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any3b TEXHIKK

Ller BMHaxig CTOCYETbCA BAOCKOHANEHOro cnocoby OTpMMAaHHSA NOXiAHOrO amiHonipuMiauHy abo
noro dapmMaueBTUYHO NPUAHATHOT coni. KpiM Toro, uel BUHaxig CTOCYETbLCA HOBUX MPOMIKHUX
CMONYK, KOPUCHUX AN BKA3aHOro cnocoby, Ta cnocobiB iX oTpuMaHHS.

PiBeHb TEXHIKK

Y nateHTti WO 2016/060443 poskpuBaeTbes iHdopmaLis Npo noxigHe amiHonipumiguHy abo noro
dapmMaLeBTUYHO MPURHATHY CiNb, LLO Mae€ CENEKTUBHY iHMOITOPHY aKTMBHICTb LLOAO MPOTETHKIHAa3,
0cobnMBO MPOTM NpPOTETHKIHA3 MYTAHTHUX PELIENTOPIB enigepmManbHoOro ¢akropa pocty. BkasaHe
noxigHe amiHonipumianHy abo 1oro papMaUeBTUYHO MNPUAHATHA Cinb MOXYTb 3abesnevnTu
ed)eKkTMBHY Ta 6e3neYHy Tepanito nauieHTiB 3 HeAPIGHOKNITUHHUMKU dOPMAMM paKy NEreHis. Y nateHTi
WO 2016/060443 poskpusaeTbcs iHpopMaLisa npo noxigHe amiHonipumiauny, Hanpuknag N-(5-(4-(4-
((aumeTnnamiHo)MeTun)-3-dpeHin-1H-nipason-1-in)nipumMianH-2-inamMiHo)-4-MeToKCu-2-
MopdroniHodbeHin)akpunamia, onucade y popmyni 1, Ta Npo cnocié noro oTpUuMaHHs.

<dopmyna 1>
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Y nateHti WO 2016/060443 Takoxk po3KpUBaETLCS iHOpMaLia Npo crnocié 0TpMMaHHA NOXigHOro
aMiHonipumignHy, onmucaHoro y copmyni (I), Hanpuknag cnoci®é BiaANOBIAHO A0 HACTYMHOI CXEMU
peakuii. ¥ HacTynHin cxemi peakuii R1 moxe 6yTn metokcu-rpynoto, Rz moxxe 6yt BogHem, Rs moxe
Oyt mopdonidinoM, R4 moxxe 6yt BogHem, Rs Moxke OyTu dbeHinom, Re moxke Oyt BogHem, a Ry

MO>ke BYyTWM AUMETUNAMIHO-TPYNOLO.
<Cxema peakuir>
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dopmyna (I
3okpema, crnocibé oTpuMaHHa cnonyku 3a dopmynoto (1) BignoBiaHO A0 3a3HAYEHOT BULLE CXEMU
peakuii BKnovae peakuito cnonyku dopmynu (a) 3i cnonykoto coopmynu (b) 3 BUKOPUCTaHHAM riapuay
HaTpIlO AN oTPUMaHHSA cnonyku popmynu (c); peakuito cnonyku ddopmynu (C) 3i cnonykoo hopmynu
(d) 3 BUKOPUCTAHHAM Tigpuay HaTpilo ANA OTPUMaHHA cnonyku popmynu (e); 3ainCHEHHSA BigHOBHOIO
aMmiHyBaHHA cnonyku dopmynu (e) aAna oTpumaHHa crnonyku dopmynu (f); BIQHOBMEHHA CRNOMNyku
dopmynu (f) WINAXOM BUKOPUCTaHHA 3ani3a Ta xnopuay amoHil0 Ans OTPUMAaHHA Cnonyku hopmynu
(9); Ta peakuito cnonyku opmynu (g) 3 aKkpUoINXIopuaom 3 oTpumMaHHAM cnonyku cpopmynu (1).
BkasaHun cnoci® BkItouae peakuii 3 BAKOPUCTAHHAM rigpuay HaTpito 3 METOIO OTPUMAHHS CMONYKM
dopmynu (c) Ta cnonyku chopmynu (e). OaHak, OCKinbKY rigpua HaTpPilo 3 BUCOKOK MMOBIPHICTIO MOXe
CMPUYUHMTU NOXEXy Ta BMOyX, icHye npobnema, ska nonsrae B TOMY, WO WOMO0 BaXkKo
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BMKOPUCTOBYBATHU Y MaCOBOMY NPOMUCITIOBOMY BUPOOHULTBI.

