (4) 1,454 0,8954  3410H), 1170 OH 1p.),
2950i 1415 CHsy),
1660 (@=CH)
IIb 54 148-149 (10) 15136 1,0588  31%1H), 1140 OH 1p.),

2780i 1410 CHa),

lic 72 144-145 (7) 15188 | 1,0394  335@), 1115 OH 1p.),
2980i 1455 (CH),

Iid 68 115-116 (14) 1,4715 0,9061  33@), 1160 OH mp.),
2945i 1460 (CHy),
1660 CH=CH)
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[TponokeHHs Tadu. 3.

1 2 3

4 5 6

lle 67 105-106 (2)

1,4623 0,8759  337WH), 1160 OH 1p.),
2945i 1455 CHy),
1660 CH=CH)

Iif 62 99-100 (2)

1,4560 0,8594  34561K), 1165 OH 1p.),
2960i 1465 (CHy),

1660 CH=CH)

113-115 (6)

1,4752 0,9286

3410H), 1170 OH 1p.),
2960i 1450 CHy),
2850i 1410 CH,),

1650 CH=CH)

Iih 62 131-132 (11)

1,4770 0,9832

3378H), 1155 OH 1p.),
2955i 1460 CHy),

1670 CH=CH)

lll. CTEPEOHAIIPABJIEHU CUHTE3
HITPO'EHYMICTHUX HACUYEHUX
TFETEPOIUKJIITYHUX CITOJIYK

K yxe 3a3Hadanoch, KOoHGOpMaliHHUHA

CTaH  CHHTE30BAaHUX  HAMH  HEHACHYCHHUX
aMiHKapOiHOIB € CIIPUSTIIMBHI TUTS
CTEPEHAIPABJICHOI0  CHHTE3y  BaXKIMBUX 1
PI3HOMaHITHUX MOX1IHUX HaCHYCHUX

HITPOTEHOBMICHUX TETEPOLMKIIYHUX  CIIOIYK
crocoboM ranoreHorerepounkiizamii [27]. Le
MiATBEP/PKEHO TaKOX JOCHIHKCHHIM KiHETUKH
HOIOTeTePOIMKITI3AIlii MOJICIBHUX HEHACHYCHHIX
aMIHOKapOiHOJIIB 3 pI3HUMH 3aMiCHHKaMU Yy
atoma Hitporeny [28]. JlocimKkeHHs TOKa3aiH,
10 HE HYKJICO(iIbHICTh €NEKTPOIOHOPHHUX TPYI
D, a Burigna koHdopmaris, Hanpukiam, 1-amii-
2-miankinamiHo-1-IHKI0reKCaHOMIB  (3aMiCHHKH
ITUKIIOTEKCAaHOBOTO KUTBIS MEPEBAKHO
pO3MIillleHi: €,6 —alibHa 1 aMiHOTpymH, a —
TiIpOKCHIbHA  TpyIia) cripusie cTepeo-
CHeIU(IYHOCTI CHHTE3Y 3 BUCOKUMHU BHXOJAMU
BIJIOBIIHUX TMOXITHUX 3a-TiAPOKCUIIEPTiIPO-
igmouniB (cxema 4, 1abi. 6).

4-TinpoxcuninepuauHu

VYV HactymHii poOOTi BHBYCHA TaJIOTCHO-
(ifomo- Ta Gpomo-)rerepounkiizaris l-miamkisi-
aMiHO-3-T1APOKCU-S-TeKCeHy, B pe3ynbTaTi 40To
OJIepKaHi 3 BUCOKHUMH BHXOJaMHU MOXimHI 4-
minepupony [29] (cxema 2, Tab61.4).

BuBuenHs XiMii minepuauHy MoB’ si3aHO 3
nocmimkenusm  ankanoinis  [30].  TToximwi
MIMePUANHY 3HAXOMATHCS Yy BHIVIAAL amimy
MIIIEPUHOBOI KUCIIOTH B aJTKaJIOii TITIEPHHI, 10
mictutbess B mepui [31]. Cepen moximuux 4-

MITePHI0TY HaWO1IBIIT BOKJTUBUMU y
(hapMakonOriyHOMYy BiZHOLICHHI € €cTepu 3
Pi3HUMH 3aMiCHUKAaMU B MIMIEPUIMHOBOMY ILIHKIIi
i 6ixs aminoBoro Hitporeny [32, 33].

Tak, CUHTETUYHHI XJIOpTigpaT
npomioHaTy 1,2,5rpumetunmetnn-penin-4-
MIMepuAoTy i Ha3Boo «IIpoMenos» mUpoKo
BUKOPHCTOBYIOTh SK 3HEOOJIOIOYHMM 3acid mpH
TpaBMax, MpH MiArOTOBLI A0 omepamii i micis
onepauiiauidi nepiox [31-33]. B axymepcekiit
MIPAKTHUII TTPOMEION BXKUBAIOTH JJISI 3HEOOICHHS

i mpuckopenns poxis [31]. IIpomemon B
JeKinbka pa3iB  aKkTUBHILMK MopdiHy B
HOIEePETHBO HPHUBEICHUX JTKYBaJIbHUX
BUIAJKAaX, MEHII TOKCHYHHH, HE BHKIHMKAE

3BHKAaHHS JI0 HBOTO, Kpalle MepeHOCUTHCS
xBOpuMH. [IeBHY poib BimirparoTh €KOHOMIUHI
MIpKyBaHHS — 3aMiHa BapTICHOTO MPHPOIHOTO
OPOLYKTY, AKMUM € MOp(iH, OifbII AEHIEBUMHU
cuHTeTHUHUMU nipenaparamu [30, 31].

TIigpoxcumniposigunn

[MiponinuHOBHI LUK BXOIUTH JI0 CKJIATY
BOKJIUBUX aMIiHOKHCIIOT — MPOJIiHY 1 TiIPOKCH-
MIPOJIIHY . IToximmi T1IPOKCHUTII PO TIHY
BUKOPHUCTOBYIOTh Ul  OJEPKaHHS JIKapCHKUX
npenapaTie [31, 34]Y pocauMHHHX alKajgoimax
TaKuX SK, HANpUKIaJ], TPOIiH, KOKaiH, XiHIH
mictaTbess cnonmykn miponuainy  [30]. Ximis
TiAPOKCUTIPONIiAIHY CHIpaHOBOTO PSAY BaXKJIMBa
JUTS BUpiieHHs pobieM crepeoximi [35].Hamu
nokazano [36, 37], m0 npueaHAHHS TaJOTCHIB
o O-aMIHO3aMIIEHUX ATUTBMIIIYFOUUX
aMIHOKapOiHOJIIB TNPWUBOANTH JO YTBOPEHHS
MPOJTi THHOBOTO ITHKITY.
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3a aHaJNOriYHUM MPHHIHUIIOM CHUHTE3Y  TiAPOKCHUIEPTiApOiHIONY, 3a-rizpokcurekca-
noxigaux  4qmimepumony  [29],  omepskami TiapoiHaoIy, 4T1IpoKCHACKariAPOXiHOIiHY, 4a-
TTOX1/THi: 3a-TiApOKCUIICPTiAPOIHI0TY, 3-  TiApOKCUAEKAriApOi30XiHOJIHY.

