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CHUHTES, ®I3UKO-XIMIYHI BJIACTUBOCTI, AIYPETUYHA
TA AHTUTTIIOKCUYHA AKTUBHICTb AMIZIIB
2-KAPBOKCU®YMAPAHIJIOBOI KUCJIOTH

B.I1.Yepuaux, T.B.Bomko, O.M.Ceprienko, 3.1.KoBanenko, A.I.bepe3nsakona

HamnionanpHa (hapMarieBTUYHA aKafaeMis YKpaiHu

JnilicHeHwid CHHTe3 i BHBYEHI (Di3MKO-XiMiyHi Ba-
CTHBOCTI amiziB 2-kapOokcnymapaHiioBoi KHCIo-
. [lpoBenenuii nmepBUHHHI (apMaxoJoriyHHi
CKPHHIHT 03BOJIMB BUSBUTH PEYOBHHH 3 JiypeTHd-
HOI0 TA AHTHTINOKCHYHOIO Ji€l0, KA 3HAYHO Mepe-
BHIILY€ TAKY y NpenapariB NOpPiBHSHHS.

HesnayuHi my06ikartii CTOCOBHO aMiTHMX ITOXiTHIX
(bymapoBoi (TpaHC-eTIICHIUKApOOHOBOI) KMCIIOTH
[3, 6, 7], sKi cBiqUaTh PO TOCUTH BUCOKMIA PiBEHD iX
0i0TOTIYHOI AKTUBHOCTI, CIIOHYKAJIX HAC 10 PO3IIIH-
PEHHSI 1IbOTO KJIACy CTIONYK.

3 METOIO MOIIYKY ITepCIEKTUBHUX 0i0JIOTIYHO aK-
TUBHUX PEYOBUH OYB IPOBENCHUIN CHHTE3 aMilIiB
2-KapOokcudymMapaHiIOBOI KUCIOTH.

AMiy XHUPHOTO, XXUPHO-apOMATUIHOTO i TreTepo-
nukitigHoro psmy Illa-3 Oyam orpuMmaHi mmpu Ha-
rpiBaHHI METHUJIOBOTO e(blpy 2- Kap60KcmbyMapaH1—
JI0BOi Kucnoty [ Ta amiaky abo BiATIOBITHMX aMiHiB
II (cxema).

Hamu Oyi10 BCTaHOBIIEHO, 110 B OPraHIiYHOMY PO3-
YUHHUKY PEaKllisg NpakKTUYHO HE BimOyBaeThcs. Lli-
JIbOBI ITPOIYKTH i3 3HAYHUM BUXOJOM OyJIM OTpHUMaHi
B HAJUIUIIIKY aMiHy 03 po3YMHHUKA a00 3 BUKOPHU-
CTaHHSIM BOJHUX PO3YMHIB aMiHiB.

Cnpoba oTpuMaTi apwiaMiny B 3a3HaYeHUX Ta iH-
IIMX YyMOBAaX BUSIBWIACh HeBAaIo0. Tiazomamin OyB
CHUHTE30BaHUI TIPU TPUBAJIOMY KUIT SITIHHI Y METAHOJTI.

Y Monekyni BuxigHoro egipy I € aBa peakiiifHuX
LIEHTPU — CKJIaaHOedipHa rpyna i eTUIeHOBUIA 3B’ S~
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30K, 3a SIKUM MOXJIMBa HyKJIeo(diIbHA aTaka aMiHiB.
OnHak, OTpMMaHi HaMM Pe3yJIbTaTH Y3rOKYIOThCS 3
JiTepaTypHUMM JaHUMU [5], IO BKa3ylOTb Ha Iepe-
Bary rnepebiry peakilii amimyBaHHS NP Iil BOTHOTO
pO34YMHY aMiaKy Ta aMiHiB Ha MeTWIOBHH edip ¢y-
MapOBOi KHCJIOTH.