OkKpiM TOro, BKazaHMM Cnoci® BKMOYAE BUKOPUCTAHHA 3amnida Ha eTani BiAHOBNEHHS HiTporpynu
cnonyku copmynu (f) 4o noro amiHorpynu. OaHaKk BUKOPUCTAHHA 3ariiza MOXe CIPUYUHUTU KOPO3ito
Ta 3abpyaHeHHA peakTopa, WO YCKNaaHIE MOro 3acTOCyBaHHA Mg Yac MacoBoro BupobHuuUTBa. B
noganbsLUOoMy, Mig 4Yac BiAHOBMEHHA 3 BUKOPUCTAHHAM 3ani3a Ta Xnopugy amoHilo Ana oaepkaHHA
crnonykn chopMynu (g) YyTBOPIOIOTLCA HEBIZAOMI CMOMKM Ta NPOAYKTU PO3KNadaHHs; i npoaykT (TobTto
cnonyka chopmynu (g)) YopHOro Konbopy. ToMy ANA OTPMMAaHHA KiHUEBOro NpOAYKTY CHOMyKu
dopmynn (1), WO Mae BIANOBIAHWMA CTyMiHb YMCTOTU, MOTPIGHO MPOBECTU CNOCIO OYULLEHHA 3a
JOMOMOro0 Xpomartorpaddii Ha KONOHKaXx, SIKMIA BaXKKO 3aCTOCYBATM NiJ 4ac MacOBOro BMPOOHUUTBA.
Kpim Toro, Buxia Ha etani oTpUMaHHa cnonyku popmynu (g) CTaHOBUTL nuwe 6rm3bko 60 %.

Kpim TOro, OCKinbKM akpunoinxnopua, skuii BUKOPUCTOBYETLCA Ha OCTaHHbOMY eTarni OTPUMaHHs
crnonykn cpopmynu (I), Mae HU3bKy CTabinbHICTb, MOTO BaXKKO 0OpOONATM Ha BUPOOHMYIN ainaHui. A
TakoX, OCKINbKM Nig 4ac peakuii cnonykn chopmynu (g) 3 akpunoinxnopuaom YTBOPIOIOTLCA PisHi
NPOAYKT PO3KNajaHHsA, BaXKKO NpurotyBatu cnonyky cdopmynu (I), ska 6 Mana BignoBiAHUIA CTyMiHb
YACTOTHU.

Po3kputta BuHaxoay

TexHiyHa 3agava

Ller BMHaxiag CTOCYeTbCA BAOCKOHANEHOro cnocody, npugaTHOro AnA MacoBOro NpOMWUCNOBOrO
BupobHuytea  N-(5-(4-(4-((aumeTnnamiHo)meTun)-3-peHin-1H-nipason-1-in)nipumignH-2-inamiHo)-4-
MeToKcu-2-mopdponiHodeHinakpunamigy (cnonykm dcopmynu 1) abo 1oro dapmaleBTUYHO
NPUAUHATHOT COMi 3 BUCOKOIO YNCTOTOIO Ta BUXOAO0M.

Kpim TOro, uen BMHaxig CTOCYeTbCA HOBUX NPOMIXKHUX CMONYK, KOPUCHUX AN BKA3aHOro cnocoby,
Ta crnocobiB ix OTpUMaHHS.

