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O0BnacTb TEXHIKM

[aHa 3asiBka 3aaBnse NpiopuTeT 3riaHO 3 KOpencbkoto 3aaskoto Ne 10-2018-0119984, nogaHoto 8
»OBTHA 2018 poKy, Ta BBECb 3MICT PO3KPUTUI B ONUCI i rpachiyHMx maTepianax 3adBku, BKAOYEHUX B
JaHWA JOKYMEHT 3a JONOMOrOK NMOCUITAaHHS.

Hanni BUHaXxig CTOCYETbCA dpTOp-3amileHoT noxiaHoi CNonyKku Ha OCHOBI
TiopeHnbicpeHinkapbokcamiagy, 1i coni, Tl CTPYKTYPHOTrO i30Mepy 1 3acoby ANst KOHTPOMO 3aXBOPIOBAHHS
CiNbCbKOrocnogapcbkmx Ta cagoBUX POCAKH, WO MICTUTb NOro SK aKTUBHUW iHFPEAiEHT.

MepeaymoBM CTBOPEHHS BUHAX04y

Ha cborogHilHiin AeHb BXe BigOMO, WO Garato Cnonyk Ha OCHOBiI kapbokcamigy BOMOAiOTb
edbekTaMn KOHTPOSIO WoA0 MiKpoopraHiamie (Hanpuknag, WO2002/008197 A1, WO 2004/054982 A1,
WO 2013/167550 A1 i WO 2017/042142 A1). AKTUBHICTb Takux PeyYoBUH B KOHTEKCTI KOHTPONIO €
XOPOLUOIO, ane 4acto He 3a40BISNIbHOIO.

Poskputta

TexHivHa npobnema

3acobu NS KOHTPOMIO 3aXBOPIOBAHHA POCIAMH, NPU3HA4YeHi Ans BUKOPWUCTaHHA  LLOAO
CiNbCbKOroCnoA4apcbkMx Ta CagoBUX POCIWH, PO3KPUTI B 3aranbHONPUAHATIN TEXHOMOrIT, BKasaHin y
BULLE3ragaHoMy Npuknagi, He JEMOHCTPYIOTb MPaKTUYHUIA piBEHb aKTUBHOCTI B KOHTEKCTI KOHTPOSIO,
BiANOBIAHO BCe LUe HeoOxigHe A0AAaTKOBE BUBYEHHSA. 30KpPEMA, TX aKTUBHICTb B KOHTEKCTi KOHTPOIO
crnpaBXHbOT OOpOWHUCTOT pocu obmexxeHa. Kpim Toro, ana cyvacHux 3acobiB Anst 3axucty
CiNbCbKOTOCNoAapChbknX KymnbTyp 3HA4YHOI MipOK HeoOXigHi ekonoriyHo 6e3neyHi Cnonyku, W, Takum
YMHOM, 3acobu Ans KOHTPOMK 3axBOPIOBAHHA POCIHUH, NPU3HAYEHi ANA BUKOPUCTAHHA LWOAO
CiNIbCbKOTOCMOAAPCHKUX Ta CafOBUX POCIWH, SKi MPOSABMSAKOTH BUCOKY aKTUBHICTb B HU3bKMX J03aX, €
Bce OinbLU HEOBXiIAHUMM.

TexHiuHe pileHHA

B pesynbrati peTenbHOIrO0 BMBYEHHS, MPOBEAEHOIO aBTOPaMW JaHOTO BMHAxXody AN BUPILLEHHSA
BULLEBKA3aHUX npobnem, Oyno BUABMNEHO, TUM CamMUM 3AIMCHIOKYMM OaHUW  BUHaxig, WO
dTop3amilleHi NoxigHi Cnonyku Ha oCHoBI TiodheHbidheHinkapbokcamigy, X CTPYKTYpPHI i3oMmepu i coni,
npegctaeneHi 3aranbHolo dopmynoto () 3a gaHUM BUHAxXOAOM, MalOTb LUMPOKWMIA CRNekTp Ail aK
YHriUMAM NPOTU  CMPaBXHbOT OOPOLLIHUCTOT POCM HAaBiTb 3a HU3BLKOT 403U 404AaTKOBO A0
NPOAEMOHCTPOBAHOIO BiAMIHHOTO eeKkTy KOHTpOmo K 3acoly Ans KOHTPOMIO 3axXBOPHOBAHHS
POCAMH, MPU3HAYEHOTO AN BUKOPUCTAHHA WOAO CifMbCbKOrOCNOoAapChbKUX Ta CagoBUX POCINH.
[HWwMMK  cnoBamu, AaHWW  BMHaxid  CTOCYETbCA  (PTOpP-3aMmilleHOT  CMONYKM Ha  OCHOBI
TiopeHbicdpeHinkapbokcamigy abo Ti coni, NnpeaCTaBNneHMMM HACTYMHO <3aranbHo opMynow 1>,
cnocoby ix opepkaHHa W 3acoby ANA KOHTPONO 3axBOPIOBAHHA POCAWH, NPU3HA4YEHOro Ans
BMKOPUCTAHHS WOAO CiNbCbKOrOCNOAAPCHKUX Ta CagO0BUX POCMKH, O MICTUTD iX.

HaHni BuHaxig ctocyetbea

1) pTop-3amiweHoi noxigHoi BideHinkapbokcamigy abo ii CTpykTypHOro isomepy abo ii coni,

NpeacTaBNeHUM HACTYMHOIO 3aransHoK GOPMyIoL;

2)
Ri @ /—'—Xm
A
R
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O.
R ),

y BULLEBKa3aHi popmyni

Y asnse coboto atoM BoaHio abo (C1-Ca)ankin;

X aBnge coboto atom ranoreny abo (Cq-Caankin;

m saBnsge coboto uine vncno Big 0 oo 2;

R sBnsie coboto atom BoaHto, (C1-Ce)ankin, (Cz-Ce)ankeHin, (C2-Cs)ankinin, (C1-Ce)ankin, sikuin
Moxke Oyt 3amiweHun 1-5 atomamu ranoreHy, (Ci-Ca)ankin, akuin moxe Oytn 3amiwenni (Cs-
Cs)umknoankinom, (C1-C3)ankin, akuii Moxke OyTu 3amilieHuin deHinom abo nipuguHom, deHin(Cs-
Cs)ankin (skuii moxe OyTu 3aMillleHUit atomMoM ranoreHy), deHin(Ci-Cs)ankin, sakuin moxe 6yTu
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3amiweHun (C1-Ca)ankinom, abo denin(C-Ca)ankin, akuin moxke 6ytu 3amiweHun (C1-Ca)ankokcu;

R+ aBnsie coboto (C1-Caankin abo (C1-Ca)ankin, 3amiweHnin 1-3 aTomamm ranoreHy, i koxkeH 3 R2
n R3 He3anexHo aBnse coboto BoaeHb, (C1-Ca)ankin abo ranore;

2) y BKa3aHOMY NYHKTi 1)

Y siBnsie co6olo atoM BoAHIo; m gopiBHioe 0; R siBnse coboto (C1-Ce)ankin, (C2-Cs)ankeHin, (Co-
Ces)ankinin, (C1-Cs)ankin, sikuin moxe 6yTu 3amiweHuin 1-5 atomamu ranoreHy, (Ci-Ca)ankin, akui
Moxke 6yTu 3amiwleHuii (Cs-C8uuknoankinoM, (C1-Cs)ankin, Akuit moxe 6yTn 3amieHnin deHinoM ato
nipuanHom, dbenin(C+-Cs)ankin (Skuin moxke OyTu 3amilleHnid aTomom ranoreny), cdeHin(C-Cs)ankin,
Akun moxke 6yt samiweHun (Ci-Caoankinom, abo deHin(C1-Cs)ankin, akmn mMoxxe 6yTu 3amileHun
(C1-Ca)ankokeu; R1 asnse coboto (C1-Ca)ankin abo (C1-Ca)ankin, samiieHnin 1-3 atomamm ranoreHys i
R2 i1 R3 aBnsAoTb CO60I0 aTOM BOAHIO;

3) y BkazaHOMYy NyHKTi 1)

Y siBnsie coboto atom BoAHIo, m aopiBHioe 0, R siBnsie coboto (C1-Ce)ankin abo (C1-Ca)ankin, skun
Moxke OyTu 3amiweHuii 1-3 atomamu ranoreHy; R1 sisnse cobowo meTtun i R2 1 R3 senawoTh coboro
aToM BOAHIO;

4) CTPYKTYPHOTO i30Mepy pe4OBUHKU, BKA3aHOT B MYHKTI 2);

5) 3acoby AnA KOHTPOSIO 3axXBOPIOBAHHSA POCAMH, MPU3HAYEHOro Ans BUKOPUCTaHHSA LWIOAO
CiNbCbKOroCnoAapcbkUX Ta CagoBUX POCIMWH, LLO XapakTepusyeTbCs TUM, LU0 BiH MICTUTb CMOMYKY,
ONMUCaHy B yKasaHuX NyHkTax 1)-4), sk akTUBHWUIA IHIpeaieHT; abo

6) cnocoly KOHTPOMIO 3axXBOPIOBAHHA POCHMHMU, SIKMIA XapakTepu3yeTbCA TUM, LLO 3acib i3
BKA3aHOIo NYHKTY 5) 3aCTOCOBYIOTb WOAO pOCnuHK abo I'pyHTy.