Cxena 2

X = I (II a-j). Br (I a-d. . k. j)
= MN{CH. ). R,= CH., R, (1la, I11a)
N(CH,),, R,= C.H., R, =1 (TIb, 11Ib)
MNICH, )., R,= C.H.. R, =CH, (Ilc, I11c)
N{C,H.),. R,= CH,, R,=H (11d, 111d)
N(C.H,).. R,~ R,= CH, (1le)
MNOC.H. )., R, = C.H., R,=H (11, TLIEY
N(C_H.).. R,= C.H., R,=H {11g)
N(CH,).. R,= CH,, R, = (11h)
N{CH,).. R,= C.H., R, = (11i}
N(CH.).. R,= C.H.. R, = CH, (11§}
NO(CH,),. R,= CH., R,= (11K, TITk)
NO(CH,),. R,= C.H., R,=H (111, TIT 1)
Tabauus 4. Pi3uKo-XiMivHa XapaKTEPUCTHKA MTOX1THUX 4-T1IPOKCHITIICPUIUHY.
PevoBuna | Buxig |T. mi.°C Cnexrtpu [IMP, 6 m.1., IY-cnekTpwn,
(%) CD40D, 30BH. crang. TMJIC v, em?, CCly
1 2 3 4 5
lla 79 183 5.09 (H, OH), 3,07 (6H, N(GH). | 3415 {OH), 1180 (OHp.),
3,33 (2H, CHI) 1090 (Ha), 2975 (CH),
570 (C-1)
lb 89 185 4,98 (H, OH), 3,50 (6H, N(G}H), | 3520 (OH), 1135 (OHp.),

7,69 (5H, GHs), 3,82 (2H, CHH) 1050 (QGHa), 1165 (GHs),
3020 (CH), 650 (C-I)

lic 88 182 | 5,08 (H, OH), 3,06 (6H, N(GH), | 3380 (OH), 1170 (OHp.),
7,70 (5H, GHs)., 3,56 (2H, CHH) 1040 (QHa), 1615 (GHs),
1350 (CHe), 655 (C-I)

Iid 73 | 178-179 5,05 (H, OH), 2,95 (3H C4), 3355 (OH), 1110 (OHp.),
3,62 (2H, CH-) 1020 (QHa), 1370 (CHe),
590 (C-I)
lle 58 |169-170| 5,02 (H, OH), 2,83 (3H gH 3370 (OH), 1160 Otb.),
3,92 (2H CH-l) 1040 (QHa), 1370 (CHe),
590 (C-I)
Iif 53 127 | 5,08 (H, OH), 7,68 (5H,8s), 3465 (H,0H),1150 (@1p.),
3,66 (2H, CH-I) 1030 (CH), 1620 (GHs),

590 (C-I)
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[TponokeHHs Tad. 4.
1 2 3 4 5
lig 60 159-160 - 3460 (OH), 1160 (Brp.),
1040 (AH), 1350 (CHe),
590 (C-I)
Ih 85 169 5,10 (H, OH), 2,49 (3H GH 1,81-| 3410 (OH), 1145 (@rp.),
1,92 ¢irma CH,), 3,63 (2H CH-I) 1050 (AH), 1375 (CHe),
660 (C-1)
I 47 |214-216| 5,08 (H, OH), 7,65 (5H4Ms), 3,72 | 3420 (OH), 1160 (@tp.),
(2H CH, -1) 1030 (AH), 1660 (GHs),
580 C-I)
[j 54 202-203| 5,12 (H, OH), 7,92 (5H, &is), 2,86 | 3390 (OH), 1165 (Atp.),
(3H CH), 3,68 (2H CH-I) 11070 (CH), 1380 (CHe), 58¢
(C-1)
Ik 59 158-160 5,06 (H, OH), 2,49 (3H C§), 3,78 3345 (OH), 1165 (@tp.),
(2H CH, -1) 1070 (), 1335 (CHe),
530 (C-I)
1 55 |153-154| 5,16 (H, OH), 7,10-735 (5HsH3), 3360 (OH), 1120 (@tp.),
3,68 (2H CH ) 1030 (AH), 1610 (GHs),
650 (C-I)
]F1 69 |136-137| 5,15 (H, OH), 3,09 (6H, N(QH 3390 (OH), 1125 (@tp.),
7,50 (5H, GHs), 3,75 (2H CH -Br) 1080 (H), 1375 (CHe),
670 (C-Br)
b 58 |146-148| 5,10 (H, OH), 3,45 (6H, N(G}), | 3430 (OH), 1120 (@tp.),
7,60 (5H, GHs), 3,80 (2H CH-Br) 1060 (AH), 1650 (GHs),
660 (C-Br)
llic 61 |139-141| 5,12 (H, OH), 3,30 (6H, N(GH), 3510 (OH), 1130 (Arp.),
3,69 (2H CH -Br) 1050 (), 1355 (CHe),
680 (C-Br)
lid 70 |180-181| 5,36 (H, OH), 2,65 (3H GHl 3460 (OH), 1150 (Arp.),
3,80 (2H CH -Br) 1040 (), 1360 (CHe),
670 (C-Br)
nf 57 |129-130| 5,12 (H, OH), 7,65, 7,79 (5HeHG), | 3430 (OH), 1170 (@rtp.),
3,69 (2H CH -Br) 1050 (@), 1650 (GHs),
680 (C-Br)
Ik 82 |126-127 - 3380 (OH), 1130 (Hp.),
1060 (CHa), 1350(CHe),
670 (C-Br)
1 65 |153-154 - 3390 (OH), 1160 (Htp.),
1070 (CH) 1660 (GHs), 670
(C-Br)