BupiweHHs 3apgauvi

3rigHO 3 OAHMM i3 acnekTiB UbOro BMHAxo4y MNPONOHyeTbea cnocid oTpumaHHA N-(5-(4-(4-
((aumeTnnamiHo)MeTun)-3-dpeHin-1H-nipason-1-in)nipumMianH-2-inamMiHo)-4-MeToKCu-2-
MopdoniHodbeHin)akpunamiay (cnonyku chopmynu 1) abo noro dapmaueBTUMHO MPUAHATHOT COTi;
uer cnocid Bkmwoyae: a) peakyito  N1-(4-(4-((aumeTunamiHo)meTun)-3-denin-1H-nipason-1-
imnipuMianH-2-in)-6-metokcu-4-mopdoniHobeHson-1,3-giamiHy (cnonyku dopmynu 3) 3i cnonykow
dopmynun 4 ana oTpuMaHHAa cnonyku cpopmynu 2; Ta (b) peakuito cnonykun bopmMynu 2 3 0OCHOBOIO 3
oTpumaHHaMm  N-(5-(4-(4-((aumeTunamiHo)meTumn)-3-deHin-1H-nipaszon-1-imnipumignH-2-inamiHo)-4-
MeTOKCU-2-MopdponiHodeHin)akpunamigy:

<dopmyna 2>

N/

o
<®opmyna 4>

pe X - ranoreHx.

B ogHoMy 3 BapiaHTiB BTineHHs BuHaxoay N1-(4-(4-((aumetunamiHo)metun)-3-cpeHin-1H-nipason-
1-im)nipuMianH-2-in)-6-metokcu-4-mopdoniHobenson-1,3-giamin -~ (cnonyka  dopmynu ~ 3),  wo
BUKOPUCTOBYETLCA Ha eTani (a), moxke OyTu oTpumaHui B pesynbrarti cnocoly, wo Bknwodae (i)
peakuito 4-(4-((aumeTnnamiHo)meTun)-3-dpeHin-1H-nipason-1-in)-N-(2-meTokcu-4-mopdoniHo-5-
HiTpodeHinN)nipuMignH-2-amiHy  (cnonykn dopMynu  6) 3  XJ0pMAOM ONnoBa B NPUCYTHOCTI
XINOPUCTOBOAHEBOT KUCNOTU ANS OTPUMAaHHA KOMNAeKcy 3a hopmynoto 5 Ta (ii) peakuito KOMMNeEKCy 3a
cdopmyrnoo 5 3 ocHoBo Ans oTpumaHHa N1-(4-(4-((aumeTunamiHo)MeTun)-3-deHin-1H-nipason-1-
imnipuMianH-2-in)-6-meTokcu-4-mopdoniHobenson-1,3-giaminy:

<dopmyna 5>
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- 2HCI
0 - (SNCl),

B iHWoMy BapiaHTi BTineHHA BUHaxoay 4-(4-((aumeTunamiHo)MeTun)-3-deHin-1H-nipason-1-in)-N-

(2-meToKCU-4-M0o pAONIHO-5-HITPOEHIN) NiIPUMIAUH-2-aMiH (cnonyka dopmynu 6), o
BUKOPUCTOBYETBCA Ha etani (i), Moxe OyTM OoTpumaHuMin LWNAxoM peakuii 1-(2-((2-meTokcn-4-
MoponiHo-5-HiTpodeHinamiHo)nipumignH-4-in)-3-eHin-1H-nipason-4-kapbanbaerig (cnonykun

dopmynu 7) 3 aumetTunamiHom abo roro cinno.

LLle B ogHOMY BapiaHTi BTiNeHHA 1-(2-((2-meTokcu-4-mopdoniHo-5-HiTpodeHin)amiHo)nipumignH-4-
in)-3-beHin-1H-nipason-4-kapbanbgerig (cnonyka dopMynu 7) Moxe OyTW OTPUMAHWMIA LUNSAXOM
peakuii 4-xnop-N-(2-meTokcu-4-mopdoniHo-5-HiTpodeHin)nipumianH-2-aminy (cnonyku cgopmMynu 9) 3
3-peHin-1H-nipason-4-kapbanbgerigom  (cnonykotwo  ¢dopmynun  10).  4-xnop-N-(2-meTokcu-4-
MopdoniHo-5-HiTpodeHiMNipumiauH-2-aMid (cnonyka opMynu 9) mMoxe OyTu OTPUMAaHWUN LUSISIXOM
peakuii N-(2-meTokcu-4-mopdoniHo-5-HirpodeHin)popmamiay (cnonykm cdopmynu 11) 3 4-xrop-2-
(meTuncynbdoHin)nipumiguHom (crnonykoto copmynu 12). A takox N-(2-meTokcu-4-mopdoniHo-5-
HiTpodeHin)cbopmamia (cnonyka cdopmynu 11) moxe Oyt OTPUMAHUIA WNAXOM (POpPMINyBaHHS 2-
MEeTOKCU-4-MOPdONIHO-5-HITpoaHiniHy (cnonyku dopmynu 13). 4-xnop-2-(MeTuncynb@oHinnipumMiauH
(cnonyka cpopmynu 12) mMoxke 6yTM OTPUMAHUI LUNSAXOM OKWUCMNEHHSA 4-Xnop-2-(MEeTUNTIO)NipuMianHy
(cnonyku copmynu 18). 2-MeToKCu-4-mopdoniHo-5-HiTpoaHiniH (cnonyka dopmynu 13) moxe 6ytu
OTPUMAaHWIA LUNSAXOM peakuil 4-pTop-2-MeToKCU-5-HiTpoaHiniHy (cnonyku popmynu 14) 3 mopdoniHom
(cnonykoto popmynu 15).