KoHkpeTHi getani ansa 3aincHeHHa 4aHoro BUHaxoay

BianoeigHo ao JaHoro BUHaxoay OyB BUSIBITIEHUI HOBUI dhTOpP-3aMiLLEeHNI
TiopeHnbiceHinkapbokcamia HacTynHoT 3aranbHoi popmynu (1):

R @ /—'Xm
\I
TR N
R
\.g H
Rj
F F
YTON
G-
R

Y BulleBKasaHii ¢opmMmyni BU3Ha4YeHHA 3aranbHoi opmynn () 3a gaHMM BUHAxXo4oOM €
HaCTYMHUM.

"ATOM ranoreHy" Bknovae artom propy, aTom Xnopy, atom 6pomy n atom nogy.

Mpuknag "(Ci-Ce)ankiny, skui moxke OyTu 3aMillleHWi aTomamy ranoreHy" BKIoYae ankinbHy
rpyny 3 npssMumM abo posrany>kKeHuM NaHLIorom, Wwo MicTuTb 1-6 aTtomis BYrneLo, Hanpuknag, MeTun,
eTun, "HopMmanbHWI" nponin, i3onponin, "HopmanbHWi" OyTun, i306yTUN, BTOPUHHWIA OyTunN,
TPETUHHUI OyTUN, "HOPMAanbHUR" NEHTUN, HEOMEHTUN N "HOPMAanbHUR" TeKCUM; M ankinbHy rpyny 3
npsiMUm abo pOo3rany>X€HWM FNaHUIOroM, WO MICTUTb 1-6 aTtomiB Byrnmeuw, samiweHux oaHum abo
Oinblle aToMamy ranoreHy, ki Mo)XyTb OyTu ogHakoBUMKM abo pISHUMK, HaNPUKNad, BKIOYEHI
dTopmeTun, AMdTOpMETUN, TPUGTOPMETUN, nepdTopeTun, xnopmetun, Gpommetun, 1-6pomeTun,
2,3-gnbpomnponin ToLo.

Mpuknag "(C2-Ce)ankeHiny" BKMOYAE ankeHinbHy rpyny 3 npsamum abo posranykeHuM NaHLoroMm,
Lo MICTUTb 2-6 aToMiB BYIMEL0, HaNpuUKnaa, BiHin, anin, isonponeHin, 1-6yteHin, 2-6yTenin, 2-meTun-
2-nponeHin, 1-MeTun-2-nNponeHin, 2-MeTun-1-NnponeHxin, NEHTEHIN i 1-rekceHin.

Mpuknag "(C2-Ce)ankiHiny" BKMOYAE ankiHinbHy rpyny 3 npAMuM abo posrany>keHWM NaHLoroMm,
WO MICTUTb 2-6 aToMiB BYIMEL0, Hanpuknag, eTuHin, 1-nponiin, 2-nponiHin, 1-6yTuHin, 2-6yTuHin, 3-
OyTuHIN, 3-MeTUN-1-NPoniHin, 2-MeTUN-3-NPOoNiHiN, NEHTUHIN A 1-reKCUHInN.

Mpuknag "(C1-Ca)ankokeu" BKAOYAE ankoOKCUrpyny 3 NpsiMumM abo po3rany’>keHWM NaHLUorom, Lo
MicTUTb 1-3 aToma Byrneuto, Hanpuknag MeTOKCU, €TOKCKU, "HopManbHUiA" NPOMNOKCK, i30NPOMNOKCH,
"HopmanbHUI" BYTOKCK I i3006YTOKCHK.

Ak coni noxigHol TiodeHbidheHinkapbokcamigy, npeacTaBneHoi 3aranbHoto dopmynoo (1) 3a
OaHUM BUHaXO0AOM, MOXHa MPUBECTU, HaMpuknag, coni HeopraHidyHUX KUCNOT, Taki AK rigpoxnopua,
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cynbdhat, HiTpart, ¢pocdhart; coni opraHiyHMX KUCNOT, Taki K auetaT, dhymapar, maneaTt, okcanar,
MeTaHcynbdoHaT, OeH3oncynbgoHaTr N naparonyoncynbdoHaT; W Coni 3 HeopraHiyHumu abo
OpraHiMHUMK  iOHaMK, TakMMKU K iOHW NiTilo, IOHWM HaTpilo, IOHW Kanilo, IOHW Kanbuilw W
TPUMETUNAMOHIN.

CTpyKTYypHi i3oMepu noxigHoi TiopeHnbicdpeHinkapbokcamiay, npeacraBneHi saranbHow popmMynoto
(I) 3a gaHMM BUHaxo040M, MOXYTb 3Haxoautucsa B (E)-dpopmi i (Z)-dopmi.

Y cnonyui, npeacrasneHin 3aransHoto dopmynoto (1) 3a JaHUM BUHaxX040M, NEPEBAXHO X ABNAe
coboto atom xmnopy, atom Opomy, MeTun, pTopMeTun, andtopmeTun adbo TpudrtopmeTun. binbL
nepeBaxkHo X siBnsie coboto rpyny, LWo saense coboto atom Topy.

MepeBaxkHO Y sBnsie cobol aTom BOAHIO, aTOM ranoreHy abo MeTun. binblu nepeBaxHo Y ABNSAe
co6010 aTOM BOAHIO.

MepeBaxkHO R siBnsAe coboto meTun, eTun, nponin, nponineH, 6ytun, TpeT-6ytun, eninmetnn, 4-
xnopdeHinmeTun, 4-gpropcdeHinmetTun, gropmetun, TpucdtopmeTun, Tpudtopetun abo XnopeTun.
Binbw nepeBaxHo R aBnsie cobowo meTun abo TpuctopeTun.

BinbLw nepeBaxHi npuknagun <cdpopmynu 1> € HaCTYNHUMM:

(E)-N-(38',5'-audrop-4'-((MeTokcuimiHo)MeTUN)-[1,1'-BicpeHin]-2-im)-3-meTuntiodbeH-2-kapbokcamia,

(E)-N-(4'-((eTokeuimino)meTun)-3',5"-gudbtop-[1,1'-6icbeHin]-2-in)-3-meTuntiodpen-2-kapbokcamia,

(E)-N-(3',5'-aucrop-4'-((isonponokcuimiHo)meTun)-[1,1'-6ipenin]-2-in)-3-meTunriodeH-2-
kapbokcamig,

(E)-N-(4'-((tpeT-6yTOKCHIMiIHO)METUN)-3',5"-andbTOop-[1,1'-BicheHin]-2-in)-3-meTunTioden-2-
kapbokcamig,

(E)-N-(4'-(((apunokcm)imino)meTtun)-3',5'-audptop-[1,1'-6icpeHin]-2-in)-3-metuntioden-2-
kapbokcamig,

(E)-N-(3',5'-auctop-4'-(((2,2,2-TpuTOpETOKCH)iMiIHO)METU)-[1,1'-BitbeHin]-2-in)-3-MeTuntioden-
2-kapbokcamia n

(E)-N-(4'-(((6ensunokcn)imiHo)meTun)-3',5'-androp-[1,1'-6idbenin]-2-in)-3-metTuntiodeH-2-
kapbokcamig.

Cnonyka 3a gaHuM BMHAaxOAOM, Hamnpuknag, oJep)kaHa BiAMOBIAHO A0 HACTYNHUX cnocobiB
oaepXKaHHA 1 i 2, ane ogep»KaHHA He 0OMEXEHO HUMMN.

Cnocib ogep>kaHHA 1

-N-(
-N-(

(I}

(e R, R1, R2, R3, Xm 1A Y € Takumu, K BUSHAYEHO Yy BULLEBKA3aHin dopmyni, n L1 aensie coboto
rpyny, Lo BigxXo4uTb, TaKy SK rpyna, Lo aense coboto aTom xnopy, atom 6pomy abo ankokcurpyny).

dTop-3amiweHi noxiaHi TiodeHnbiceninkapbokcamiagy, npeacraBneHi 3aransHoto dopmynoio (1),
MOXYTb OYTW OAepXKaHi LUNAXOM 3A4iMCHEHHA peakuii MK noxiaHow TiodheHKapOOHOBOT KMCNOTH,
npeacrtaBneHolo 3aranbHot dopmynot  (Il), 1 noxigHow 2-amiHobideHina, npeacTaBnNeHo
3arancHoto copmynoto (lll), B NPUCYTHOCTi OCHOBM B iHEPTHOMY PO3YMHHUKY. TeMnepaTypa peakuii B
OaHin peakuii 3a3Buyan 3HaxoaAWTbCa B AianasoHi Big npubnusHo -20 °C go 120 °C, it yac peakuii
3a3BMYan 3HaxoAuTbCA B Aianas3oHi Big npubnusHo 0,1 roguHn o 48 roamH. KinbkicTb Monis
3aCTOCOBYBaHOT noxigHoi 2-amiHoGidbeHina, npeacraBneHoi 3aransHoo dopmynoto (Ill), 3assuyai
Ginblua Ha 3HAYEHHS, WO 3HAXOAMTbLCA B Aiana3oHi Big npubnuaHo 0,5 a0 4, y NOPIBHAHHI 3 KINbKICTIO
MOSiB NOXiAHOT KUCNOTK A, npeacTaBneHoi 3aranbHot dopmynoto (I1).