TETEPOITUKITI3aIIis

cnonyk  la-d

B npupoau ejiekTpodisibHOr0 peareHTy
HA peakIlilo rajoreHoreTeponuKIizanmiro

3aciayroBye Ha yBary JOCHiKCHHS
aBTOpa HAMNPSAMIB  TalOTCHOTETEPOITMKITI3aIii
(fomo abo Opomo) 4,4siankimaminomeTra-1,6-
rentagicH-4-omiB, sKi MICTATh OQHOYACHO Bl
€JICKTPOIOHOPHI TPYIH Ta JBa ajlijIbHI MOBIHI
3B’ s3ku. IligrBepmkeno [37], mo 3almekHO Bif
OpUPOAN eNeKTpodinbHOTO peareHTy (foay ado

6pomy)
NpOXOMUTh vy  JABOXHampsmax (cxema  3).
ﬂoaorempouumhauia aminokap6inonis la-d
NPOXOIUTh CEJCKTHBHO 3a YyYacTi0 aMiHHOTO
Hitporeny i moaBifHOTO 3B’ 3Ky OIHOTO 3 JIBOX
ANiJBHUX 3aMicHHKIB. [Ipu nboMy ozmepKyroTh 3
BHCOKHMH Buxomamu 1,1-tiankin-2-HogoMeTHI-
4-anin-4-oxkcumipomiauuiit #omun (cxema 3, Z-
d, ta61.5). V Bumagky OpomorerepommKiIizarii
amiHokapOiHomiB la-d B peakuil NnpUAMAaOTH
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y4acTb CHHXPOHHO JIBi €JIEKTPOJOHOPHI aMiHO- 1
TIAPOKCUIIbHI TPYNHU Ta MOABIiHI 3B SI3kH 000X
aJTPHUX 3aMICHHUKIB 3 ogepxanHsaM 1,17rieTi-

H,C

@

H RVN\FE

2a-d

R1 = R2= CHg. C2H5-
R'+R?= (CH,),0(CHy)2, (CHz)s.

Tabauns 5. Pi3uko-XiMiyHa XapaKTEPUCTHKA NOXITHUX TiIPOKCHIIPOIiAUHY.
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2-6pomomeTHII-4-criipo-(2'-reTparigpo-4’-
6pomo-opomMypui)
(3a-d,cxema3, Tabi. 5).

- TipodiguHid OpoMmimiB

Cxema 3
Br
0 H
HO 5
Br2 > BrHQC e
- HBr N Br
/N\R2 F%/ \F?
R 3a-d
1a-d

Peuo- | Buxig |T.ma. °C Cnextpu I[IMP, 6 m.a., IY-cnexkTpu,
BHHA (%) CDs0D, 308H. crang. TMIC v, em, KBr
-OH -CH,Hal -CH=CH ,
2a 73-78 | 102-108 5,15 (H, | 3,92 (2H, 5,30 (2H, | 3340 (OH), 3080 (CH=),
OH) CHal) = CHy), 2975 (=CH), 2850, 1490
5,62 (H,= CH)| (CH,), 1650 (CH=CH),
1180 (CHI), 580 (C-I)
2b 63-70 | 141-142 5,20 (H, | 3,82 (2H, 5,46 (2H, | 3310 (OH), 3050 (CH=),
OH) CHoyl) = CH,), 2980 (=CH), 2880, 1480
5,85 (H,= CH)| (CH,), 1640 (CH=CH),
1165 (CHI), 580 (C-I)
2c 54-59 86-87| 5,12 (H, 3,63 (2H, 5,44 (2H, | 3320 (OH), 3090 (CH=),
OH) CHyl) = CH,), 2970 (=CH), 2890, 1460
5,98 (H,= CH)| (CH,), 1660 (CH=CH),
1175 (CHI), 550 (C-I)
2d 46-51 66-68| 5,10 (H, 3,90 (2H, 5,48 (2H, | 3330 (OH), 3070 (CH=),
OH) CH,l) = CH,), 2965 (=CH), 2870, 1465
5,76 (H,= CH)| (CHyb), 1665 (CH=CH),
1170 CHI), 590 (C-I)
3a 21-24 | 41-44 - 3,70 (2H, - 2830, 1450 (Ch),
CH.Br), 4,10 1255 (CHBr), 730 (C-Br)
(H, CHBr)
3b 18-22 48-52 - 3,74 (2H, - 2855, 1465 (CH, 1260
CH,Br), 4,30 (CH,Br), 720 (C-Br)
(H, CHBr)
3c 12-18 36-39 - 3,60 (2H, - 2870, 1440 (Ch, 1270
CH,Br), 4 ,20 (CH,Br), 690 (C-Br)
H, CHBr)
3d 16-20 24-28 - 3,72 (2H, - 2865, 1470 (Ch), 1275
CH,Br), 4,20 (CH,Br), 695 (C-Br)
(H, CHBr)
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3aTiapoxcunepriapoinaonau

Cepen TETEpOIMKIIYHAX CIOJIYK ITOX1THI
iHmONTy  3aiiMaroTh mpoBigHe  wmicre.  lle
MOSACHIOETHCS THM, IO Oarato 13 HHX
BUKOPHCTOBYETHCS B MEIUITMHI, BETEPHHAPIT 1
cinbecpKkoMy rocromapetsi [38]. 3aranbHoBiIOMI,
HANPUKIIAA, IHAWTOinmHI OapBHUKU. Bimomuit
BUYCHHUI 13 CBITOBUM IMEHEM JOKTOP XiMIYHHX
Hayk, mpodecop Kocr O.M. [39], 6Gararo
JIOCITIDKEHb TPUIUISB XiMii iHnomy. BiH mucas:
«[HgoMy Ta HOTO YHMCICHHMM IIOXiJHUM
(Tpurrrodamny, 1HIOJIOIITOBIH KHCIIOTI,
TPUNITAMIH 1 CEPOTiHY, YACIECHHUM IPHUPOTHIM
IHIOIEHUM aJIKaJI0iaM) HAJICKUTh 3HAYHA POJTh
Yy TATPUMIN JKHTTEISUTBHOCTI TBAapUHHUX Ta
POCIIMHHUX  Oprafi3MiB. baratro moxXimHuX
IHJIOMY  BUKOPUCTOBYIOTHCS y  MEAMYHIN
MPAKTHIN, K, HANPUKIIAM, PE3EpIliH, iHJIOIMaH,
nuMekapOiH. Bee 11e 103BOIIIE 3p03yMITH, YOMY
iHTepec 10 XiMii 1 GapmakoIorii iHAOMY Ta HOro
MOXiIHUX 3pPOCTa€ 3 KOKHUM pokom».IimpoBani