Buxin aminiB ckianae Bin 46 no 95%, a y BUmanky
H-OyTrinaMiny — yuire 14%, 1o no3Bojsie mepeada-
YUTU MOXJIMBICTH IPOXOMKEHHS MOGIYHOI peaxilil
VTBOPEHHSI TOXiTHMX aMiHOSIHTApHOI KUCJIOTH, BU-
JIUTMTH SIKi yepe3 BUCOKY PO3YMHHICTB Y BOIi, 3yMOB-
JIEHy YTBOPEHHSIM BHYTPIilITHHBOMOJIEKYJISIDHOI COIi,
oys0 HeMoxJBO. KpiM TOro, HassBHICTh B OPTO-IIO-
JIOXXEHHI BUXiTHOrO edipy I BUIbHOI KapOOKCWIBHOI
IPYIIM TaKOX BIUIMBA€E HA 3HIDKECHHS BUXOMY KiHIIe-
BOTI'O IPOAYKTY 3 IPUINHU COJIECYTBOPSHHS.

Awminu 2-kap6okcudyMapaHiToBoi KUCIOTH (Ta0JL.

1) — 06e30apBHiI a00 CnabKo 3abapBiieHi y KOBTHUI
KOJIp KPUCTaJIiYHi PeYOBUHM, Maiike He PO3YMHHI Y
BOJi i B OUTBILIOCTI OPTaHIYHUX PO3YMHHUKIB.

bBynosa Ta inmuBinyanbHicTh aminiB II1 a-3 mig-
TBEPIDKEHI TAaHUMU €JIEMEHTHOTO aHami3y, [Y-cmekT-
POCKOITii i TOHKOIIIApOBOI XpoMaTorpadii.

PesynbraTl CHIEKTpIbHUX AOCTIKEeHb (Tad. 1)
CBiIUaTh Mpo T€, 1O B CIIEKTPAaX CUHTE30BaHUX CIIO-
JIyK BIOCYTHI CMYIM MOIJIMHAHHSI CKJIamHoedipHOi
rpymu, a B obmacti 980-940 cm™! micTuthes cMyra
CepeIHbOI IHTEeHCUBHOCTI, 1[0 BiATIOBIIa€ HETTACKUM
nedopMartiitnum KomuBaHHsIM CH-rpyrmm TpaHc-eTH-
JICHOBOTO 3B’SI3KY (SCH=CH).
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CUHTE3 TA AHAJII3 BIONOMN4YHO AKTUBHUX PEHOBWH 5
Tadbmunsa 1
Awmizu 2-rapboxcngymapaHinoBoi KUCIOTM Ta MOKa3HUKM iX [H-cHekTpis
- . e 14- , oM
mia | R| R [Pl Troma, | Bpymo- RS SeR S Rfi* | AP
fh % i dopmyna Y AN op ] Voo | Bk | || s BOH=CH 1 =
7011 amig |1l amig, TPaHe
220 : 3400 !
a H H 92 (po3K.) CioH10N204 |12,61{12,84| 1680 | 1590 | 1610 3900 1410 | 980 | 0,30 | 0,66
6 H CHs 56 [177-179| Ci2H2o0N204 |11,29(11,50| 1680 | 1590 | 1610 | 3350 | 1440 | 980 | 0,53 ; 0,92
B i30-CgH7 | 46 |202-205| Ci14H16N204 10,14|10,28| 1680 | 1580 | 1610 | 3200 | 1420 | 970 | 0,76 | 0,26
r H H-CaHg 14 |213-215| CisH1gN204 | 9,65 | 9,81 | 1680 | 1570 | 16006 | 3160 | 1420 | 970 | 0,36 | 0,68
a CHs CHs 65 |188-190| Ci3H14N204 |10,68|10,72]| 1690 | 1595 | 1600 | 3150 | 1420 | 980 | 0,27 | 0,73
e |CaHs| CoHs 57 |233-235] Cis5H18N204 | 9,65 | 9,73 | 1680 | 1580 | 1600 | 3200 1420I 980 | 0,37 | 0,67
e | H | W0 | g8 1151-153| Ci7H20N204 | 8,86 | 9,01 | 1680 | 1590 | 1600 | 2890 | 1420 | 980 | 0,26 | 0,75
CeH11 3300
X H |[CH2CeHs| 95 |162-164 CisHisN204 | 8,64 | 8,79 | 1680 | 1590 | 1610 | 3160 | 1420 | 980 | 0,50 | 0,91
2'- 3660 i
3 H el 55 |183-185| C14H11N304S |13,2413,38 1690, 1560 | 1600 3200 1410i 980 | 0,54 | 0,74

*Cnonyku llla-€,3 kpucTaniaysanu 3 sogHoro AM®A, libk — 3 eTaHony.
**Cuctemu ans xpomartorpadysarHsa: 1. 6eH30n-giokcaH-nboasHa outTosa kucnota (90:25:4); 2. etaHon-giokcan (1:1).