MNpuknagn OCHOBMW BKMOYalOTb HEOPraHivyHi OCHOBW, Taki AK rigpokcua Hatpito, rigpokeua kanito,
kapboHaT HaTpito, kapboHaT kanito, rigpokapOoHaT HaTpilo 1 rigpokapboHaT Kaniwo; aueraTtu, Taki sk
aueTar HaTpilo 1 aueTar Kanito; ankoronsitu Ny>KHMx MeTanis, Taki gk TpeT-0yToKkcua Kanito, MeTokecua
HaTpilO W eTOKCMA HaTpilo; TPETUHHI aMiHKW, Taki 9K TpueTunamiH, guisonponinetunamiH n 1,8-
niasabiumkno[5.4.0]lyHaeu-7-eH; a30TOBMICHI  apoMaTW4YHi  CNONyKM, Taki §K NipuauH i
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anmetunamidonipuaud; towo. KinbkicTb MOMIB 3acTOCOBYBaHOI OCHOBM 3asBuyan bGinblia Ha
3HAYEHHSA, WO 3HAX0AUTLCA B AianasoHi Big npubnusHo 0,5 oo 5, y NOPIBHAHHI 3 KINbKICTIO MONIB
noxiaHoT kucroTu A, npeacraBneHoi saranbHolo opmynoto (). Ak iHEPTHUA PO3YMHHUK MOXKE
3aCTOCOBYBATUCA PO3YMHHUK, SKMI 3HAYHOIO MIPOKO HE NPUrHiYye NPOTIKAHHA peakuil, i oro npuknaan
BKIIOYAKOTb CMMPTU, Taki 9K METAHOM, €TaHOoM, NponaHon, 6yTaHon i 2-NPonaHon; eTepu 3 NPAMUM
naHuroroMm abo UMKMiYHI eTepu, Taki K AieTUNOBUI eTep, TeTparigpodypaH it OiOKCaH; apoOMaTUYHI
BYIMEBOAHI, Taki sk ©6eH3on, TONyon M KCUNON, ranoreHOBaHi BYIMEBOAHI, Taki SK AUXIIOPMETAH,
XnopodhopM N TETPaxXNOpPMETaH; ranoreHoBaHi apoMaTudHi BYIMEBOAHI, Taki Ak xnopbeHson i
AnxnopBeH3on; HITpUNK, Taki K aUueTOHITPUN; ecTepu, Taki K eTunaueTar; i NONspPHi PO3YMHHUKMK,
Taki g9k N, N-gumetundopmamia, N, N-gumetunauvetamig, aumeTtuncynocokeua, 1,3-aumertun-2-
iMigasoniauHoH, Boga 1 ouTtoBa Kucnota. Taki iHEpTHI PO3YMHHUKN MOXYTb 3aCTOCOBYBAaTUCHA OKPEMO
abo B koMOBiHaUii 3 ABOX abo BinbLue.
Cnocib ogep»xaHHsa 2

Ry o e |
g £ Bg o T 5
Bowg ¥ L §orwm . N"‘f" .
f::t“& N \ry ““““ - L, \; N T P
~3 =
Ry L Fé ¥y
{1y 3 i
R R L T
o g J%{-‘-‘.--Km
A ,¢'§\- A
------- - 8 {"’%‘gi' O ONHOM e A
By e, B -
we j«*‘)‘p
¥R
VI
1 NHOHHE]
R B

+ yangren-R —— (@

(0e R, R1, R2, R3, Xm, Y i1 L1 € Takumu, Ak BU3HAYEHO Yy BULLEBKa3aHin copmyni, L2 asnse
coBolo rpyny, WO BiAX0AUTb, TAKy SK rpyna, Lo sSBnse coboto aTom xXropy, aToM 6pomy 1 atom noay,
n L3 asnae coboto rpyny B(OH)2 abo rpyny B(OG2)2 (ae G2 moxe OyTu TakuM camum abo BigMiHHUM 1
asnae cobot (Ci-Cro)ankin, abo gea G2 MoxyTb OyTu 3B'A3aHi Ha KiHUi 3 yTBOpeHHAM CH2CH2 abo
C(CHs3)C2(CHs)2).

Cnonyka 3aranbHoi dopmynu (V) moxxe 6yTu oaeprkaHa 3a A0MoMOorot crnocoly, Wo CTOCYETbCS
crnonyku (I), <cnocoby oaepkaHHa 1>.

dTop-3amiwieHi noxigHi TioheHkapbokcaMiay 3a AaHUM BUHAXOAOM, MPEACTaBMEHi 3aranbHOoK
dopmynoto (VII), moxyTb 6yTn ogeprkaHi LUNAXoM 34iINCHEHHA peakuii noxiaHol TiodeHkapbokcaMiay,
npegcraeBneHol 3aranbHoto dopmynoto (V), 3i CNONykow, NPeacTaBneHO 3aranbHow opmynoio
(VI), B iHEPTHOMY PO34YMHHUKY B NPUCYTHOCTI Katanisatopa n ocHOBW. B gaHin peakuii Temneparypa
peakuil 3a3Bnyan 3HaxoaAUTbCA B AgianasoHi Bia npubnusHo 20 °C go 150 °C, i yac peakuii 3a3suyan
3HAXo0AUTbCA B AianasoHi Big npubdnmaHo 0,5 roguHn ao 48 roauH. KinbKiCTb MONIB 3aCTOCOBYBAHOT
CMonykn, npeacTaBneHoi 3aranbHow dopmyno (V), 3aseudan Oinblua Ha 3HAYEHHs, WO
3HAX0AUTbLCA B AianasoHi Big npudnumaHo 0,8 A0 5, y NOPIBHSHHI 3 KiNbKICTIO MOJIiB NOXiAHOT KUCMOTU
A, npeacraBneHoi 3aranbHoto dopmynot (IV). Sk katanisatop MOXyTb O6yTuM BUKOPUCTaHI,

Hanpuknag, nanagiesi Kkaranisatopu, Taki K nanagaivi(llyayeTar,
TeTpakic(tpudenindocdid)nanagin(0), KOMNAeKC [1,1'-
ouc(audeHrindocdino)eppoueH]auxnopnanaain(ll)anxnopmeTan n anxnopua

Bic(TpudbeHindocdin)nanagito(ll). KinbkicTb MOMiB  3aCTOCOBYBaHOro kartanisatopy Oinblia Ha
3HAYEHHS, LLIO 3HAX0AUTbCA B AianasoHi Bia npuénuaHo 0,001 go 0,2, y NOPIBHSHHI 3 KiNbKICTIO MONIB
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cnonyku, npeacrtaeneHoi 3aranbHoto dopmynoto (V). MNMpuknagn OCHOBU BKIIKOYAKOTb HEOpPraHiyHi
OCHOBMW, Taki sk docdar kanito, rigpokcua Hatpilo, rigpokcua Kanito, kapboHart HaTtpito, kapboHar
kanito, kapboHaTt uesito, rigpokapboHaT HaTpilo 1 rigapokapboHaT Kanito; W auetartu, Taki gk auertar
HaTpito i aueTtar kanito. KinbkicTb MONiB 3aCTOCOBYBAHOT OCHOBU 3a3BMYan BinblUe Ha 3HAYEHHSA, WO
3HAX0AUTbLCA B AianasoHi Big npubnuaHo 0,5 ao 10, y NOPIBHAHHI 3 KiNbKICTIO MONMIB NOXiAHOT KUCMNOTK
A, npegcrtasneHoi 3aranbHoto opmynoto (1V).

Kpim Toro, HeoGxigHa cnonyka 3aranbHoi dhopmynu (1) moxke 6yTu ogepKaHa LUNAXOM 34iNCHEHHS
peakuii cnonyku 3araneHoi dopmynu (VII) 3i cnonykoo NH2OR. lMNpu ubomy Temnepartypa peakuii B
OaHin peakuii 3a3Buyar 3HaxoAMTbCA B AianasoHi Big npubnusHo -20 °C go 100 °C, i nepioa 4acy, 3a
SKMA 3a3BMYAN MPOBOAATb Peakuilo, 3HAaXoAWTbCA B Aianas3oni Big npubnusHo 0,5 roanHn go 24
rogumH. Kinekicte monie 3actocoByBaHoi cnonyku NH20R 3asBuyan 6Ginblia Ha 3HA4YeHHS, LWO
3HAX0AUTbLCA B AianasoHi Big npudnmaHo 1,0 40 5, y NOPIBHSIHHI 3 KiNbKICTIO MOTIB NOXiAHOT CNOJYKM
saraneHoi dhopmynu (VII). Mpuknaan 0CHOBK BKNIOYAIOTb HEOPraHivyHi OCHOBK, Taki Ak pocdhat kaniio,
rigpokcua Hartpilo, rigpokcua kanio, kapOoHaTt Hartpitlo, kapboHaT kanito, kapboHaT Uuesito,
rigpokapboHaT HaTpilo It rigpokapboHaT Kanito; W auetartu, Taki K aueTaT HaTpilo i aueTar Kanito.
KinbKicTb MOMIB 3aCTOCOBYBAHOT OCHOBM 3a3BMYan GinbLUe Ha 3HAYEHHS, WO 3HAXO0AUTLCS B AianasoHi
Big npndnusHo 1,0 4o 10, y NOPIBHSIHHI 3 KiNbKICTIO MONIB cnonyku 3aranbHoi chopmynu (V).