MOX1IHi 1HA0TY 0C00JIMBO
TIIPOKCUTIEPTIAPOIHAOIN MO  JOCIIHKCHI.
Binpmicte cnoco0iB  omepkaHHAA OKTa- 1

TEKCariIPOiHO0MIB Ta IX MOXiTHUX 3aCHOBAHO Ha
TiZpyBaHi iHAOMY Ta Horo 3amimeHuX. [lipoasHe
KUTbIlE B IHJOMI TiAPYEThCS B OLIBII M’ SIKHX

OH

r CH,
N CH= cH,tAX—

PAN
R R

OH

—( j\iml -CH, =X =X
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yMOBax y TOpIBHSHHI 3 OEH3EHOBHUM KiJIbIIEM
[40]. OneprxaHHs EPTiAPOIHAOINIB, SIK IPABHUIIO,
MIPOBOJIUTHCS B OUIBIT JKOPCTKUX YMOBaxX 3a
HasIBHOCTI CEJIEKTUBHOTO HiKeJIeBOTO
karamizatopa [40]. Karamituube rigpyBaHHS —
NPUBOJIUTH J0 IUC-CHONYYeHHsS IuKmiB. Hamu
Brepie nokasano [6-10], mo ramoreHo (iono,
OpOMO) TeTepOIMKITi3allis MOACTbHUX 1-amin-2-
JiankinaMiHo-1-1UKI0-TeKCaHOIIB €
cTepeocniennpiuHO0 1 MPUBOIUTH OO CHHTE3Y
Malike 3 KUIbKicCHUMM Buxomamu 1,1-miankin-2-
raJoreHOMeTH/I-3a-T'1APOKCUIIePI1 APOIHAOTIHI
ramoreHigiB (cxema 4, tabn. 6). Ilpomy crpuse,
SK MU YK€ BiMiYanw, BWTiTHA KOH(OpMAIIis
aMiHOKapOIHOJIIB, PCAKTUBHICTh SKHX B PeaKiil
TeTePOIUKITI3AITil BH3HAYAETHCS HE
HYKJICO(QUIBHICTIO aMiHOTPYI, a BHTIAHUM
KOH(OpPMAIiIfHIM CTaHOM MOJIEKYNIH KapOiHOIy:
3aMICHHKH IIUKJIOT€CaHOBOTO KiJbIISI TIEPEBAXKHO
pO3MillleHi: €,6 —aliibHa 1 aMiHorpymu, a —
rizpokcunbHi  rpymu.  OTke,  JOCATHYTa
crepeocriennignaicTh cuHTE3y. JlocmimkeHna ix
OyaoBa, XiMis, cTepeoxiMis, KOH(OpMamiiHUI
CTaH Cy4aCHHUMHU (i3UKO-XiMIYHHUMH METOIaMHU,
B TOMY YHCJIi 1 pEHTTEHOCTPYKTYPHHUM aHAIIi30M
[9, 41].

Cxema 4
& “CH=CH:»X—~X —»

OH

E\tﬁ '[H CH, X

X = ranores, NR_. ~ IATHINIOK JalKITaMIHY abo DHKIIMHOTe aMIHY, HallpHEIag

HATEPHIHHY.

N(CHs), (1a,b), N(GHs), (lla,b), NO(CH)s (Illa,b), N(CH)s (Iva,b), N(CH)s (Va,b) X=I,

Br, a=I, b=Br

Tadauus 6. Pizuko-XiMiyHa XapaKTEPUCTHKA MOXiAHUX 38TiAPOKCUNIEPTiIPOIHIONIB.

PeuoBuna | Buxin |T. nma.°C Cunektpu IIMP, 6 m.1., IY-cnekTpH,
(%) DMCO-D6, 80°C v, em?, CCly
1 2 3 4 5
la 97 183 5,09 (H, OH), 3,07 (6H N(GK  3350(0OH), 3010, 1340 (C-H),
3,33 (2H, CHI) 650 (C-I)
lla 98 156 5,12 (H, OH), 3,34 (2H, GH 3380 (OH), 3020, 1350 ~H),
650 (C-I)
lla 95 159 5,08 (H, OH), 3,49 (2H, GHi 3360 (OH), 3030, 1330 -H),
630 C-1)
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[Tpono:keHHs Tad. 6.

1 2 3 4 5

IVa 92 144 5,08 (H, OH), 3,43 (2H, GH 3330 (OH), 3030, 1340 -H),
650 C-I)

Va 89 131 5,10 (H, OH), 3,63 (2H, Gl 3340 (OH), 3010, 1360 -H),
640 C-I)

Ib 67 172 5,15 (H, OH), 3,09 (6H N(G4  [3350(OH), 3030, 1360 (C-H),

3,89 (2H, CHBr) 690 (C-Br)

lib 62 216 5,20 (H, OH), 3,30 (2H, GBIr)  [33C0, 3380(OH), 3030, 1360
(C-H), 640 (C-Br)

b 71 198 5,18 (H, OH), 3,42(2H, GBr)  [3340 (OH), 3030, 1335 (C-H),
640 (C-Br)

Ivb 66 112 5,33 (H, OH), 3,56 (2H, GBr) [3270 (OH), 3000, 1330 (C-H),
660 (C-Br)

Vb 75 161-162 5,36 (H, OH), 3,69 (2H, CiBr)  [32€0 (OH), 3005, 1355 (C-H),
660 (C-Br)

Cunre3 MmoenbHoi cioayku la — 1,1am-
MeTHJI-2-iHoIoMeTHJI-3a-riapoKcunep-
rigpoingoiniii oxumy

IIpobmema crepeoximii 1  0cOOIHMBO
CTPYKTYpHiii Oym0BI (QYHKIIOHATHUX MOXITHHUX
HEPTiAPOIHIONY € 3aBKAM aKTyaibHow [38, 42-

45]. Baakanocs, 10 CTepeoXiMis
MIEePTiIPOIHIOINTY, IMOBIpHO, aHajoriyHa
CcTepeoxiMili  MEpPrifopiHmaHy MO0  SKOTO
BCTaHOBJICHO, 1o npu 3aMHKaHHI

I ITHWICHHOTO LUKIY B 1,2CIojydeHHs 3
MIECTUWICHHUM IUKJIOM IIUC-IIAKIII3a1i s
MPOXOUTH 3HAYHO JIETTIE HiXK TPaHC-IIUKITI3aIlis
[40]. CunTeTnyHi METOAM OCPKAHHS TTOXITHUX
MIEPTIIPOIHIOTY YTBOPIOIOTh CYMII ITUC-TPaHC
Jiactepeoi3oMepiB, SIKi MICTSITh B MEpeBakHIN
Oinmpmocti He Oimpme 70% muc-izomepiB
[38,40,43,45].Monorereponmkizaiis 1-amiz-2-
TMEeTHIaMiHO-1-TIMKKIIOTeKCaHOoTy 3abe3nedye
TaKOX 3aMHUKaHHS ' STUWICHHOTO UKy B 1,2-
CIIONYyYCHHS] 3 [ISCTHWICHHUM IUKIOM 3
YTBOPCHHSIM 1,1suMeTrI-2-Hoa-MeTHII-3a—
T1IPOKCHIICPTIAPOIHIONIHIN Hoauay (crmoiyka
la. Tabm. 6) [10].