LLle B ogHOMY BapiaHTi BTiNeHHA 1-(2-((2-meTokcu-4-mopdoniHo-5-HiTpodeHin)amiHo)nipumignH-4-
in)-3-beHin-1H-nipason-4-kapbanbgerig (cnonyka dopMynu 7) Moxe OyTW OTPUMAHWMIA LUNSAXOM
peakuii N-(2-meTokcu-4-mopdoniHo-5-HiTpodbeHin)popmamigy (cnonykum dopmyrim 11) 3 1-(2-
(meTuncynb@oHimnipumMiaunH-4-in)-3-denin-1H-nipason-4-kapbanegerigom (cnonykoto opmynu 16).
1-(2-(MeTuncynbMOHIN)nipumignH-4-in)-3-erin-1H-nipason-4-kapbanbaerig (cnonyka dopmynu 16)
MOke OyTM OTpuMaHuWi LWnAXOoM  peakuii  1-(2-(MeTuntio)nipumigunH-4-in)-3-denin-1H-nipason-4-
kapbanbgerigy (cnonyku dopmynu 17) 3 OKMCHUKOM. 1-(2-(MeTunTio)nipumiguH-4-in)-3-denin-1H-
nipason-4-kap6ansaerig (cnonyka copmynu 17) moxke OyTM OTPUMAHUIA LLMSAXOM peakuii 4-xrop-2-
(meTunTio)nipumiguny (cnonyku cdopmynu 18) 3 3-deHin-1H-nipason-4-kapbanbaeriaom (CNonykow
¢dopmynu 10).

3riaHo 3 iHLWMM acnekToM LbOro BUHaxo4y NPONoHyeTbCA cnonyka opmynu 2 abo ii cinb:

<dopmyna 2>

A

ﬁﬁ

o
pe X - ranoreHx.
3rigHo 3i We ogHMM acnekToM LbOro BUHaAxXoay NPOonOHYETLCA KOMMNEKC 3a hopMyInoto 5:
<dopmyna 5>
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/N

-2Hcl
o -(sncl,),

3riaHo 3i We oAHWM acnekToM LbOro BUHaxoAy nponoHyeTbes 1-(2-(MeTuncynedoHin)nipumignH-
4-in)-3-heHin-1H-nipason-4-kapbansgerig (cnonyka gpopmynu 16).

3riaHo 3i We oAHMM acnekToM LbOro BUHaxoay NponoHyeTbes 1-(2-(MeTuntio)nipumianH-4-in)-3-
deHin-1H-nipason-4-kapbanbaeria (cnonyka dopmynu 17).