[Y-cnexkrpn amigiB 2-kapbokcudymMapaHiloBol
KMCIIOTH XapaKTepU3YIOThCI HAsiBHICTIO CMYT BUCOKO1
IHTEHCHMBHOCTI, 110 BIiITOBIIAE XapaKTEPUCTUYHUM
KonuBaHHAM KapbiminHoi rpynn ~CONH-.

CMyra BaJIeHTHUX KojauBaHb ve=0 (I amigna cmy-
ra) sHaxonutbest 6t 1680 e, a nedopmaliiHux
KOJINBaHb SNH (I aminHa cmyra) — B iHTepBai
1595-1560 cm .

Y Monekyii amimiB 2-kKapOokcudymapaHiioBoOi
KUCJIOTH NMPHUCYTHI ABI KapOIMiiHI TPyNu, pPO3AUIEHI
€TWJIOBUM 3B S13KOM, SKUU JIE€TKO MOJSIPU3YETHCS.
IIpy LILOMY CTBOPIOETHCSI MOXKIIMBICTD IX JOHATKOBOI
B3aEMHOI [MOJISIPU3allii, 1O opsa 3 (HakTopoM aau-
TUBHOCTI BIUIMBA€E€ Ha MIJABULIEHHSI IHTEHCUBHOCTI
CMyT BIANOBIAHWX KOJMBaHb. 3 L€l NMPUYUHU B
CTIeKTpax aMimiB, 1110 AOCIKYBAIUCh, CMYTH VC=0 I
ONH MalOTh IHTEHCHUBHICTh, sIKa 3HAYHO TIEPEBUIIYE
IHTEHCUBHICTb iHIIMX CMYI criekTpa [4].

Kpim Toro, B obsiacti 3400 ev i 1680 em”! crio-
CTepiraloThCs CMYTU CePelHBOI IHTEHCUBHOCTI, SIKI
HaJeXaTh BIAMOBIAHO 10 AedopMailiitHux (8c=0) i
BaJleHTHUX (VNH) KonuBaHb NH-rpyiiu, 3yMOBIIEHUX
HasiBHICTIO B CTPYKTYpi HedamimieHoro amimy [lla
amiHorpyrm NHj.

IMepBUHHMI (hapMaKOJTOTIYHUM CKPUHIHT CUHTE-
30BaHMX aMiliB 2-kapOokcudymapaHiioBol KUCIOTH
3 BUABJIEHHS JIYPETUIHOI 1 aHTUTIITOKCUUHOL aKTUB-
HOCTI IIpOBOAMIIM 3a MeToaukamu [1, 2].

Cepen aMijiiB, 1O BUBYAINCH, CIIOCTEPITAETHCS Pi3- |

HOMAaHITHICTb BIUTMBY Ha BMIUIbHY (DYHKIIIIO HUPOK.
Tak, aminm 111 a,6,€,5k BUSIBIISIIOTb AHTWIIYpPEeTUY -
HUI1 €PeKT, OCKUIBKY MO BIIHOLLIEHHIO JI0 KOHTPOJIIO
BiH cknanae 10-44%. 30BciM iHIIA KapTUHA CHO-
cTepiraethes cepen miankimaminis 11la-e. Jlierunamin
[Ile 36UmpLIVE aiype3 Ha 26% iHTeHCHMBHINIE, HIX

rperapar rnopiBHAHHS rinoriasua. A ceyorinHa mid
auMeTunaminy 2-xkapookcudymMapaHUIOBO! KUCIOTH
[I1 1 nepeBulllye aKTUBHICTb rimoTiasuay B 2,3 pasu.
Jliypes mmpy 11bOMY 301TbIIVETHCS B 3,5 pasu BIIHOCHO
KOHTPOJIIO.