PeHreHoCcTpyKTYypHMii aHATI3 MOaEJIbHOT
cnoJuyku la
3 METOIO BCTaHOBJICHHS abcomoTHOT
koHpopMaIlii crnonykd la, HamMu IpOBEACHI
JOCHTIDKEHHS. 1 KPHUCTaIIYHOI CTPYKTYypH 3a
JOMOMOTOI0  PEHTTEHOCTPYKTYPHOTO — aHaJli3y.
Pesyneratu mociimkeHHs mokasamu (puc. 1, 2)

[8, 9, 41], mo crpykTypa crnomyku la sBiuse

co00I0 yMAaKOBKy KaTiOHIB [C11H21ONI]+ 3
BBeZicHHAM atoMiB J. IllecTHuNeHHMIA MK
KaTioHa Mae  KoHpirypamiro  Kpicia, i
MiPOTIIMHOBUMA IUKI — CKPYYCHOTO KOHBEPTA.
Hukou MAaroTh TPaHC-CIOTYUYCHHS.
Kongopmariis 38 s3kiB aromiBe N He IUTOIIMHHA.
MonomeTunpHa rpyma B TONOXKeHI  2()
nepeOyBae B LUC-KOH(OpMAIil M0 BiAHOLICHHI
nmo rigpokcwisHOi Tpynu OH(a). Haitmenmia
Bimmame J...J gopiBaioe  3,670(1)A. Mix
agioHoM J i aromoM H rigpokcunsHOI rpynu
OH icHye mocuTh MiIHHWI BOJHEBUN 3B 30K
(2,635 A),sixuii criprsie MIilIHOCT] KPHCTAITIB.

[limkoM 1MOBIpHO,III0 TakKuil 3B 530K €
npuunHoo 3cyBy [U-cnextpiB OH, B momiOHHX
CIOJIyKaX, B KOPOTKOXBHJILOBY 00sacth v OH =
3260-3380cm™. V monexymi la (puc.1, 2)e tpu
aCUMETpHYHI LeHTpH (BiAMIYEHI 3ipOYKOI0).
Uucino MOXKIMBHX CTepeoizoMepiB — BicCiM, a
BIMIOBIIHUX palieMaTiB — yotupu: | — 1-2 muc-
uc; |l — 3-4 nuc-tpanc; I — 5,6Tpanc-nuc; 1V
— 7-8 TtpaHc-mc. 3ayie)XHO BiJl CIIONyYSHHS
KUTEIIh — ITUKIIOTEKCAHOBOTO 1 MiPOJIiIHHOBOTO, &
TaKOK PO3MIIICHHS 3aMICHHKA Y MOJIOKEHI 2 110
BiJTHOIIICHHIO 10 TinpokcwibHOI rpynu OH, sxa
3HAXOJMTHLCS B TIOJIOKEHI 33, MOXKJIMBI IHC- 200
TpaHC-psAan y Monekym crmoinykn 1 (puc.l). Ha
OCHOBI PEHTT€HOCTPYKTYPHOTO aHamizy,
nocimimkenust Y-, TIMP-cnektpiB [41] namu
MIATBEPIKEHO, MO0 a0COII0THA KOH(OpPMAIIis
MOJeNbHOI croiyku la —panemar Il 5-6 tpanc-
e (puc 1, 2).
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3a-T'igpoxcurexcarigpoingosm

ABTOpPOM cTaTi BHepIie ImokasaHo [46],
mo  peakuis  1,1-tiankin-2-fiogomerni-3a-
rizpokcuneprigpoinnoniniii - fommmie  (la-r)
(cxema 5) 3 HyKI€OOQIIbHUMH pearcHTaMH
TPUBOJIUTH JIO YTBOPEHHS 3 IOOPUMHU BUXOJaMHU
panimie HeBimomux  1,1-piankin-2-merni-3a-
okxcu-3a,4,5,6,7,-rekcainmoniniit oaumais (Ila-
r), (rabm. 7), sAKi MICTATE OJHOYACHO
TIIPOKCHIIBHY TPYNMy y MICTKOBOTO —aroma

OH OH
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BYyIJIEII0 3a, MOABIMHUHA 3B SI30K Y MipOJIBHOMY
KUTBII 1 peakKIifHO3AaTHY O-METHJIBHY TPYIy
(cxema 5, Tabn.7). BymoBa  MOXigHHX
rekcarigpoinnony (l) migTBepkeHa Takoxk IX
peakiifo 31  n-AUMETWIOCH3ANBACTIIOM 3
YTBOPEHHSM Maibke KiJbKICHUIMH BHXOJaMHU
KOJIbOPOBHUX KPHUCTATIYHUX HPOJYKTIB
konzaeHcauii (Illa-r) (cxema 6, Tabm. 8).

Cowena 5

OH

e,

[H% CH, o -/‘“ifcn - "“\I—-I:H;
M_,ED,{H CH I ——= | L___ D(H(Hl—-— N @ CH-CH,—»
=

=

| |

la,bo.8, 10

OH
~ CH,
—- L\_,,Qh%f:_ CH,

i

=] T4
[

OH

. _ _CH
oen [ Tol cn,
-H' e I

I

IIa, &, B, I

[ = MN{CH.,), (Ta, ITa, ITla), NOCH. ), (10, 116,

(I, 1T, ITIr)

&), N(CH. ). (Te. [T, TITe), NOGCH.),

e G
__oH H——_
G- A = VLT
[VH %*l '!' H, D_{f_(ii—rrjf}_N[CIl » Tho
I H
- (O H
= I/\/Ct_;ﬁ |]_E=E—c:k®f b N(CH.,).
I T a, &, B,
Tadauus 7. Dizuko-xXiMidHa XapaKTEPUCTHUKA 3a-T1IPOKCUICKCAriIpOiHI0MIB.
PeyoBuna | Buxin | T. m1.°C Cunekrpu IIMP, 6 m.1., IY-cnexkTpn,
(%) | (ameron) CDs0D, 30BH. ctang. TMAC v, em™, KBr

lla 62 196 5,09 (H, OH), 3,11(6H N(GH), 3300 (OH), 1150 (OHp.),
2,78 (H, CH (7a)), 1,9 (3H, GH2)), | 1676 (CH=CH),2900,1390
1,1-1,6 (8H, (CH),) (CHy)