Cnonyka 3aransHoi dopmynu (VIII) moxxke ©yTu ogep>kaHa WINSIXOM 34IMCHEHHS peakuii cnonyku
saranbHoi popmynu (VII) 3 rigpoxnopugom HN2OH. Mpu ybomy rigpoxnopug HN2OH moxe 6ytu
ofepKaHuii 3a JOMOMOroK peakuji Tpueanictio npotarom 0,5-24 roguH 3a Temnepatypu Big -20 °C go
50 °C i3 sacTocyBaHHAM KinbKOCTi ekBiBaneHTiB Ha ocHoBi cnonykn cdopmynu (V1) B gianasoHi 1,0-4.
Cnonyka (I) moxke 6yTu oaepKaHa LUMAXOM 3acToCyBaHHA L2-R, Wo mae npuaaTHui L2 3i cnonyku
3aranbHoi oopmynu (VIII), 3a gonomoroto cnocoBy, Wo siBnsAe cobo0 <Cnocit ogepkaHHAa 1>,

3a HeoOXxigHOCTI AaHa peakuis Moxe OyTu npoBedeHa B NPUCYTHOCTI kaTanizatopa ¢has3oBoro
nepeHocy (Hanpuknag, Conen YeTBEPTUHHOIO aMoHilo, Takux sik 6pomig TeTpadbyTunamoHito i 6pomig
OEH3UNTPUETUNAMOHIIO TOWO). AK iHEPTHUW PO3UYMHHUK MOXKE 3aCTOCOBYBATUCH PO3YMHHUK, SIKUIA
3HAYHOIO MIPOI0 HEe MPUrHiYye MNPOTIKAHHA peakuii, i WOro npuknaau BKNKOYAKOTb CNUPTU, Taki SK
METaHON, €TaHOomn, nponaHon, 6yTaHon I 2-NpONaHos;, eTepyu 3 NPSMUM NaHUOrom abo UMKMiYHI
eTepu, Taki 9K AieTUnoBuin eTep, TeTpariapodyypaH W AiokcaH; apoMaTudHi BYrMeBOAHI, Taki SK
OGeH3on, TOMyon W KCWIOM, ranoreHOBaHi BYIMEBOAHI, Taki AK AUXNOPMETaH, Xnopodopm W
TETPaAXMNOPMETAaH; ranoreHoBaHi apoMaTudHi BYrMEBOAHI, Taki Ak xnopbeH3on n auxnopbeH3on;
HITPUAW, Taki SK aueTOHITPMN; ecTepu, Taki AK eTunaueTtar; W nonapHi po3dYnHHUKKM, Taki Sk N, N-
anmetundopmamia, N, N-gumetunauetamia, gumetuncynodokeuna, 1,3-auMeTun-2-iMiaasoniguHoH,
BOJAa M ouTOBA KMCNOTa. Taki iHEPTHI PO3YMHHUKM MOXYTb 3aCTOCOBYBATUCS OKPEMO abo MOXYTb
3aCTOCOBYBATUCH LUMSIXOM 3MiLLYBAHHSI ABOX ab0 GinbLue TUMIB.

Micna 3aBepLUEHHS peakuii Cnonyka, Wo CTaHOBUTL iHTEPEC, Moxe ByTu ogepkaHa 3a 40MOMOrow
3aranbHOMPUIRHATOrO cnocoby, akui MoxXke 3abe3neynTn Woro BigaineHHs Big peakuinHoi cuctemu. B
LinomMy, BKasaHa cnonyka Moxe 0yTH OUMLLEHA LUMSAXOM 0CaMKeHHs 1 pinbTpauii peakuinHoT cymilli y
nNpuAaaTHOMY PO3YMHHUKY, 1 3@ HEOBXIAHOCTI BkasaHa cnonyka moxe OyTu ogepxkaHa 3a A0MOMOrow
cnocoby O4NLLEHHS, TAKOro K NepekpucTanisaudia, KONoHkoBa xpomarorpaddis Towo. B KOHTEKCTi
CMOMyKK, Ika NOBMHHA ByTu ogepxkaHa, MOXyTb OYTU ofeprkaHi CTPYKTYPHI i3oMepu, LLI0 MaloTb PisHi
TOYKM NNaBMNEHHA. BOHM BCi BKMIOYEHI B 06'€M AaHOI0 BUHAXOAy.

IntoctpatuBHi  npuknagn w aadi AMP  woao rop-3amiweHoi noxigHoi kapbokcamigy,
npeacraBneHol 3saranbHolo dopmynow (I) 3a gaHMM  BUHaxXo4OM, OAEpXaHi UMM LUAISAXOM,
NpoIiNICTPoBaHi B Tabnuui 1, ane gaHuini BUHaxia He 0OMEXEHUIA HUMMN.

B Tabnuui 1 Hmxde "Me" o3Havyae MeTunbHy rpyny, "Et" o3Hauae etunsHy rpyny, "Pr' o3Havae
nponinbHy rpyny, "Bu" o3Hayae OytunbHy rpyny, "Ph" o3Hauae eHinbHy rpyny, "n-" o3Ha4ae
"HopManbHYy" CTPYKTYPY CNonyku, i "i-" o3Havae i3o, i "t-" 03Ha4Yae TPETUHHY CTPYKTYPY CMONYKU.

Cnonyka BignoBigHO OO0 AAHOr0 BUHAxX0Ay Ma€ CUIbHO BUpaXKeHy YHriLWAHY aKTUBHICTb W,
Takum YMHOM, MOXE BUKOPUCTOBYBATUCA AN no3baBneHHs Big rpubis 1 6akTepii 3 METOIO KOHTPOIO
3aXBOPIOBAHHSA POCIIMH CEPEA CiNbCbKOrocnogapcbkux Ta cagoBuX POCINH.

B ¢nocobi KOHTPOM 3axBOPIOBaHb POCAUH MOXIMBE 3aCTOCYBaHHS CMOMyKW 3@ [aHUM
BMHAxXOAOM LUOAO YACTUH POCIMH, WO 3HAXOASATbCA HaA 3emneto, creben AnAa PO3MHOXKEHHA, W
HaCIHHA, 1 I'PYHTY B HEOOXIiAHIM KOHUEHTpauil.

AKTMBHa Ccnonyka BiANOBIAHO A0 JaHOro BMHaxody ABNse cobow 3acid aAna KOHTPO-o
3aXBOPIOBaHb POCIUH, NPU3HAYEHUN AN BUKOPUCTAHHS LLOAO CiNbCbKOrocnogapcbkux Ta cagoBux
POCNWH, 30KpeMa, MOXIMBUA KOHTPONb 3axXBOPIOBAHb POCIMH pucy, IPYKTOBUX AepeB, OBOYIB W
iHLLMX CiNbCbKOrocnogapcbkux KynbTyp N KBITIiB.

Konu cnonyky 3a JaHUM BUHAX040M 3aCTOCOBYIOTb SIK aKTUBHUI iHFPEediEHT 3acoby Ana KOHTPOIO
3aXBOPIOBAHHA POCIUH, 1T MOXHA 3aCTOCOBYBATU SK Taky, 6€3 AoAaBaHHA iHLUMX iHIPEdieHTiB, ane B
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LinomMy € nepeBakHUM Ti 3aCTOCYBaHHA Y BUIMSAi arpoxiMiYHOro cknaay, Wwo mae dopmy, npugaTHy
NS 3aCTOCYBAHHSA BiAMOBIAHO A0 3aranbHONPURHATOrO cnocoby oaepXKaHHA NecTUUnaiB.

Cnonyky BignoBiAHO A0 [aHOro BMHAXOAY MOXHA 3acTOCOBYBATU HE TiMbKM ONS KOHTPOSIO
3axBOPIOBaHb POCIMH, ane TakoxX ANg 3axXMCTy mMaTtepianiB TEXHIYHOIO NPpU3HavYeHHs Big 3apaKeHHA |
pynHyBaHHa HebaxkaHMMKM MikpoopraHiamamu. Hanpuknaga, marepianamm TEXHIYHOTrO NPU3HaJeHHs,
NPU3HAYEHMMM ANS 3aXUCTy 3a AOMOMOTOK akTUBHOT CMOMYKKM BIAMOBIAHO 4O AaHOTO BMHAxXoAy Bifg
3MiHM abo pyliHYBaHHA MiKpoopraHisMamu, MoxkyTb OyTu 3B'A3yBanbHMI MaTepian, nanip, dgaHepa,
TKaHWHAa, WKipa, aepeBo, hapboBe NOKPUTTHA, NIACTMKOBI BUPOOU, 3mallyBanbHO-0XONOAXKYBanbHi
piauHn abo Oyab-AKMA HWKMWA MaTepian, Akuin moxe OyTu nowkogkeHun abo 3pynHOBaHWUN
MiKpoopraHiamamu,

AKTMBHa cnonyka Moxe OyTu cKnageHa, 3anexHo Big Ti KOHKPeTHMX (isndHux n/abo XimivHUX
BNacTUBOCTENW, Y BUINALI PO3YUHY, EMYNbLCIi, CyCNeHsii, NOpoLWKy, NiHW, NacTu, rpaHyn, aepo3onto i
3aranbHOMPUIAHATMX CKNadis, Takux K NoniMepu W HaATOHKI Kancynu, B KOMMO3WUil ANSA MNOKPUTTS
HaciHHA 1 Ang 3actocyBaHHa B ULV-TennonornunHadi n ULV-HarpisansHOMY npunagi.