AHTUTINOKCUYHY AaKTUBHICTb BUSIBISIOTH amiiu
[IT a,e,x, 30UIBLIVIOUU TPUBATICTH KUTTS TBapuH
BIIHOCHO KOHTPOJI0 Ha 65,25 1 33% BiANoBiAHO.

Metwnamin 2-kapOokcupymMapaHiioBO! KUCIOTH
[1] 6 BUsIBNSIE AaHTUTITIOKCUYHY /110 HA PiBHI Ipernapa-
TY NMOPIBHAHHS OKCUOYTUPATY HATPIIO.

ExkcnepumenTaibHa XiMiyHa 4aCTHHA

[Y-criekTpn BHUMIpIOBAJIM Ha CMEeKTPOhOTOMETPI
“Specord M-80" B obnacti 4000-400 cm B TabnerKax
opoMiny Kamiio (koHueHTpauis 1%).

Amin 2-gapooxcugymapaninosoi kuciaorn (I1Ia).
J1o 2,49 r (0,01 Monb) meTunoBoro edipy 2-kapOok-

Tabauia 2
HiypernyHa Ta aHTUTINOKCHMYHA aKTUBHICTL aMiaiB
2-rkapbokcrdymMapaHlJIOBOl KUCJAOTH

- i TpuBanictb XxutTa B %
Cnonyka aﬂ’mﬁ?c“::a y BiAHOLWWEHHI A0
! KOHTPOMO
Il a 440 o 163,0
o 10,0 196.0
il a 2550 63.0
e 86.0 104,0 i
1
e 17,0 133,0
1l x 440 - 125.0
lnoTia3ng 170,0
OxkcubyTtupar 200.0
HaTPIO :
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cucymaparuioBol kuciaotu jgomawts (1) 10 mn 25%
PO3YMHY aMiaky | HarpiBaioTh 10 MOBHOTO PO3UMHEH-
HS ocamay. 3anuiialTh Npu KIMHATHIN TeMmiepartypi
Ha 24 roa. [Totim posuun ninkucmoors HCL (1:1) no
pH 3.0-4,0. Ocan, o BUAUISIETCSE, BI(DLIBTPOBYIOTH
i cyuiars. Kpucranizytors 13 BogHoro JIM®PA. Buxig —
2,04 1 (92%). TTnactunku, Trona. — 220°C (po3ski.).
AHasoriyHo Oyam orpuMani crionyku [116-x.

2’-riazoniiamin 2-kapookcudymapaHijioBoi KHCJI0-
™ (III3). JIo posumny 0,23 r (0,01 Mons) mera-
JiyHoro Hatpito B 10 MJi aOCOJMIOTHOrO MeTaHOIY
nomaorh 2,49 r (0,01 Monb) MetwioBoro edipy 2-
kapbokcuhymapariioroi kucioru (I). Okpemo roty-
107h cymimn i3 1,1 r (0,011 Monb) 2-aMiHOTIa30Ty |
0,25 r (0,011 Monb) metamiusoro Harpio B 20 mi
abCOJIIOTHOrO METaHOJy, sIKY A04al0oTh A0 [eplIoro
PO3UYUHY | KUIT SITATH 31 3BOPOTHUM XOJOAMIBHUKOM
nporsrom 20 xB. PeakiiiifHy cyMilll OXOJOMIXYIOTh,
PO30aBIsIIOTh MOABIMHOIO KUJIBKICTIO BOAM 1 IAKUC-
motors HCI (1:1) mo pH 3,0-4,0. Kpucraiisytors i3
poaHoro JIM®A. Buxin — 1,75 r (55%). Tonku,
Trona. — 183-185°C.

ExkcrieppmenTanbHa 0ioJioriyna gacTusa

JliypeTHUHy aKTUBHICTb BMBYAJIM 3a METOAOM
€.b.Bepxina [l] npu miepopasibHOMY BBEIEHHI 110-
CIDKYBAaHUX PEYOBUH | npenapary MOPIBHSAHHS Ti-

notiasuiy. TBapuHaMm AaBaJiu BOJHE HABAHTAXKEHHS
13 pPO3paxyHKy 25 MT/KT.