119 55 176 5,12 (H, OH), 3,04(10H N{Es),), 3300 (OH), 1150 (OH
2,82 (H, CH (7a)), 1,9 (3H, CH2)), | 1p.),1676 CH=CH), 2900,
1,2-1,5 (8H, (CH).) 1390 (CH)

I8 51 181 5,12 (H, OH), 2,76 (H, CH (7a)), 1,8 3340 (OH), 1160 (OHp.),
(3H, CH; (2)), 11682 CH=CH),2980,138

(CHy)

15y 46 177 5,15 (H, OH), 2,76 (H, CH (7a)), 1,8 3330 OH), 1160 (OHp.),

(3H, CH; (2)), 11680 CH=CH),2970,138
(CHy)
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Taoauus 8. [Toxigni 3a-rigpokcurekcariapo-
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Ot

1HIIOJIIB.
Peuo- | Buxig [T.ma.°C| Y®-cnekTpH, eTaHOI
0,

BHHA (%) |(eramoux) " -

llla 92 196 355,415 1921, 1324

1o 95 176 345, | 355, 410

391, | 2130,413
11}: 91 181 355 2301
Il 86 177 350 2093
3-T'ixpoxcuneprigpoinmgoan
Sk pesympTaT  HaMMX  [OAATBIINAX

JMOCIIDKEHb  TIMPOKCHUMIOXITHUX  TEPTiIpo-
iHIOITIB [47], HIDKYE HaBEICHO
CTepEOHAIPABIICHUHT CUHTE3 Maibke 3
KUIBKICHUIMH ~ BHXOJaMHd HOBOi TIpymu  3-
TIIPOKCUTIEPTIAPOIHAONIB 3  TeMiTialbHUM

rpynyBaHHSM B atoMa Hitporeny, siki MicTSTbH

OJTHOYACHO TiJPOKCHJIbHY Ta METHJIBHY TPYITH B
mojiokeHHI 3 1 peakiifiHO3JaTHHH  aToM
rajJoreHy B MOJIOXeHH] 7 (cxema 7).

Cepen BOCEMH MOXKIIUBUX PpaleMiYHUX
CIIOJIYK HAHOIIBII IMOBIpPHE TPaHC-CIIOIYYEHHS
IAKIIIB 3  aKkCiaJbHUM  PO3TallyBaHHIM
TIAPOKCMIIBHOI  TPymM 1 €KBaTOpiaJbHUM
pO3TalIyBaHHSAM METHIBHOI TPYIH B MOJIOKEHHI
3 Ta aromy #omy B mojoxeHHi 7 (cxema 7,
ta6m.9). Ilomix amionom J 1 aromom H
TAPOKCUIIBHOI TPYNH iCHye MIIHUH 3B’ 530K,

SKAH  CIpUsS€  YTBOPCHHIO  KPHUCTATIYHOL
CTPYKTYpH CHOJYK, @ TAKOX € HPUIUHOIO 3CYBY
4acToT [Y-cnexpiB OH rpynu B

KOPOTKOXBWILOBY obOmacte Av OH =350-210.
JlocmimKeHHsT TTOKa3alii, 110 I1i CITOJIYKH MaroTh
3HaYHy MIKpOOIiONOTiYHY aKTUBHICTE 1 €
HEePCIICKTHBHIMHU TSt BHUBYCHHS ix
(hi310J10TYHOT aKTUBHOCTI.

Cxeniar 7

H OH
d ‘“17("“@ [-1 —= " ™ N —
[ - A L o CH,
o D e -D [_
I H
D= NE., — 3anumox MankiiaMiHy ado HKTHMHOTO aMIHY, HANPHKTAT TINepHIHHY.

D = N(CHa)z (1), N(C2Hzs)2 (11),), NO(CH 2)4 (1), N(CH 2)s (IV), N(CH )¢ (V)

~—

Ta6auns 9. di3uko-xiMiuHa XapakTepUcTUKa 3TiAPOKCUNIEPTiaApOiHI0IIB.
PeyoBuHa Buxin T. mn.°C IY-cnexkTpn,
(%) (MeTaHOJI-aLEeTOH) v, em ™, KBr
11
I 94 148 3340 (OH), 1150, 1460 (Cp.),
1110 (Oha), 138(CH3(e)), 590 (C-I(e))
Il 97 144 3250 (OH), 160, 1450 (OHrp.),
1030 (Oha), 138(CH3(e)), 610 (C-I(e))
Il 96 156 3385 (OH), 1130, 1450 (Okp.),
1030 (OHa), 138/(CH3(e)), 550 (C-I(e))
Y 94 150 3270 (OH), 1160, 1460 (Okp.),
1030 (OHa), 138(CH3(e)), 580 (C-I(e))
\Y 95 127 3250 (OH), 1140, 1460 (Okp.),
1040 (OHa), 1380 (CH3(e)), 580 (C-I(e
4-Tinpoxcuaexariapoxinomixn JUTS 3aXHCTY JIIOZCH 1 TBapyH BiJ Hamagy pi3HUX
[lpupoani Ta CHHTETHYHO OJepKaHi BU/IIB KOMax Ta KIIILiB — MEPEHOCHHUKIB BasKKOI
MOXiMHI XIHOMIHY € MIHHUMH JIKapChKAMH BIpyCHOI MO3KOBOi XBOpoOH eHIedaimity [49].

npemnapatamu [48], eheKTHBHUME perepeHTaMu

Jns  mikyBaHHA ~Majsapii  BUKOPHUCTOBYIOTH
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MPUPOJTHI AJIKAJIOINK: IIUHXOHIH, XiHiH, a TAKOXK
CHHTETHUYHI TIpenapaTu — IUIa3MOXiH, TEHTaxXiH,
xmopoxin  [30]. ®yskmionmamui moximHi 4-
OKCHICKAripOXiHOMIHY TNPOSBISIOTh MiCLIEBO-
aHacTe3yuy, MPOTH3aNalbHY, IPOTUTICTAMIHHY
aKTHUBHICTB, MOHIKYIOTH KpoB' sHuit Tuck [30,
50]. binpliicTh MOXIAHUX JAEKariIpOXiHOJIHY
OJIEPXKYIOTh 3 BIIMOBIAHUX CHONYK XiHOJIHY
TiIPyBaHHSAM HaJ HIKEJICBHM KaTalai3aTopoM Yy
x)opcTtkux ymoBax (220°C, 7-8 MIIa) [48, 49,