Taki cknagu oaepxaHi Bigomumm cnocobamu, Hanpuknag, HEoOOB'A3KOBO i3 3aCTOCYBaHHAM
NMOBEPXHEBO-AKTUBHUX PEYOBUH, TOOTO emynbratopie i/abo aucnepryBanbHuX 3acobiB i/abo
niHOyTBOpIOBanNbHMUX 3acobiB, ANA 3MillyBaHHS AKTUBHUX CMOMYK 3 HOCIAMU, TOOTO pigkumm
PO3YMHHUKAMU, 3PIIKEHUMU razamu, LLIO 3HAX0AATLCA M TUCKOM, i/abo TBEpAUMU HOCIAMM.

AKWO 9K HOCI 3acTOCOBYHOTb BOAY, OPraHivyHUN PO3YMHHUK MOXKHA TaKOXK 3aCTOCOBYBATU $K
CMiBPO3YMHHMUK.

B uinomy cknagu mictatb Big 0,1 ao 95 % 3a Baroio, nepesaxHo Big 0,5 o 90 % 3a Barow
aKTMBHOT CMONYKW.

AKTUBHY CMOMNyKy BiANOBIAHO A0 AAHOrO BUHaxo4y MOXHa 3actocoByBaTtu abo camy no cobi, abo
B KomOiHauii 3 Bigomumu yHriunaammn, Oaktepuuupamu, akapuuugamu, Hemaroumgamm abdo
iHCEeKTUUMAamMKM, Hanpuknaa Ans Po3LMpPEHHsT cnekTpa pyHriunaHoT akTuBHOCTI abo ana 3anobiraHHs
OpMyBaHHS CTIMKOCTI. Y 6aratbox BUNaaKax CnocTepirarTb CUHEPriYHMI ehekT, TOBTO akTMBHICTb
CyMiLLi NnepeBepLUYE aKTUBHICTb OKPEMUX iHFPEeIEHTIB.

AKTUBHY CMONMYyKYy MO>XHa 3aCTOCOBYBATU SK Taky, y dopmi ii cknagy abo B hopmi, ogepkaHin 3
HbOTO, Takii SK rOTOBI 40 BUKOPUCTAHHSA PO3YMHU, CYCNEH3ii, 3MOYyBanbHi NOPOLLKK, NACTU, PO3YUHHI
MOPOLLKM, MOPOLUKM i rpaHynu. Ix 3acTocoBylOTb 3a [JOMNOMOrOK 3aranbHOMNPUIAHATUX Cnocobis,
Hanpuknag, 3pOLUEHHS, PO3NWUMEHHS, PO3OPU3KYBAHHA, PO3CIAHHA, 3anWmOBaHHA, CMIHIOBaHHS,
obnpuckyBaHHS 1 Towwo. KpiM TOro, akTMBHY CNONyKy MOXKHa 3aCTOCOBYBAaTMW 3a AOMOMOTOI0 Cnocoby 3
MiKPOOO'EMHMM HaHeceHHsM, abo nmpenapaTt Ha OCHOBI aKTMBHOI CNOMykn abo camy akTUBHY CMOMyKY
MO>KHA BBOAMTU B I'PYHT. TaKOK MOXKHA 06pobnATH HACIHHA POCIUH.

3a HeoOxigHOCTIi MOXHA JoJaBaTW  iHWI NPOTUMIKPOOHI  akTMBHI  crnonyku, dyHriunanm,
BGakrepuumau, repbiunan, necTuumamn abo iHWi akTUBHI CNONYKW ANsl PO3LUMPEHHS CNEKTPY aKTUBHOCTI
abo oaepKaHHA KOHKpPeTHMX edeKkTiB, Takux sIK A0AaTKOBUW 3axuCT Big Komax. € MOXIUBUM
30iNbLUEHHS] aKTUBHOCTI 1 CNEKTPY aKTUBHOCTI akTUBHUX CMOJYK, LLO 3aCTOCOBYIOTHCS BiAMOBIAHO A0
JaHoro BuMHaxoay, abo komnosuuin, KoHUeHTpaTiB abo cknaaie, ski HanBGiNbL 4YacTo 3yCTPIiYaTbLCS,
AKi MOXHa oaepkaTu 3 HUX. Taki CyMilli MOXyTb MaTu Oinblu LLUMPOKUIA CNEKTP AaKTUBHOCTI, HiX
CMONYyKU BignoBigHO 40 AAaHOro BUHaxoAay.

KopucHi ecekTn

B naHomy BMHaxodi nepeabaqacTbesl Cnonyka, Wo AeMOHCTPYE BiAMiHHY aKTUBHICTb Y NOPIBHAHHI
3i cnonykaMmu 3 NONEPEAHbOrO PiBHA TEXHIKW, W, 30KpeMa, Ma€ LUMPOKUIA CNEKTP KOHTPOMIO 38 HU3bLKOT
4031 Ak 3aci®d gnsg KOHTPOMIO 3axBOPKOBAHHSA POCIAWH, MPU3HAYEHMA ANS BUKOPUCTAHHSA LOAO
CiNIbCbKOTOCMOAaPChKUX Ta Cag0BUX POCIVH.

30iACHEHHA BUHaxoay

Oani paHun  BuHaxig Oinbll KOHKPETHO OMUCAHUW 3 MOCUNAHHAM Ha nNpuknaan n
eKCnepumMeHTanbsHi Npuknagun, ane AaHWm BUHaxXid HEe OOMEXEHUM HMMM, SKWO BiH HE BUXOAWUTb 3a
pamMKn OCHOBHOTO 3MICTY BUHaxXoay.

MNpuknag oaep»xaHHsA

Mpuknag 1

CuHres N-(3',5'-audtop-4'-((MeTokcniMiHo)MeTumn)-[1,1'-BicbeHin]-2-in)-3-meTunTiodpen-2-
kapbokcamiay (cnonyka 1)

Jo posunHy N-(3',5'-guptop-4'-cbopmin-[1,1'-BicpeHnin]-2-in)-3-meTuntiodpen-2-kapbokcamiay (2,30
r, 6,42 mMmonb) B 15 Mn etaHony NocnigosHo gogasanu rigpoxnopuamerunrigpokcamig (1,33 r, 2,5
€KB.) W Tpurigpat auetarty Hatpito (2,21 r, 2,5 ekB.) 3a KiMHaATHOT TemnepaTypu W NepemillyBanu
npotarom 2 roguH. llicna Toro, siK 3aBepLUeHHA peakuii nigteepakysanu 3a gonomorow TLC,
OpraHivHWMI Wap BiAOKpemmoBanu i3 3actocyBaHHaM eTunaudetaty (100 mn) # 20 Mn Boaw.
OpraHidHWiA Wap BUCYLLYBanu Hag cynbdatom MarHito W koHueHTpyBanu. OaepxaHny 6iny TBepay
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pPEYOBUHY MEPEKPUCTANI30BYBANU i3 3aCTOCYBAHHAM E€TUIIOBOrO €Tepy 3 oaepxaHHam 2,01 r 6inoi
TBEpPAoi pevyoBuHU (BUXia 81 %).

H AMP (CDCls) 6 2,42 (s, 3H), 4,05 (s, 3H), 6,86 (d, J=5,1 'u, 1H), 7,05 (d, J=8,9 'y, 2H), 7,25
(m, 3H). 7,36 (t, J=6,0 'u, 1H), 7,45 (s, 1H), 8,28 (s, 1H), 8,35 (d, J=8,3I', 1H)

Mpuknag 1-1

Cuntes N-(3',5'-audptop-4'-popmin-[1,1'-6icpeHin]-2-in)-3-meTuntiodpen-2-kapbokcamiay

Jo po3unHy N-(2-6pomdeHin)-3-meTuntiodbeH-2-kapbokcamiay (10,2 r, 34,6 mmonb) B 100 mn
anMetundopmMamigy gogasanu 25 mn AUCTUNBLOBAHOT BOAW 3 HACTYMHUM NOCAIAOBHUM A04aBaHHAM
3,5-agudTop-4-chbopmin-dbenindboporosoi kncnotu (10,9 1, 1,7 eks.), auetaty nanagia(ll) (388 wmr, 0,05
€KB.) i TPbOXOCHOBHOTO TpuriapaTty cocdary kanito (9,0 r, 1,1 ekB.). PeakuiiiHy cymill nepemiwiysanu
3a 85 °C nportarom 2 roguH B ymoBax atmocepu asoty. [Micna Toro, 9Kk 3aBepLUeHHs peakuil
nigTeepakysanu wnaxom TLC, oo peakuinHoi cymiwi gogasanu etunauetat (1000 mn) W HacUYeHW
conboBui po3dnH (100 mMn) AnNA po3dineHHs wapis 3 HaCTYNHOW hinbTpauielo yepes uenit. dinbTpart
posbaBnanu etunauetatoMm (200 M) i OpraHivyHWIA WAap NPOMUBANM HACUYEHUM BOAHUM PO3YMHOM
Na2COs (30 M X 2) 1 HACMYEHUM CONBOBUM PO3dMHOM (50 Mn x 2). OpraHivyHUi Wap BUCYLLYBanM
Hag cynbdartoM MarHito W KoHueHTpyBanu. OgepxkaHWi KOHUEHTpaT nepekpucTanisopyesanu i3
3aCTOCYyBaHHSAM €TUIIOBOro eTepy 3 oaepkaHHam 10,9 r BuLLeBKkasaHoi TBEpAOT pevoBUHU (88 %).