KopucHi echekTn BUHaxoay

Cnoci6 3riaHO 3 UMM BMHAXOAOM [03BONSE YHUKHYTU BUKOPUCTAHHSA akpUNoinxnopuay Ha etani
nepeTBOPEHHSA N1-(4-(4-((aumeTunamiHo)meTun)-3-derin-1H-nipason-1-in)nipumiguH-2-in)-6-
MeTOKCu-4-mopdoniHobenson-1,3-giamiHy (cnonyku dopmynu 3, dka Bignosigae cnonyui dhopmMynu
(9) y WO 2016/060443) y N-(5-((4-(4-((aumeTnnamiHo)meTun)-3-cpeHin-1H-nipason-1-in)nipumigut-2-
inamiHo)-4-meTokcu-2-mopdoniHopeHinakpunamia (cnonyky cdopmynu 1, Wwo signosigae cnonyui
dopmyrn (I) y WO 2016/060443). Tob6TO cnocCié 3a UMM BMHAXOAOM BKIHOYAE peakuitd Cnonyku
¢dopmynu 3 3 3-ranoreHonponioHiNXnopMaomM 3 OTPMMaHHAM Cnonyku dhopMynu 2 (AKka € HOBOIO
NPOMDKHOIO CMONYKOID) Ta peakuilo Cnonyku copmynu 2 3 OCHOBOKO ANA OTPUMAHHA CHOMNYKK
dopmynn  1; uer cnoci® MiHIMiI3ye oaepaHHs NPOAYKTIB PO3KNadaHHsl, TUM CaMuUM Jaro4u
MO>JIUBICTb OTpUMATK CNOnyky popmynu 1 3 BUCOKUM CTYNEHEM YNCTOTU Ta BUXOAOM.

Kpim TOro, nokpailueHuin cnoci® 3rigHo 3 UMM BWMHAXOAOM MOXE [O03BONMUTU  YHUKHYTU
BUKOPUCTAHHA 3amni3a Ta amOHilo Xnopuay Ha eTtani nepeTBopeHHs 4-(4-((aumeTunamiHo)meTun)-3-
deHin-1H-nipason-1-in)-N-(2-meTokcu-4-mopdoniHo-5-HiTpodeHiN) NipuMiguH-2-amiHy (cnonyku
dopmynn 6, gka Bignosigae cnonyui dopmynn (f) y WO 2016/060443) y N1-(4-(4-
((@aumeTunamino)meTtun)-3-deHin-1H-nipazon-1-in)nipumiguH-2-in)-6-metokcn-4-mopdoniHobexson-
1,3-giamin (cnonyky cpopmynu 3, wo Bignosigae cnonyui dopmynu (g) y WO 2016/060443). TobT0
cnoci® 3rigHO 3 UMM BMHaxXOAOM BKMNIOYAE peakuilo cnonyku opMynu 6 3 XnopuaoMm ornosa B
NPUCYTHOCTI KUCMIOTK ANS OTPUMAHHA KOMIMEKCY CNONyKn hopmynu 6 Ta Xnopuay onoBa; Ta peakuito
KOMMNIEKCY 3 OCHOBOIO AN OTpUMAaHHA cnonykn dopmynu 3; cnocid Ao3BonAe oTpuMaTn Cnonyky
dopmynu 3 3 BUCOKMM BUXOAOM (Hanpuknag, 75 % abo GinblLue) Ta 3 BUCOKUM CTYNEHEM YMCTOTM.
Kpim TOro, sasHadeHui cnocié a03BOMSE BUPILLMTM npobrneMu Koposii Ta 3abpyaHEeHHs peakTopa,
CMPUYMHEHI BUKOPUCTAHHAM 3anisa. KpiMm Toro, 3asHa4eHuin cnocié Ao3BONsi€ YHUKHYTU BUPOOHULTBA
HEBIAOMMX CMON Ta MPOAYKTIB PO3KNAaAaHHA; i TOMy BiH OO3BONAE YHUKATU CMOCOBY O4YMLLIEHHS
LUIAXOM Xpomatorpadii Ha KONOHKax, HENPUAATHOTO A1 MacOBOro NPOMUCIIOBOIrO BUPOOHMLTBA.