50]. Ximomin Ta #Oro aNKUINOXigHI IpH
B3aeMOIil 3 MYpaIInHOIO KHCJIOTOIO
BITHOBJIIOIOTHCS Maibke 3 KUIBKICHUMU

Buxomamu 10 1,2,3,4terparigpoxinomiais [51].
Bimoma cepisi poOiT cuHTE3y 3amilleHHx 2-
ANKLT-4-aJIKaJIKeH1T ) -4-T1IpOKCHIeKari Ipoxi-
HOJIHIB Ta IX MOXIOHUX. BIIBIIICTE 13 HHUX
olepkaHO 3a  0araTocTamiifHOIO  CXEMOIO
HazapoBa. Jledki 3 muMX CHOJYK MPOSBIISIOTH
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010JIOTIYHY aKTHBHICTh 1 HaJieXKaTh 0 TpaHc-4-
rigpoxcumekarigpoxinomiaie  [50]. Tamoreno
(ifomo abo OGpomo)-reTeporKImizamis 1-miankii-
amiHo-3-(2'-nuKIorekceHin)-3-0yTaHoiB
(cmomyk |, cxema 8), 3a po3pobIEHOI0 HAMH
MeToankoio [5, 6], 3abesmeuye omep:kaHHSI 3
BHCOKHMH Buxogamu 1,l-tiankin-4-metuia-4-
rigpokcu-8-ranoreHoAeKarigpoXiHoIiHIA
ramorenigis (radbm. 10) 3 TpaHC—CIOMyYEHHAM
OUKIIB 3 akcianbHUM po3ramryBanHsM OH
rpynu i exBatopiansauM — CH3 y monoxenni 4
Ta rajoreHy B noyiokeHHi 8. [Tomixk aHioHamu J°
abo Br i aromom H rigpokcunbhoi rpymu OH
ICHye IIOCHTh CTa0iIbHUN BOJHEBHN 3B’ 530K,
SKAHA  CIpUS€  YTBOPEHHIO  KPHUCTATIYHOL
ctpykrypu crmonyk Il (cxema 8), a Takox €
OPUYMHOID 3CcyBy 4actoT [Y-cmektpiB y
KOPOTKOXBHIIEOBY 061macts Av OH=190-240cm™
(rabm. 10) [52].

HO Ch, HoO Cxena §
~=
[
D = N(CH,), (Ila.5). w—\o (I18,r)
X =1 (Ila,p), Br (I16.r)
Tadauus 10. Dizuko-XiMiuHa XapaKTEPUCTHKA 4-TiIApOKCHACKAripOXiHOJIHIB.
PeuvoBuna | Buxig |T. mi.°C Cunekrpu IIMP, 6 m.1., IY-cnexkTpn,
(%) CD30D, 30BH. ctana. TMC v,emt, KBr

lla 84 144-145 4,98(H, OH), 3,09(6H N(CH},), 3360 (OH), 1155, (OHip.),
2,65 (H, CH (4a)), 2,88 (H, CH(8a)), | 1080 (Oa), 1380 (CH(e)),
1,2-2,1 (10 H, (CHs), 4,35 (H, CH-I) | 2862 (CH), 590 (C-I(e))

119 77 148-15Q 5,15(H, OH), 3,09(6H N(Ch),), 2,65| 3380 (OH), 1180, (OHp.),
(H, CH (4a)), 2,88 (H, CH(8a)), 1,2-2{11040 (Qa), 1340 (CH(e)),
(10 H, (CHy)s), 4,35 (H, CH-Br) 2885 (CH), 730 (C-Br-(e))

s 81 153-158 5,02(H, OH), 2,65 (H, CH (4a)), 3270 (OH), 1160, (OHyp.),
2,74(H, CH(8a)), 1,2-2,1 (18 H, (GJd, | 1090 (Ha), 1380 CH3(e)),
4,22 (H, CH-I) 2890 (CH2), 620 (C-I(e))

lIr 72 164-166 5,08 H, OH), 2,65 (H, CH (4a)), 3410 (OH), 1175, (OHp.),
2,88 (H, CH(8a)), 1,2-2,1 (18 H, 1030 (a), 1360 (CHe)),
(CHyp)e, 4,12 H, CH-Br) 2850 (CH), 740 (C-Br-(e))

Hami gocnimkenns croayk Il (ta6m. 10)
HAa aHTUMIKPOOHY aKTHBHiCTh 3 12 BHmamu
MIKpPOOpPTaHi3MiB  TIOKa3ajld, M0  BHUCOKY

AHTUMIKPOOHY JiI0 MPOSBISIIOTH CIIONYKH MPOTH
rpubka KaHAuzaa, OuIoro cram@okoky Ta
3oj0tucToro cramidokoky 209.IlepcrekTHBHOIO
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cnonykoro € 1,1, 4vpumerun-4-rizpokcu-8-
HoaoaeKari IpoXiHoMiHii o (la),
OakTepuITMAHA KOHIICHTPAIS SKOTO MO0 ITHX
MiKkpoopraHi3miB nepebyBae B Mexax Big 19,5
1o 39 mkr/mi [54].

4a-T'igpoxcuaekariapoizoxinosinu

[NoxiaHi mepriapoi3oXiHOiHY BXOAATH 1O
CKIIaTy  TIPUPOAHUX  ANKAJOIMIB.  ORIUHUX
(Mopdin, manaBepuH), Kykape (KykapuH),
canvconinoeux  (campcomin)  [30].  esxi
CHHTETHYHI  TIAPOKCHIIOXiAHI  TiApOBaHUX
CHCTEM 130XIHOJIIHY BOJIOJIIIOTH MiCIIEBOAHECTE-
3yI040I0, MPOTHU3AIAIBEHOIO aKTHBHICTIO,
MOHIKYIOTh  KpoB'siHmMit  Tck  [52].  Taki

H[}\

2= N{CH. ), (LIT), X = Br ([a), 1{1H)
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ankanoigM Ta 1X CHHTCTHYHI  3aMIHHUKU
3HaXOIATh  BUKOPUCTAHHS  SK  JIKapChKi
npenapaTu [48]. BinpmricTs crocobiB
OJIepKaHHs TEePriApOi30XiHOIIHIB 3 HEBUCOKHUMHU
BUXOJIaMH TPYHTYIOTBCS Ha KaTAJITUIHOMY
rigpyBsani nmoxigHux izoxinominy [48, 52].

