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KopucHa mofgenb HanexuTb A0 XiMil reTepouunkniyHmx cnonyk, a came o 4,5,6,7-tetparigpo-3H-
2-N-(napa-meTokcudeHaumnamiHo)-aseniHy  rigpoxnopuay (gani  cnomyka) 3  MNOTEHUIHUMM
izionoriyHMMM BNacTUBOCTAMM, SIKi MOXYTb MPOSIBSAATUCS 3a PaxyHOK HassBHOCTI B OyaoBi Monekynu
CMNpPSKEHOT CUCTEMW, WO BMHUMKAE MK pparmMeHTamMn MONeKkyn napa-meTokcudpeHaumnamivy Tta
aseniHy.

CTpyKTypHi aHanoru, 6ionoriyHO akTMBHI CMOMYKM - MOXigHI Knacy TeTparigpoaseniHy, Wo MawTb
NMO3UTMBHY iIHOTPOMHY Aito, HE BigOMi (NiTepaTypHUIA ONUC BIACYTHIN).

B MeauuHii npakTuui LWMPOKO BUKOPUCTOBYETbCS AodhaMiH (HErniko3anaHwui KapaioToHIK) Ta
cepueBun riko3na-cTpoaHTUH, SKUN MaE NO3UTUBHUI IHOTPOMNHUIA edoekT [1-4].

Hainbinbw edekTMBHUI NpenapaTom 3 NO3UTUBHOK IHOTPOMHOI Aieto € cTpodaHTuH. BiH sBnse
coboro cymill cepueBux rniko3uais, BUAINEHUMX 3 HacCiHHSA cTpodaHTy. OCKinbkn cCupoBuMHA ONS
OLepXXaHHA [AaHoro nikapcbkoro npenapaTty POCAMHHOIO MOXOMKEHHSA, 30inblueHHa noTpebu y
CcepueBO-CyOMHHUX 3acobax CcTaBUTb MPOGMNEMy MOLWYKY CUHTETUYHUX CMOMYK 3i  CXOXUMU
dapmakonoriyHumMn ecpektamu.

B ocHOBYy KOpuCHOi Mogeni MnocTaBneHO 3adayy CUMHTEe3y MOJSEKYNU CroflykM 3 HaCTYMHO
xiMmiyHow GynoBoto: 4,5,6,7-TeTparigpo-3H-2-N-(napa-meTokcudgeHaumnamiHo)-aseniHy rigpoxnopvay
3 NOTEHUiNHUMN Pi3ioNOoriYHNMM BNACTUBOCTAMMN.

MocTaBneHa 3agava BUPILLYETBLCSA CUHTE30M 4,5,6,7-teTpagirpo-3H-2-N-(napa-
MeTOoKcMdeHaunnamiHo)-aseniHy rigpoxnopuvay:

N =HCI

NH—CHZ—ﬁ OCH,

o

3anponoHoBaHa crnonyka sBnse cob6oto 6e3konbOPOBY KPUCTaniyHy pevyoBuHY, 40Ope PO3UYUHHY Y
BoAi. Mae BMCOKY NO3UTUBHY IHOTPOMHY akTMBHICTb. [JaHy cnonyky B nitepatypi He onncaHo. OcCKinbku
B niTepaTypi He BiJOMi pilUEHHA 3i CXOXMMW O3Hakamu, aBTOpW BBaXaloTb, WO 3anporoHoBaHe
TEeXHiYHe pilleHHs BiAnoBifae KpuTepito "HOBM3HA Ta CyTTEBI BiAMIHHOCTI".

PeuyoBuHa 3 noTeHUiMHUMUK disionorivHumy BnactusocTamMu 4,5,6,7-teTpangpo-3H-2-N-(napa-
MeToKcMdeHauunamiHo)-aseniHy rigpoxnopugy 6yna oTpumaHa LWASAXOM KOHAEHcaLii 2-MeToKcU-
4,5,6,7-TeTparigpo-3H-aseniHy 3 rigpoxnopmuaomM a-aMiHo-4-meTokcnaLeTodeHOHOM.

IHOMBIQYanbHICTb CMHTE30BaHOI CMOMYKN KOHTPOMOBaNu MeToAoM TOHKOLLApOBOI XxpomaTtorpadii,
cknag niaTeepaxysanv AaHUMN eNeMeHTHOro aHaniay.

Cnektp NMP cuHTe3oBaHOi crnonyku 3anvcyBanu Ha npunagax "Bruker WP-200" (BUpOGHMK
"Bruker", Switzerland), "Varian T-60" (Bupo6bHuk "Varian", USA) 3 pobouoto yactoTtoto 200-132 My y
BuAai po3umHy AMCO-Dg (BHYTpIWwHIA cTaHgapT TMC).