Kpim TOro, yaoockoHamneHuin cnocié 3a UMM BWMHAXOAOM [03BONISE BUKMOYUTU BUKOPUCTAHHS
rigpuay HaTpito, NOB'A3aHOr0 3 BMCOKOK iIMOBIPHICTIO MOXEXi Ta BMOyYXy, HA eTanax MpUroTyBaHHs
KMOYOBUX MPOMDKHMX cnonyk, To0To 4-xnop-N-(2-MeTokeu-4-mopdoniHo-5-HirpodeHin)nipumignH-2-
aMiHy (cnonyku dopmynu 9, sika Bignosigae cnonyui dopmynu (¢) y WO 2016/060443) Ta 1-(2-((2-
METOKCU-4-MOPMONIHO-5-HITpodeHimamiHo)NipumignH-4-in)-3-deHin-1H-nipason-4-kapbanbgerigy
(cnonykn dopmynu 7, aka Bianosigae cnonyui dopmynu (e) y WO 2016/060443). Takum YMHOM,
Cnocid 3rigHO 3 UUM BMHAXOAOM NiAXOAUTb ANA MPOMUCIIOBOTO MacoBOro BUPOOHULTBA.

Havikpalumii cnoci6 BTiNeHHA BUHaAxoay

Llet BUHaxia nponoHye BAOCKOHanNeHmin cnocid otpumania N-(5-((4-(4-((aumeTunamiHo)MeTun)-3-
deHin-1H-nipaszon-1-innipumianH-2-in)amido)-4-meTokcu-2-mopdoniHodeHin)akpunamiay abo 1oro
dapmMaueBTUYHO MPUAHATHOT coni. 3aranbHi cxemu peakuin cnocoby 3a UMM BUHAXOAOM
nNpeacTaBneHi y BUrNsAi HACTYNHUX CxeM peakuin 1 abo 2.

<Cxema peakuii 1>
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Oani y ubOoMy JAOKymeHTi cnoci® 3rigHo 3 uuMM BuHaxoaom Oyae AOKNagHO OMNUCAHWUNA 3
5 NOCKMMaHHAM Ha BignoBigHI eTanu cxem peakuin 1i 2.
3rigHO 3 UMM BUHAXOA40M MPOMOHYETLCA cnociO oTpumaHHs N-(5-(4-(4-((auMeTunamiHo)MeTumn)-3-
deHin-1H-nipason-1-in)nipumianH-2-inamio)-4-mMeTokcn-2-mopdoniHocerin)akpunamiagy  (Cnonyku
dopmynu 1) abo noro dhapMaueBTUHHO NPUAHATHOT CONi; Len cnocib Bknoyae: a) peakdito N1-(4-(4-
((@aumeTunamino)meTtun)-3-deHin-1H-nipazon-1-in)nipumiguH-2-in)-6-metokcn-4-mopdoniHobexson-
10 1,3-aiaminy (cnonyku cdopmynu 3) 3i cnonykow dopmynu 4 Ans OTPUMaHHA cnonyku dopMynu 2; ta
(b) peakuito cnonyku popmynu 2 3 OCHOBOIK 3 OTpuMaHHAM N-(5-(4-(4-((aumeTunamiHo)MeTurmn)-3-
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deHin-1H-nipason-1-in)nipumianH-2-inamiHo)-4-MeTokcu-2-MmopdoniHoceHin)akpunamigy:
<dopmyna 2>
N /

O
<dopmyna 4>

pe X - ranoreHx.

Y cnocobi 3a UMM BMHaxXo40M X NepPeBaXkHO € Xnopom abo 6pomMom.