AHTUTITIOKCUYHY aKTUBHICTb BU3HAYAJIM B yMOBaX
PIBHMHHOI TOCTPOI FMITOKCUYHOT Finmokcii [2].

AMiaM, UIO BUBYAIMCH 1 ETAJIOHHWU npernapar
OKCHOYTHpAT HATPiO BBOJWIM BHYTPILIHBOIIIYHKO-
BO Y BMIUISII BOAHOI CYCITE€H3il, cTaOUTI30BaHOl TBIi-
HoM-80 3a | TOAMHY A0 MOYATKY €KCIIEPUMEHTY.

BUCHOBKMH!

1. 3aiifiCHeHW1 CMHTE3 1 BUBUCHI (Bi3MKO-XIMIUHI
BJIACTUBOCTI amiaiB 2-kapdokcudyMapaHiioBOl KUC-
JIOTH.

2. BcraHOBJIEHO, 110 LLTHOBI NMPOAYKTH MOXYTh OyTH
OTpUMAHI JIUIIIE Y BOTHOMY PO3UMHI i B HAUTUILIKY aMiHY.

3. TlposeneHe nepBuHHE (apmakoJIOTiuHe HO-
CIIIDKEHHSI CUHTE30BAHUX CITOYK 3 BUSIBJIEHHSI JIiype-
TUHHOI | aHTUTINOKCUYHOI aKTUBHOCTI. BcTtaHoBIE-
HO, 110 AleTwiamin 30UTbiye aiype3 Ha 26% iHTeH-
CUBHIIIE 3a IIpelapaTr MNOpPiBHAHHS. JIumerunamin
2-KapOokcHdyMapaHiioBOl KHUCIOTH MEPEeBUILYE aK-
TUBHICTH TiIoTiazuay B 2,3 pasu, Alype3 Nnpu UbOMY
301IbLIVETBCS B 3,5 pa3u BiIHOCHO KOHTPOJIIO. AH-
TUTIMTOKCUYHY aKTUBHICTH BUSIBJISIIOTH Maiixe BCi aMi-
I Ha piBHI 25-65% BITHOCHO KOHTPOJIIO, a METH-
JIAMII BUSIBJISIE AHTUTIMOKCUUHY J1il0 Ha PiBHI 1pe-
11apaTy TOPIBHSIHHST OKCUOYTUPATY HATPIIO.
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CUHTE3, ®PU3UKO-XUMHUUYECKME CBOUCTBA, 11V~
PETUYECKAS 1 AHTUTMITOKCUYECKAS AKTUBHOCTb
AMMUI0B 2-KAPBOKCUDYMAPAHUINOBOUW KHCIIOTBI
B.[1.Yepupix, T.B.Bowko, E.M.Cepruenko, 3.1 Kopaienko,
A.W.bepesnsikosa

OcyuIecTRIEH CMHTE3 M U3YHeHbl (DU3UKO-XMMUUECKNE CBOUCTBA
amMuaoB 2-KapbokcndymapannIoBoi KHCAOTLL. [1poBeacHHbLI ep-
BUYHBIA (apMaKONOrHYeCKuii CKPUHMHI NO3BOAMI OBHAPYXNTH
BELLECTBA, MPOSIBSIONINE ANYPETHYECKOE U AHTHUIMIOKCHHYECKOe
NeHCTBYE, 3HAUUTEIBHO MPEBBILIAIOLLEE NTPenapatbl CPABHEHU.
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SYNTHESIS, PHYSICAL AND CHEMICAL PROPERTIES,
DIURETIC AND ANTIHYPOXANT ACTIVITIES OF 2-
CARBOXYFUMARANILIC ACID” AMiDES

V.P.Chernykh, T.V.Voshko, E.M.Sergiyenko. Z.I.Kovalenko,
A.l.Bereznyakova

Synthesis and physico-chenical properties of 2-carboxyfumar-
anilic acid’ amides have been studied. The initial pharma-
cological screening obtained allowed to find substances with
diuretic and antihypoxic effect as active as the model prepara-
tions.