IY-cnekTp 3anucyBanu Ha cnekTpodotomeTpi UR-20 (BupobHuK "Charles Ceise Hena", Germany).
TWX BukoHyBanu Ha nnactuHax Silufol-254.

'PX Bu3Hayanu Ha rasopiguHHoMy xpomatorpadi "Perkin Elmer"s Y®-getektopom (BUMPOBHMK
"Perkin", Germany).

Xpomartorpamy, [4-, TIMP-cnekTpn KiHUEBOro nMpOAYKTY iAeHTUdiKyBanuM Yy MOPIBHAHHI 3
xpomaTtorpamamu, Y-, NMMP-cnekTpamu BUXigHUX CNONYyK.

CvHTe30oBaHa cronyka - Le KpWUCTamniyHWiA MOPOLUOK KpemMoBOro 3abapBreHHs, HEPO3YMHHUIA Y
BOAi, MeTaHoni, eTaHoni.

HaHi enemeHTHOro aHanisy Ha C, H, N cuHTe3oBaHOi crnomnyku BignoBigaloTb 0BYMCIIEHUM
3HAYEHHSAM.

MeToauka CUHTE3yY 4,5,6,7-tetparwpo-3H-2-N-(napa-meTokcnudeHauunamiHo)-aseniHy
rigpoxnopuay.

Cymiw 6,05 rpam (0,03 monb) rigpoxnopugy a-amiHo-4-meTokcuaumtodeHoHom Ta 6,0 mn 2-
MeToKcK-4,5,6,7-tetparigpo-3H-a3eniHy peTenbHO nepeMiyTb, Ta BUTPUMYIOTbL S [OHIB npwu
Temnepatypi 20 °C. T[licna ubOro peakuiiHy CcyMmill po3TupalTb 3 edipoM, BiAdINbTPOBYIOTH.
OunLLyoTb KpUcTanisaLieto i3 cymilli po34YMHHKUKIB aLeToH-meTaHon /1:1/.

Buxin 5,60 r (63 %), T.nn=166-168 °C.

BunangeHo, %: N=9,15 CI=11,9 C4sH,,xN,CLO,

MopaxoBaHo, %: N=9,44 Cl=12



10

15

20

25

30

UA 87694 U

Cnektp MNMMP /CF; COOH, TMC/:1,94/m, 64/CH,/5/, 2,98/, 24,CH,/ : 3,73/1, 2H, CH,-N/, 4,02/C,
3H, OCHgy/, 5,08/d, 2H, NCH,C=0/, 7,15 1 8,14 /d-d, 4H, CsH,-napa/; 8,33(poswup. c, TH, NH).

dapmakornorivyHi JoCniAXeHHA N0 BUABIIEHHIO IHOTPOMHOT akTUBHOCTI 4,5,6,7-TeTparigpo-3,H-2-N-
(napa-meTokcndeHauunamiHo)-aseniHy rigpoxnopuay (crnosmyka) BMKOHaAHI Ha namingpHoMy M'asi
Miokapay 6inux LypiB, WO CKOPOYYETLCA Y i30METPUYHOMY PEXUMI Mg A€ eNEKTPUYHOI CTUM ynsLii.
MpsAMOKyTHI iMnynbcy TpuBanicTio 5 mc Ta Hanpyroto Ha 10 % Bulle NOpoOroBoro nogasanu MoB3
enekTpoan, Wo po3TalloBaHi napanenbHo M'ady, Big enektpoctumynaTopa EC-50-1. [na nepdyasii
BMKOPUCTOBYBaNuM noxusHui po3umH Kpebca. O6'em poboyoi kamepu ckrnagas 1 om®, Temnepatypy
nep dysiHOro po34vMHy BUMIpIOBaNM 3a AOMOMOrol TepMoMeTpa Ta MigTpumyBanu TepMOCTaTtoM
ITX - 0-03 6inga 28-29 °C, pH po3unHy cknagas 7,4 (ioHomip 3B - 74).

Micna nepiogy BnpaubOBYBaHHS M'A3M pPO3TAryBanuM [0 OOBXWHW, MpU SKIM peecTpyBanach
MakcumMarbHa cuna ckopodeHb. Cuny cKopoyeHb BM3Hayanu 3a Jonomorow MexaHotpoHa 6MXIC Ta
peectpyBanu 3a gonomoroto nonirpadga M44 - 02. Mpu aHanisi ckopoyyBansHOI YHKLUIT NaningapHMx
M'si3iB BM3HA4Yanu: MakcumanbHy Hanpyry, Lo pO3BMBAETbCS, MaKCUMarnbHYy LUBUAKICTb CKOPOYEHHS
Ta po3cnabneHHs1, Yac AOCArHeHHS Ta Yac HaniBpo3cnabneHHs.