H AMP (CDCls) & 2,45 (s, 3H), 6,89 (d, 1H), 7,07 (d, 2H), 7,25 (s, 3H). 7,47 (m, 2H), 8,23 (d, 1H),
10,37 (s, 1H)

Mpuknag 1-2

Cuntes N-(2-6pomdpeHin)-3-meTuntiodbeH-2-kapbokcamiay

o posumny 2-6pomanininy (50,0 r, 311,3 wmmonb) W nipuauny (25 mn, 1,0 ekB) B
TeTparigpodypati (300 mn) nosinbHO Aoaasanu 3-metTun-2-TieHinxnopua (50,0 r, 1,0 ekB.) 3a 0 °C.
Uepes 30 xBUNMH CyMilWl NepemilyBanyi NpoTaroMm A04aTKOBUX 3 roguH 3a KiMHATHOT TemnepaTypu.
o peakuinHoi cymiwi gogasanu etunauetat (100 mn) Ta Boay (40 mn) Ansa BiadineHHa opraHiyHOro
Lapy, m opraHiyHUi wWwap NocniaoBHO NpomuBanu BogHuM posdnHom 1,0 M HCI (30 mn), Hacu4eHum
BOAHUM PO3YMHOM TrigpokapboHaTty Hatpito (30 mMm) Ta HACUYEHMM COMbOBUM pPo3vMHOM (50 Mn).
OpraHivHi wapu 36upanu, BUCyllyBanu Haa cynbdaTom MarHitlo Ta KoHUeHTpyBanu. OpepxaHuin
KOHUEHTpaT nepekpucTanisoByBanu i3 3acToCyBaHHAM €TWNOBOrO €Tepy 3 oAepKaHHaMm 79,8 r
BULLEBKa3aHOi B6inoi TBepaoi pevoBuHn (Buxig 86 %).

H AMP (CDCls) d 2,65 (s, 3H), 7,0 (m, 2H), 7,36 (m, 2H). 7,56 (d, 1H), 8,17 (brs, 1H), 8,5 (d, 1H)

Y\!:\E

O\R

B trabnuui 1 nokasani gani no AMP ansa cnonyk.

Tabnuugs 1
Ne i | B2 |y [ xm R TH SIMP (300 MILy, PO34MHHIUK)
CMOMnyKu R3 H. P
(CDCl) 0 242 (s, 3H), 4,05 (s, 3H), 6,86 (d, J=5.1 T,
N VN P P O 1H), 7,05 (d, J=8,9 My, 2H), 7,25 (m, 3H). 7.36 (t. J=6.0
Fu, 1H), 7,45 (s, 1H), 8,28 (s, 1H), 8,35 (d, J=8,3 'y,
1H)
(CDCls) 0 1.38 (s, 9H), 2,41 (s, 3H), 6,88 (d, J=5,0 T,
L 1H), 7.01 (d, J=8,9 Ty, 2H), 7,25 (m, 3H). 7.43 (t. J=6.0
2 |MelH IH tBu M. 1H). 7,59 (s, TH), 8.23 (s, 1H), 8,34 (d, J=8,3 I,
1H)
3 [Me|H |H | - |Et (CDCR) 5 1,35 (1, J=7.1 Ty, 3H), 2,42 (5, 3H), 4.31 (q,
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Tabnuugs 1

Ne
CMONnyKu

R1

R2,
R3

Xm

H AMP (300 MI'y, pO34MHHUK)

J=7,1Twu, 2H), 6,89 (d, J=5,0 'y, 1H), 7,04 (d, J=8,8
My, 2H), 7,26 (m, 3H). 7,44 (¢, J=9,0, 1H), 7,55 (s, 1H),
8,29 (s, 1H), 8,35 (d, J=8,2 'y, 1H)

Me

i-Pr

(CDCl3) 6 1,33 (d, J=6,2 Tu, 6H), 2,42 (s, 3H), 4,54 (m,
1H), 6,89 (d, J=5,0 Iy, 1H), 7,04 (d, J=8,7 'y, 2H),
7,26 (m, 3H). 7,44 (t, J=6,0, 1H), 7,55 (s, TH), 8,26 (s,
1H), 8,36 (d, J=8,3 'y, 1H)

Me

OeH3un

(CDCls) b 2,42 (s, 3H), 5,28 (s, 2H), 6,89 (d, J=5,0 IL,
H), 7,04 (d, J=8,7 My, 2H), 7,35 (m, 9H), 7,53 (br, 1H),
8,36 (m, 2H)

Me

4-F-6eH3un

(CDCls) 6 2,42 (s,
H), 7,06 (m, 5H),
H), 8,34 (m, 2H)

3H), 5,23 (s, 2H), 6,89 (d, J=5,0 ru,
7,26 (m, 3H), 7,44 (m, 3H), 7,52 (br

Me

4-Cl-6eH3un

(CDCls) 6 2,42 (s, 3H), 5,23 (s, 2H), 6,89 (d, J=5,0 4,

H), 7,04 (d, J=8,8 My, 2H), 7,26 (m, 3H), 7,35 (m, 4H),
7,44 (m, 1H), 7,52 (s, 1H), 8,33 (s, 1H), 8,35 (d, J=8,3
My, 1H)

Me

4-OCHs-
OeH3un

(CDCls) 6 2,42 (s, 3H), 3,81 (s, 3H), 5,20 (s, 2H), 6,90
(m, 3H), 7,03 (d, J=8,8 'y, 2H), 7,26 (m, 3H), 7,43 (m,
3H), 7,53 (br, 1H), 8,31 (s, 1H), 8,35 (d, J=8,3 'y, 1H)

Me

CH2CF3

(CDCl3) 8 2,43 (s, 3H), 4,60 (q, J=8,5 I'u, 2H), 6,90 (d,
J=5,1Tu, 1H), 7,07 (d, J=9,0 'y, 2H), 7,27 (m, 3H).
7,46 (m, 2H), 8,32 (d, J=8,3 I'u, 1H), 8,40 (s, 1H)

10

Me

CH>CH2CI

(CDCl3) 6 2,43 (s, 3H), 3,82 (1, J=5,9 T, 2H), 4,46 (t,
J=5,8 T, 2H), 6,90 (d, J=5,1 'y, 1H), 7,06 (d, J=9,0
My, 2H), 7,27 (m, 3H). 7,46 (t, J=6,0 'y, 1H), 7,53 (s,
1H), 8,35 (d, J=9,0 'y, 1H), 8,60 (s, 1H)

11

Me

anin

(CDCl3) 6 2,43 (s, 3H), 4,74 (d, 2H), 5,3 (m, 2H), 6,05

(m, 1H), 6,90 (d, J=5,1 'y, 1H), 7,06 (d, J=9,0 'y, 2H),
7,27 (m, 3H). 7,46 (t, J=6,0 'y, 1H), 7,53 (s, 1H), 8,35
(d, 2H)

12

Me

4-F

Me

(CDCls) b 2,43 (s, 3H), 4,06 (s, 3H), 6,90 (d, J=5,0 Iy,
H), 7,03 (m, 3H), 7,16 (m, 1H), 7,30 (d, J=5,0 My, 1H),
7,41 (br, 1H), 8,25 (m, 2H)

13

Me

4-F

t-Bu

(CDCls) 6 1,38 (s, 9H), 2,42 (s, 3H), 6,90 (d, J=
H), 7,00 (m, 3H), 7,15 (m, 1H), 7,30 (d, J=5,1
7,43 (br, 1H), 8,23 (s, 1H), 8,23 (m, 1H)

51 Iy,
Mu, 1H),

14

Me

4-F

CH2CF3

(CDCl3) 6 2,43 (s, 3H), 4,59 (q, J=8,5 I'w, 2H), 6,90 (d,

J=5,0 'y, 1H), 7,00 (dd, J=8,6, 3,0 'y, 1H), 7,05 (d,

J=8,7 'y, 2H). 7,16 (td, J=6,0, 3,0 'y, 1H), 7,30 (d,

J=5,0 My, 1H), 7,38 (s, 1H), 8,21 (dd, J=9,1, 5,2 'y,
H), 8,38 (s, 1H)

15

Me

4-F

CH>CH2CI

(CDCl3) 6 2,43 (s, 3H), 3,81 (t, J=5,8 I, 2H), 4,46 (t,
J=5,8 T, 2H), 6,90 (d, J=5,0 Iy, 1H), 7,03 (M, 3H),
7,16 (m, 1H), 7,30 (d, J=5,0 Ty, 1H), 7,41 (br, 1H), 8,23
(m, 1H), 8,35 (s, 1H)

Hani onucaHdi npuknaau 3 aHaniszy 6ioakTUBHOCTI.