Hamu mnokazano [53, 54], mo peaxmis
ENEeKTPO(IITLHOTO MpUETHAHHS raJIoreHiB
(6pomy abo foy) bi (o) l-amin-2-
JaNKiTaMiHOMETHIT)-1-I[MKJIOTeKCaHOIB €
cTepeocnennpiuHO0 1 MPUBOIUTH OO CHHTE3Y
MaliKe 3 KUJIbKICHUMM BUXOIAaMU 2,2-1iankin-3-
rajoreHOMeTHI-4a-T1IPOKCHI30X1HOMIHIH
rajoreniiniB (conyk Il) 3 mparnc-cnionyueHHIM
KB (cxema 9, Tabm. 11).

L xvewa W

Ta6auns 11. Pizuko-xiMiyHa XapaKTEPUCTHKA 4a-TiAPOKCUIEKATiJpOi30XiHOMIiIHIB.

PewoBuna | Buxing |T. mia.°C Cnextpu I[IMP, 6 m.a., IY-cnekTpH,
(%) |(ameton)| AMCO-JI6, 30BH. cTang. TMJIC v, em”, KBr
lla 83-88 [16€-167 | 5,12(H, OH), 3,05 (6H N(Gh}), 3360 (H, OH), 1135, (OHip.),
(4a)), 2,88 (H, CH(8a)), 1,3-2,1 (121030 (Ha), 2860 (CH), 690
H, (CH)e), 3,89 (H, CH-Br) (2H C-Br(e))
119 78-85 211 5.15H, OH), 3,09 (61 N(CHs),), 3370 (H, OH), 1180 (OHip.),

2H, CH-l)

2,65 (H CH(4a)), 2,88 (H,CH | 1030 OHa), 1360 (CHs (c)),
(8a)), 1,2-2,1 (18 H, (Chk), 3,93 | 2870 CH,), 740 (H, C-I (e))

AprymMmeHTaris BHCOKHUX BUXO/IiB
IMITFOBUX TIPOAYKTIB pPEakKIlii, sSK MH paHilI
BKa3yBaJid — II€ € BUTIAHUN KOH(bOpMaIiiHu
CTaH MOJICKYJ M aMiHOoKapOiHomy | (cxema 9), a
CcTaOUILHMI BOAHEBUH 3B’ 130K X 3 atomoM H

TIIPOKCMIIBHOI ~ TPyNH  CHpHUSE€  YTBOPEHHIO
KPHUCTAJIIYHOI CTPYKTypu cmoiyk I, a Takox €
npuuanHOto 3cyBy [Y-cmektpiB OH-rpymm B
KOPOTKOXBHIIEOBY 061macts Av OH =240-230 &

HOBI NOXIJHI HOBOKAIHY TA AHECTE3UHY

Ha ocHOBI MozmenbHHX HEHAaCHYEHHX
aMIHOCITUPTIB CHHTE30BaHI HOBI IIpemapaTtd —
NOXiHI  HOBOKaiHy, aHECTe3WHy, ecTepiB
OensenoBoi kucnotu [13, 54]. Hasomumo
(¢parmMenT mnposeneHoi poGotu. Ilomepemni
(hapMakoorivHi AOCTiIKEHHS, TOOTO BUBUCHHS

TOKCHYHOCTI ¥ aHECTe3yIOUHWX BIACTHBOCTEH
TaKUX HOBUX PEUOBMH ([IEPBUHHUI CKPHHIHT), a
TaKOXX MOJICIbHUX HEHACHYCHHUX aMiHOCTIUPTIB
Jal0 MOXIJIMBICTh BIEpIIC 3pOOUTH Ba)KJIUBi
KPOKH  JIISl  TEPCHEeKTHBHOTO  TIHOOKOro
JOCITIDKCHHSI MOKJIMBOTO BHKOPUCTAHHS JTaHUX
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pedoBHHa SK (apMaKkoJIOTIYHHX Mpenaparis.
Haif0impmm  mepCreKTHBHUMH — JUJIT  TaKOTO
BHUBUCHHS €. XJIOPTiapat OEH30MHOTO ecTepy 5-
(N,N-qumetunaminomernn)-2,2,8,81etpa-
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MeTmi-3,6-HoHaniiH-5-0omy (mpemapar Ne 3) i
xnoprigpar-5-(mietrmnaminomerun)-2,2,8,8+1e-
TpaMeTHi-3,6-HoHamiiH-5-01y (mpemapar Ne 5).

Ta6auus 12.IIpenapaty — HoXiaHI HOBOKaiHY, aHECTE3UHY, €CTEePiB OCH30HHOI KUCIIOTH.

I
Horoxain H_,N-@ C-OCH,CH,N(C,H.),

HCI

_ 0 C=C-CH,
”pe’fa"“ H_ﬁ-@ |L|‘-(J-([‘-{‘H,N{C,H._}_.

HCl C=C.CH,

0 C=C-CH,

”p‘”}{’p‘” H;N@%-O-E-C{CH;L

) HCl C=CCH,

0 C=C-(CH,),
“"“‘;”""‘T @'Ll-o-&'-CH.N(C.HJ.
] HCI C=C-C(CH,)
0 C=CC(CH)),
L @-(.‘-(J-(.'-{.‘I-{,Nf('?l-i;p._
HCI C=C-C(CH),
| C=C-C(CH)),
”‘“";“'“‘T H-0-C-CHN(C.H,),
HCI C=C-C(CH,),
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UMSATURATED ALIPHATIC CARBINOLS (AMINOCARBINOLS) AN DTS
HETEROCYCLES

Tsmour Yurie

The author examind the results of research usatliaiphatic carbinols (aminocarbinols) with
2 and 3 unsaturated residues. Spectrophotometiis&nof time stability of such alcohols solutidns
zids of different types and concentrations creatg@assibility to solve several theoretical and egobl
chemistry problems.

The co conformational condition of synthesized magesaturated aminocarbinols is favorable
for stereo-directed synthesis with high output fssaf different important derivative substances of
saturated Nitrogen-containing heterocyclic compeumsing method of halogenheterocyclisation. The
primary screening exposed valuable results corogroorrelation between chemical constitution and
pharmacological and microbiological action synthedi new derivative substances of saturated
Nitrogen-containing heterocyclic compounds. Mosthefm are crystal products, which are soluble in
water and alcohol.