CnongKy, Lo BUNpoboByBanacb, po34nHANM y po3unHi Kpebca B kKOHUEHTpaLisx 1x10“ M, 1x10°
M, 1x10° M Ta 1x10" M. KoXHy KOHUEHTpauito Ccrnonyku, wWo BunpoboByBanacb nepdysyBanu
npotarom 10 XBWNWH MOB3 TepMoOCTaToBaHy Kamepy, B SKil 3HAXOAWUCH i30M1bOBaHi M'A3n. Ak
eTarloHHi NpenapaTn BUKOPUCTOBYBanu fodaMiH (HErMiKO3UAHUA KapAiOTOHIK) Ta CepueBMI rniko3ng
- CTPOaHTHKH, LLO Ma€E NO3UTUBHUI IHOTPOMHUIN edOekT.

OTpumaHi gaHi HaBegeHi B Tabnuuax. Ak csigyate gaHi B Tabnuui 1, MMOBipHE MigBULLEHHSA
iHOTPOMNHOI aKTUBHOCTI 3asBnsemo!' cnonyku, SK i y cTpoaHTuHy, CNoCTEPIraeTbCa B KOHLEHTpauil
1x107 M (36 %). MakcumarbHUA MPUPICT CUMKM  CKOPOYEHHS MiA  BRMMBOM  CMOMYKW, LUO
BMNPO6OBYBaNack CrNOCTEPIracTLCA B KOHLEHTpaLii 1x10™ M i gopisHioe 77 %, Lo HAaBNMXaeTbCs A0
Takoro y godaminy - 79 % i BuLe HiX y cTpodaHTuHy - 72 %.

Tabnuusa 1

Bnnue cnonyku Ta eTanoHis (aogamiH, CTpodaHTUH) Ha MakcuMarnbHy Hanpyry, WO po3BMBAETLCA
i30/1bOBaHMMU NaninapHMMK M'a3amm 6inux LWypis (y BiACOTKax 40 KOHTPOSO)

KoHueHTpauiqa (B Monsx) EcbeKT.

CTPOMaHTUH JodamiH cronyka
1x10” *128+6 10816 *136+5
1x10° *139+7 *122+7 *135+2
1x10° *153+5 *166+8 *145+8
1x10™ *172+6 *179+8 *177+12

KOHTPOJIb 1006 10044 100+3,8

MpumiTtka: cepeHi Benm4MHU po3paxoBaHi Ha nigctasi 7-10 gocnigis y KoxHin cepii, p<0,05

Crnonyka, WO BMKOPMUCTOBYBanach Sk i €TanoHHi npenapaTty, NiABULLYE MaKCMMarnbHy LWBUAKICTb
CKOPOYEHHS Ta po3cnabneHHs i30MbOBaHMX NaninsgpHux M'asie Ginvx wypis (Tabnuus 2, 3). OgHak
30iNblUEHHsT WBWMAKOCTI po3crnabnieHHs Big3HaA4YaeTbCA NUWEe B KOHLEHTpauii 1x10* M npu pgii
CMONYKMW.

Tabnuuga 2

Bnnue cnonykn Ta eTanoHis (aoamiH, CTpoaHTUH) Ha MakCcMManbHy LUBUAKICTb CKOPOYEHHS
i3011bOBaHUX NaninapHUx M'asie 6inux wypis (y BiCOTKax 4O KOHTPOJIO)

KoHueHTpauis (B monsx) Ecpexr
CTpOaHTWH JgodamiH cnoJsiyka
1x10”" *143+8 11017 104+2
1x10° *156+9 *122+7 *127+8
1x10° *179+9 *184+10 *125+3
1x10™ *213+11 *196+49 *150+£16
KOHTPOIlb 1008 100+4 100+1,2
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Tabnuuga 3

Bnnue cnonykn Ta eTanoHiB (CTpodaHTuH, AodamiH) Ha MakcMMarnbHy LBUAOKICTb po3cnabneHHs
i30/1bOBAHOMO NaninsaApHoOro M'ady Ginux LWwypie (y BigcoTkax 4O KOHTPOIIHO)

KoHueHTpauis (B Monsix) Eq)eKT.