Y cnocobi, Wo nponoHyeTbCA B LbOMY BUHaxoAi, peakuiss Ha eTani (a) Moxe 3AifcHIOBaTUCA B
NPUCYTHOCTI 0aHiel abo GinbLUe 0CHOB, BUOPaHUX i3 rpynu, WO CKNagaeTbes 3 TpeT-6yTokeuay kanito,
rigpokcuay Hatpilo, rigpokcuay Kaniio, riapokcuay niTiio, riapuay HaTpilo, kapboHaty HaTpilo,
GikapboHaTty Hatpito, kapboHaTy kanito, dpocaTy kanito (BKMoYaHuM 0AHOOCHOBHUI dhocdaT Kanito,
OBOXOCHOBHUI dhocpbat Kanito Ta TPbOXOCHOBHUI hocdhaT kanito), dpocdaty HaTpio (BKNovaw4n
OAHOOCHOBHMUI dhochaTt HaTpIlo, ABOXOCHOBHUI dhochaT HaTpilo Ta TPbOXOCHOBHUI dhocdaT HaTpilo),
1,8-giaszabiumkno[5.4.0lyHgeu-7-eny  (DBU),  1,4-piasabiyukno[2.2.2]Joktany  (DABCO), 1,5-
diaszabiumkno[4.3.0]JHOH-5-eHy (DBN), nipuaunny, TpUETUNaMiHy, Jiisonponinaminy Ta
aiisonponinetunamidy. [llepeBaxHO OCHOBOKO MoXe Oyt OikapGoHaT HaTpito. OcHoBa MOXe
BUKOPUCTOBYBATUCH Y KiNbKOCTI, WO cTaHoBUTL Big 1,0 4o 5,0 eksiBaneHTis, nepesaxHo Biga 1,0 go 3,0
ekBiBaneHTiB, Ha 1 ekBiBaneHT cnonyku copmynu 3. Peakuis Ha eTani (a) MOXe NpOXoAUTU B
MPUCYTHOCTI PO34YMHHMKA, BUOPAHOrO 3 IPymnu, LU0 CKNagaeTbCsa 3 aueTOHITpUIy, METUNETUITKETOHY,
auETOHY, METUNIZOOYTUNKETOHY, AUXJIOPMETaHY, ANXJIOPETaHYy, anmetundopmamiay,
auMeTunaueTamiay, anmeTuncynbdokcuay, TeTparigpodypany, C1-Cscnupry, Tonyony,
eTunaueTary, isonponinauetary, aietunosoro edipy, BoAu Ta ix cymiuli. [MepeBaXkHO PO3YUHHUK MOXKE
OyTn BuBpaHWIi i3 rpynu, O CKMAAAETbCA 3 aUETOHITpuny, TetparigpodypaHy, METUNETUNKETOHY,
aueToHy, AMXIIOPMETaHy, BoAM Ta iX CyMilli. BinblWw NepeBa)kHO PO3YMHHUK MOXKE OYTU CyMILLILLIO
auEeToHITPUNY Ta BOAW, CYMILLULLIO METUINETUNKETOHY Ta Boau abo cymiwwo TetpariapodypaHy Ta
Boau. Peakuito cnonyku cpopmynu 3 3i cnonykoto bopmynu 4 moxkHa NpoBOAMTM 3a TeMNepaTypu Big
0 C go 50 °C, mepeBaxHo Big 0 °C pgo 30 °C. Cnonyka cdopmynu 2 moxe OyTu BugineHa 3a
AONOMOIO0 3BUYAWHUX METOAIB, TaKMX $K KOHUEHTpauia (Hanpuknazg, KOHUEeHTpauis 3a yMOBM
3HWXKEHOTO TUCKY TOLLO), PiNbTpauid, cyulka TOLLO.