ExkcnepumeHTanbHuin npuknag 1

TecT edbekTiB KOHTPOMIO WoA0 6ypoi ipxXi NweHuuj

lNonepeAHbLO BU3HAYEHY KINbKICTb CMOMNYKM 32 OaHWM BMHaxXOA4OM, LLO Bignosigae TeCTOBIW
KOHUeHTpauii, po3dunHann y 10 % aueToHi W noTiM po3nunsanM Ha NUCTS OAHOMUCTOT nweHuui (BuAa:
Baegjoong), BUPOLWEHOT B Kpyrnomy roplumky (6x7 cm, giameTp X BucoTa). Yepes oauH AeHb nicnd
3aCTOCYBaHHA POCMMHMW NUWEHUL IHOKYNIOBANM LUNAXOM PO3NUIEHHA CYCMNEH3iT cnop, siKy rotysanm 3a
[JOMOMOTOI0 Cnop, 0AepXaHMX 3 NUCTS NLEHUUI, 3apa)keHoT natoreHoM B6ypori ipxi nweHudi (Puccinia
recondita). [icna nepioay iHokynsauii, wo ctaHoBuB 1 AeHb 3a 20°C B yMOBax BONOroro cepenosunula,




10

15

20

25

30

35

40

45

50

55

60

UA 125364 C2

POCNUHU TpUManu B Kamepi NpoTsarom 14 OHiB 3a NOCTIMHWX TemnepaTtypyu W BOMOrocTi B ymMOBax
MOCTINHOTO OCBITNEHHA. Yepe3 15 aHiB 0BpobkM CNONyKOK 4acTOTy BUHWUKHEHHA 3axBOPHOBAHHS
OUiHIOBanNu BigNOBIAHO A0 HACTYMHOrO PIBHAHHA (1), W KOHTPONbHE 3HAYEHHSA BM3HaYanu BiaANOBIAHO
00 HaCTyMNHUX KpuTepiiB.

(PiBHAHHS 1)

KoHTponeHe 3HaueHHsA (%)=(1-X/Y)x100,

e

X: KoediLieHT NNoLLi ypa)KeHOoro 3axXBopoBaHHAM NUCTS1 06poBneHnx pocnuH

Y: koediLieHT NNOoLLi ypa)KeHOro 3axXBOPIOBAHHAM NUCTS HEOBPOBNEHNX POCIUH

Kputepii

0: KOHTPOSbHE 3HAYEHHS, WO CTAHOBUTbL MeHLUE O %

. KOHTPOSbHE 3HAYeHHs, WO cTaHoBUTL 10-29 %
. KOHTPOSbHE 3HAYeHHs, WO cTaHoBUTL 30-49 %
. KOHTPOSbHE 3HAYEHHS, Lo CTaHOBUTL 50-69 %
. KOHTPOSbHE 3HAYeHHsA, WO cTaHoBUTL 70-89 %
. KOHTPOSbHE 3HaYeHHs, Wo ctaHoBUTb 90-100 %

B pesynbTari BULLEBKA3aHOrO TECTY CNOMYKU 3a AaHUM BUHAXOA4OM NPOABNANW BiAMIHHI ehekTu
KOHTPONIO LWOAO KOHUEHTpauil akTMBHOIO iHrpeadieHty, wo craHoBuTb 200 ppm, Ta KinbKOCTI
pPO3NUIIOBaHOT 403U, WO cTaHoBUTL 30 MmN, Ta 3okpema crnonykn Ne 1, 4 Ta 9 NpoABNANM BUCOKY
aKTUBHICTb, L0 BigNoBigae KpuTepito 5.

ExkcnepumeHTanbHUin npuknag 2

TecT epekTiB KOHTPOSIO WOAO0 PU3OKTOHIO3Y pucy

lNonepeAHbLO BU3HAYEHY KINbKICTb CMOMNYKM 32 OaHWM BMHaxXOA4OM, LLO Bignosigae TeCTOBIW
KOHUeHTpauii, po3unHanm B 10 % aueToHi W NOTIM PO3NUASANN Ha AINCTA POCAUHKU pUCY 3 5 nucTkamu
(Bua: Chucheongbyeo), BupoLLEHOT B Kpyrnomy roplimky (6x7 cm, giametp x BucoTta). Yepes oguH
AeHb nicnga 3acToCyBaHHA POCIAMHU PUCY IHOKYNIOBAMNMW LUMSXOM PO3MNUAEHHS MiLenianbHOT CycneHsii
KynbTypu natoreHy pusokToHiosy pucy (Rhizoctonia solani), ogep»xaHoi WNaxXoM KynbTUBYBaHHA B
KyNbTypanbHOMY CEpPEeAOBULLi 3 PUCOBUX BUCIBOK, N iHKyOyBanu AnNsi iHOYKYBAHHSA pPO3BUTKY
3aXBOPIOBAHHA NPOTAroM 5 gHiB B ymOBax Bonororo cepeaosula 3a 30 °C. Yepes 5 aHiB 06pobku
CMONYKOKD 4acTOTy BWHUKHEHHA 3axBOPIOBaHHA OUiHIOBanNW BigMOBIAHO A0 piBHAHHA (1)
eKcrnepuMeHTanbHOro npuknagy 1, ta KOHTPOSIbHE 3HAYEHHA BU3Hayanu BiANOBIAHO A0 KpuUTepiiB
ekcnepumeHTansHoro npuknagy 1.

B pesynbTaTi BMLUEBKA3aHOro TECTY CNofyka 3a AaHUM BMHaxo4oM NposiBuna BigMiHHMI edekT
KOHTPONIO 3a KOHUEHTpauil akKTUBHOrO iHrpedieHty, wo craHoButb 200 ppm, Ta KiNbKOCTI
po3nunioBanbHOT 403K, wWwo craHoBuTb 30 MmN, Ta 3okpema cnonyka Ne 1 nposaABnana BUCOKY
aKTUBHICTb, LLO BiaNOBiga€e KpUTEPIlO 5 y PIBHAHHI 1 BULLE.

ExkcnepumeHTanbHuin npuknag 3

TecT edhekTiB KOHTPOMIO WOAO0 CnpaBXHbOT BOPOLLIHMCTOT POCK oripka

lNonepeAHbLO BU3HAYEHY KIiNbKICTb CMNOMYKM 3a AaHMM BMHAxXOA4OM, LWO BignoBigae TecToBin
KOHUeHTpauii, po3unHann y 10 % aueToHi W noTiM po3nNunanM Ha NUCTA OQHONKUCTOro oripka (Bua:
Baekdadagi), BupoLueHoro B Kpyrnomy ropwuky (6x7 cm, giametp X Bucota). Yepes oauH AeHb nicng
3aCTOCYBaHHA POCMNUHU OripKa iHOKYMOBAamNMW LUMNSXOM PO3NUNEHHS CycneHsii cnop, AKy rotyeanu sa
[OMOMOTOI0 CMOpP, OAEPXKaHMX 3 NUCTS OripKa, 3apa)keHoro NaToreHoM cnpaBXHbOT BOPOLLUHMCTOT PoCK
oripka (Sphaerotheca fusca). Micna nepiogy iHkyGauii, wo ctaHoBuB 1 AeHb 3a 20°C B ymoBax
BONOroro cepeaoBuLla, pocnuHu Tpumanu B Kamepi NnpotaroMm 12 AHiB 3a NOCTIMHMX TemnepaTypu i
BOMOrOCTi B yMOBAaX MOCTINHOTO OCBITNEHHs. Yepes 13 AHiB 06pobku Cnomnykow 4acToTy BUHUKHEHHS
3axBOPIOBaHHA OUiHIOBanNM BiANOBIAHO A0 pPiBHAHHA (1) eKkcnepuMeHTanbHOro npuknagy 1, Ta
KOHTPONbHE 3HAYEHHS BU3Ha4anu BiANOBIAHO A0 KPUTEPIIB eKCnepuMeHTanbLHoro npuknagy 1.

B pesynbTaTti BULLEBKA3aHOro TECTY CMosfyka 3a AaHWMM BUHaAxX04AOM MNpOoABNAe BigMIHHMI edekT
KOHTPONIO 3a KOHUEHTpauil akKTUBHOrO iHrpedieHty, wo craHoButb 200 ppm, Ta KiNbKOCTI
po3nunoBanbHOT 403K, Wo craHoBuTb 30 Mn, i 3okpema cnonykn Ne 1, 2, 3,4, 5,6, 7, 8, 9, 10, 11,
12, 13 Ta 14 npoAeMOHCTPYBanu BUCOKY aKTUBHICTb, LLO BiANOBIAAE KPUTEPIIO 5 y PiBHAHHI 1 BULLE.

ExkcnepumeHTanbHuin npuknag 4

TecT edhekTiB KOHTPOIMIO WOA0 3aXBOPIOBAHHSA OripKa, WO ABnse co60i0 CKNEpPOTUHIO3

lNonepeAHbLO BU3HAYEHY KINbKICTb CMOMNYKM 32 OaHWM BMHaxXOA4OM, LLO Bignosigae TeCTOBIW
KOHUeHTpauii, po34ynHanu B 10 % aueToHi i NnoTiM po3nunoBanu Ha NUCTS OQHOMUCTOro oripka (Coprt:
Baekdadagi), BupoLueHoro B Kpyrriomy ropwuky (6x7 cm, giameTp X BUcoTa). Yepes oauH geHb nicns
3aCTOCYBaHHA POCMAMHU OripKa iHOKYNIOBanW LWNAXOM PO3NUAEHHA MilenianbHOT CyCneHsii pigkoi
KyNbTYypW NaToreHy CKNepoTuHiosy oripka (Sclerotinia sclerotiorum), it iHkydyBanu npotsirom 4 gHiB 3a
MOCTINHOTO OCBITNMEHHA Ta B YyMOBax BUCOKOI Bonorocti 3a 25°C aAna iHAYKYBaHHA pPO3BUTKY

o WN =
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3aXBOPIOBaHHA. Yepes 4otupu AHi nmicndg obpobku CNOMyKOKW 4acToTy BUHWUKHEHHSI 3axXBOPIOBAHHSA
ouiHOBanu BignNoBigHO A0 PIBHAHHA (1) ekcnepuMeHTanbHOro npuknagy 1, h KOHTPOSbHE 3HAYEHHS
BU3Ha4Yanu BigNOBIAHO A0 KPUTEPIIB eKcnepuMeHTanbHOro npuknaay 1.