CTPO(aHTUH JodamiH crnonyka

1x10”" 150+13 12017 9144

1x10° *176+11 *129+7 10415

1x10° *182+14 *24518 10415
1x10™ *216+14 *24519 *190+10
KOHTPOJIb 100116 10048 100+1,2

PisHocnpsamoBaHi  3MiHWM  crocTepiraloTbCa  Nig  BNAMBOM  eTanOHHMX  Mpenaparis

AocnigKyBarnbHOT CNOMyKM Ha 4Yac [OCArHEHHA MaKCUMarnbHOI CUNM CKOPOYEHHS, TOoAi K 4vac

5 HaniBpo3cnabneHHs nanindgpHux M'asie (y BUNagKy CNonyku) HkYe, HiX y godamiHy Ta ctpodaHTuHy
(Tabnuug 4, 5).
Tabnuusa 4
Bnnuve cnonyku Ta eTanoHiB (cTpodaHTuH, godamiH) Ha Yac HaniBpo3cnabneHHst i30NboBaHMX
naninsapHux m'asis 6inux wypis (y % 40 KOHTPOMHO)
KoHueHTpauis (B Monisix) Ecpexr
HeHTpal CTPO(aHTUH JodamiH crnonyka
1x10” *92+2 9848 *109+3,4
1x107° *92+2 9545 *109+3
1x107 *94+3 89+8 *90+1,3
1x10™ *93+3 7747 *12145
KOHTPOIb 1003 10049 100+1,6
TOKCUYHICTb CNOMYKM NPY BHYTPILLHEOYEPEBHOMY BBEAEHHAM MULLIAM cTaHOBUTb J1g=163 Mmr/kr.
Tabnuusa 5
Bnnue cnonyku Ta eTanoHiB (CTpodaHTnH, 4odaMiH) Ha Yac HaniBpo3cnabeHHs i30NbOBaHMX
naninapHux m'asis 6inmx wypis (y % A0 KOHTPOMIO)
KoHueHTpauis Edvekt
(B Mmonsx) CTPOdPaHTUH Aodamin cronyka
1x10” *88+3 9947 *77+3,6
1x10° *87+3 90+7 *77+3,8
1x10™ *87+3 8218 *7115,8
1x10™ *8515 *74+9 *70%5
KOHTPOIb 1005 10049 100+7,7
10

Takum 4YMHOM, Ha nigcTaBi aHanisy OTPUMaHUX eKCnepuMeHTanbHUX AaHuX BUMNAMBAE, LWO
cnonyka, 4dka 3asBnsietbcs, 4,5,6,7-TeTparigpo-3H-2-H-(napa-meTokcudeHaumnamiHo)-aseniHy
rigpoxnopua Mae MO3UTUBHY iHOTPOMHY aKTMBHICTb Ta MOXE HaWTW 3aCTOCYBaHHA B MeOWULMHI, SIK
KapLioTU4HUIA 3acib, a TakoX MOCMYXMTU NiACTaBOK ANA CMPSAMOBAHOIO CUMHTE3Y HOBUX CMONYK 3
NO3NUTUBHOIO IHOTPOMHOLO Ai€to.

15 3agadelo  KOpPWUCHOI Mogeni € onuc XiMiyHOi ©OyooBM HOBOI PEYOBUHW 3  MOTEHUINHUMUK

dizionorivHumn  Bnactueoctamu  4,5,6,7-teTparigpo-3H-2-N-(napa-meTokcudeHaunamiHo)-aseniHy
rigpoxnopuay, sika oTpuMMaHa LWSsXOM KOHAeHcauii 2-meTokcu-4,5,6,7-TeTparigpo-3H-aseniHy 3
riapoxnopnagomM a-amiHo-4-meTokciaueTodeHOHOM.

[hxepena iHdhopmallii:
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®OPMYJIA KOPUCHOI MOJEN!I

Cnonyka 4,5,6,7-tetparigpo-3H-2-N-(napa-meTokcmdeHaunnamiHo)-a3eniHy rigpoxnopug 3aranbHoi

dopmynu:
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3 NOTEHUiNHUMN Pi3ioNoriMHMMM BNACTUBOCTSAMMN.

Komn’'totepHa BepcTka [. LLieBepyH

[HepxaBHa cnyxba iHTeneKTyanbHOi BMacHocTi YKpaiHu, Byn. Ypuupekoro, 45, m. Kuie, MCI1, 03680, YkpaiHa

0N “YKpaiHCbKMI iIHCTUTYT NPOMMUCIIOBOI BriacHocTi”, Byn. [Na3yHoBa, 1, M. KuiB — 42, 01601