B pesynbTaTi BMLUEBKA3aHOro TECTY CNofyka 3a AaHUM BMHaxo4oM NposiBuna BigMiHHMI edekT
KOHTPONIO 3a KOHUEHTpauil akKTUBHOrO iHrpedieHty, wo craHoButb 200 ppm, Ta KiNbKOCTI
po3nuntoBanbHOT 403K, wWwo craHoBuTb 30 MmN, Ta 3okpema cnonyka Ne 1 nposiBnsna BUCOKY
aKTUBHICTb, LLO BiaNOBiga€e KpUTEPIlO 5 y PIBHAHHI 1 BULLE.

ExkcnepumeHTanbHUin npuknag 5

Cnonyky Ne 1 i HacTynHi YOTUPKU CNOSYKM SK KOHTPONbHI CNONyKW ANS NOPIBHAHHA OUiHIOBanu
LWOAO KOHTPOIMIO CMNpaBXHbOi OOPOLUIHUCTOI pOCKM OripKa, sIK ONUCAaHO B EKCNEPUMEHTaNbHOMY
npuknagi 3.

MopisHanbHa cnonyka A: 3-(andtopmeTtun)-N-(4'-((MeTokcniMiHO)MeTumn)-[1,1'-6iceHin]-2-in)-1-
meTun-1H-nipason-4-kap6okcamia (cnonyka I-11 3 WO 2002/008197 A1).

MopisHanbHa cnonyka B: N-(4'-((meTokcuimiHo)meTun)-[1,1'-6idenin]-2-in)-3-meTunriodeH-2-
kapbokcamia (cnonyka 1-47 3 WO 2002/008197 A1).

MopisHanbHa cnonyka C: 3-(audtopmetun)-N-(3'-dTop-4'-((meTokcuimiHo)meTun)-[1,1'-6icenin]-
2-im)-1-meTun-1H-nipason-4-kap6okcamig (cnonyka I-114 3 WO 2002/008197 A1).

MopisHanbHa cnonyka D: 5-xnop-N-(3',5"-audtop-4'-((MeTokcniMiHO)MeTumn)-[1,1'-6iceHin]-2-in)-3-
(ancpropmeTun)-1-metun-1H-nipason-4-kapbokcamia (cnonyka 23 3 WO 2013/167550 A1).

Tabnuuga 2
KOHu!eHTpau,iﬂ AKTUBHICTS AKTUBHICTb NOPIBHAMNBHOT CAONYKK
nig vac
06pOGKM cronyku 1 A B C D
10 ppm 5 0 1 0 1

lNpomucnoBa 3acTOCOBHICTb

Cnonyka 3a JaHuM BUHAxX04OM € 3aCTOCOBHOIO SK 3aci® Ansd KOHTPOSO 3aXBOPIOBAHHA POCHVH,
NPU3HAYEeHMn AN BUKOPUCTAHHA LIOAO CiNbCbKOrocnogapcbkux Ta CagOBUX POCHWH, SKMA Mae
LUMPOKUIA CMEKTP KOHTPOMIO 3a HU3bKOI KinbKoCTi 3acoby ana o6pobkM woao 3axBOpPHOBaHb
CiNbCbKOroCNoAapCbkmMx Ta cagoBUX POCAKUH, Ta NPOABNAE BIAMIHHUIA edeKT KOHTPONIO.

POPMYJIA BUHAXOLY

1. Cnonyka Ha ocHoBi audropbiderintiopeHkapbokcamiay, NpeacTaBneHa HaCTYMHOW 3aranbHOK
dopmynoto (1):

Ri @ /—LXm
S T
= N
Rz
\ g H
R
F~ F
YSN
O.
R

Y BULLIEBKa3aHin dopmyni

Y asnse coboto atoM BoaHio abo (C1-Ca)ankin;

X aBnge coboto atom ranoreny abo (Cq-Caankin;

m saBnsge coboto dine vncno Big 0 oo 2;

R sBngae coboto atom BoaHIo, (C1-Ce)ankin, (Cz2-Ce)ankeHin, (Cz2-Ce)ankiHin, (Ci-Ce)ankin, skun moxe
Oyt 3amiweHun 1-5 atomamu ranoreHy, (Ci-Ca)amkin, skui moxe OyTu 3amiweHnn (Cs-
Cs)umknoankinom, (Ci-Cs)ankin, skun moxke OyTu samileHnii eHinom abo nipuanHom, deHin(Cq-
Cs)ankin (akuii moxe OyTu 3aMilleHnin atoMoM ranoreHy), deHin(Ci-Cs)ankin, sikun moxe 6yTu
samiweHun (C1-Ca)ankinom, abo deHin(C-Ca)ankin, akun moxke 6ytn 3amiweHunin (C1-Ca)ankokcu;

R+ aBnse coboio ranoreH, (C+-Cq)ankin abo (C1-Cs)ankin, 3amilieHnn 1-3 atomamu ranoreHy, Ta

10
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KOXHMUI 3 R2 1 R3 He3anexHo siBnse coboto BoaeHb, (C1-Ca)ankin abo ranoreH.

2. Cnonyka 3a n. 1, ae Y asnsie cob6oto aTom BOAHIO, Ta m aopisHioe 0.

3. Cnonyka 3a Oyab-akuMm i3 nonepeaHix NyHKTiB, age Y ABnsie cobolo atoM BoAHIO; m agopiBHoe 0; R
asnse coboto (Ci-Ce)ankin, (Cz-Ce)ankeHin, (Cz-Ce)ankinin, (C1-Ce)ankin, Akuin moxe 6yt 3amilLeHuni
1-5 atomamu ranoreHy, (Ci-Cz)ankin, akuin moxe 6Oytu 3samiwleHun (Cs-Cs)umknoankinom, (Ci-
Cs)ankin, sikuii moxke 6yTu 3amiwieHuin deHinom abo nipuanHom, deHin(C1-Cs)ankin (akuit moxe 6yTu
3aMilLeHMIn aTOMOM ranoreHy), dgenin(C-Ca)ankin, akui Mmoxe 6ytn 3amiweHun (C1-Ca)ankinom, abo
deHin(C-Ca)ankin, akun Mmoxe 0yTn 3amiweHun (Ci-Cs)ankoken; Ry asnse cobow (Ci-Caankin abo
(C1-Cao)ankin, samiweHun 1-3 atomamu ranoreny; i Rz 1 Rz ABNAt0TE c06010 aTOM BOAHIO.

4. Cnonyka 3a 6yab-sikuM i3 nonepeaHix NyHkKTiB, Ae Y aBnsge coboto atom BoAHO, m aopieHwe 0, R
asnae coboto (Ci-Ce)ankin abo (C+-Ca)ankin, akun moxke 6ytu 3amiweHmin 1-3 atoMmamu ranoreny; Rq
asnse coboto metun i Rz 1 Rs aBnsi0Tb coB010 aTOM BOAHIO.

5. 3aci® ansa KOHTPOMK 3axBOPKOBAHHS POCMWMH, MNPU3HAYEHWA AN BUKOPUCTAHHA  LWOAO
CiNbCbKOrOCNo4apCbkMx Ta CagoBUX POCMKH, WO MICTUTb SK aKTUBHUWI IHIPedieHT CNoMnyky 3aranbHol
dopmynu (1) 3a 6yab-akum i3 nn. 1-4, if noxigHy abo 1i cinb.

6. Cnocié KOHTPOMIO 3aXBOPIOBAHHA POCMWH, SKUWA nepeabavae 3acTOCYBaHHA LIOAO POCMNUHU, LLO
CTaHOBUTb iHTEPEC, abo I'PyHTY epeKTUBHOT KiNbKOCTI cnonyku 3aranbHoi opmynu (1) 3a 6yab-skum
i3 nn. 1-4, Ti noxiaHot abo ii coni.

7. 3acTocyBaHHs cnonyku 3aransHoi popmynu (I) 3a Gyab-akum i3 nn. 1-4, i noxigHoi abo ii coni ans
oAepKaHHS 3acoby ANS KOHTPOMIO 3axBOPIOBAHHA POCIMH, MPU3HAYEHOTo ANA BUKOPUCTAHHA LWOA0
CiNIbCbKOTOCMOAaPChKUX Ta Cag0BUX POCIVH.

Komn'toTepHa sepcTka B. Maueno

O “YKpaiHCbKuiA iHCTUTYT iHTENeKTyanbHOi BNacHocTi”, Byn. MMasyHoBa, 1, M. Kuis — 42, 01601
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