OCHOBa, WO BUKOPUCTOBYETbCA Ha eTani (b) moxe OyTu opHielo abo OBinblue OCHOBaMM,
BUOpaHMMU i3 rpynu, O CKNaaaeTbCca 3 TPET-OYTOKCMAY Kanito, rigpokcuay HaTpito, rigpokcuay kanito,
rigpokcuay niTito, rigpuay Hartpito, kapboHaty Hatpito, GikapboHaTy Hatpito, kapboHaTy kKanito,
docpaty kanio (BKMYakuM OQHOOCHOBHUIA dhochaT Kanilo, ABOXOCHOBHWUW docdaT Kanilo Ta
TPLOXOCHOBHUI hocdhaT Kanito), cocdaty HaTpio (BKMYaluM OOQHOOCHOBHWUW dhocchaT HaTpilo,
ABOXOCHOBHMI dhocdhaTt HATpito Ta TPLOXOCHOBHUMI dhochaTt HaTpito), 1,8-aiaszabiunkno[5.4.0lyHaeu-7-
eHy (DBU), 1,4-piasabiyukno[2.2.2]JoktaHy (DABCO), 1,5-giasabiunkno[4.3.0]JHoH-5-eHy (DBN),
nipuauHy, TpUeTunamiHy, giisonponinamMiHy Ta giisonponinetunamiy. NepeBaxkHo 0CHOBa MOXe OyTu
oaHieto abo Ginblue, BUOPAHUMM 3 TPYMMU, LIO CKNagaeTbCs 3 rigpokcuay HaTpilo, TpMeTUNnaMiHy Ta
aiisonponinamiHy. bBinbWw nepeBaxkHO OCHOBOKO Moxe ©OyTu  TpuetunamiH. OCHOBA MOXE
BUKOPUCTOBYBATUCH Y KiNbKOCTI, Wo ctaHoBuUTb Big 1,0 o 20,0 ekBiBaneHTiB, nepeBaxHo Big 5,0 go
10,0 ekBiBaneHTiB, HA 1 ekBiBaneHT cnonyku dopmynu 2. Peakuia Ha eTani (b) moxe npoxoguTun y
MPUCYTHOCTI PO3YUHHMKA, BUOPAHOTO i3 rpynu, LLO CKNagacTbCs 3 aueTOHITpUNY, METUNETUIIKETOHY,
auETOHY, METUNIZOOYTUNKETOHY, AUXJIOPMETaHY, ANXJIOPETaHYy, anmetundopmamigy,
auMeTunaueTamiay, anmeTuncynbdokcuay, TeTparigpodypany, C1-Cscnupry, Tonyony,
eTunaueTary, isonponinauetary, aieTunosoro edipy, Bogu Ta ix cymiwli. lMepeBaxkHO PO3YUHHUK MOXKE
OyTn BuBpaHWii i3 rpynu, WO CKMNAAaeTbCs 3 aueTOoHITpuny, TetparigpodypaHy, METUNETUMNKETOHY,
aueToHy, AMXIIOPMETaHy, BoAM Ta iX CyMilli. BinblWw NepeBa)kHO PO3YMHHUK MOXKE OYTU CyMILLILLIO
aueToHITPUNY Ta BOAW, CYMILLULLIO METUNETUNKETOHY Ta BoAM abo Cymiw TeTparigpodypaHy Ta
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Boau. Peakuito cnonyku cbopMynu 2 3 OCHOBOIO MOXHa NpoBOAUTM 3a Temnepartypu Big 40 °C ao
150 °C, nepeBaHO 3a Temnepatypu Big 60 °C go 100 °C, 6inblw nepeBakHO 3a TemnepaTypu
KMMIHHA PO34YMHHMKA, KM BUKOPUCTOBYETBLCA Yy peakuii. Cnonyka dopmynu 1, oTpumaHa B Xxoai
3a3Ha4veHol peakuii, moxe OyTn BuaineHa y ¢popmi BinNbHOT OCHOBU abo y hopmi opraHivHoi abo
HeopraHiyHoi coni (Hanpuknaa, y popmi Me3aunaTHoi Coni) 3 BUKOPUCTAHHAM 3BUYaiHMX CnoCcobiB.

3rigHo 3 04HMM i3 BapiaHTIB BTINEHHA LUbOro BUHaxoay etan (a) Ta etan (b) MOXKHa NpPOBOAUTU B
Mexxax OaraToctaainHoi peakuii B OAHIM peakuifHin eMHOCTi 6e3 BUAINEHHA NPOMIKHOT CMonyku
dopmynu 2. TakKuM YMHOM, CMNOCIO 3riAHO 3 UMM BMHAX0A0M MiAXOAWUTb ANs NPOMUCIIOBOIO0 MacoBOro
BUPOGHMLTBA.

Y cnocobi, Wo NPonoHYeETLCA ¥ LUbOMY BuHaxodi, N1-(4-(4-((aumeTunamMiHo)meTun)-3-deHin-1H-
nipason-1-imnipumiguH-2-in)-6-metokcu-4-mopdoniHo6enson-1,3-giamin (cnonyka dopmynu 3), wo
BUKOPUCTOBYETLCA Ha eTani (a), moxke OyTu oTpumaHui B pesynbrarti cnocoly, wo Bknwodae (i)
peakuito 4-(4-((aumeTnnamiHo)meTun)-3-dpeHin-1H-nipason-1-in)-N-(2-meTokcu-4-mopdoniHo-5-
HiTpodbeHiN)nipuMignH-2-amiHy  (cnonykn dopMynu  6) 3  XNOpPMAOM ONoBa B NPUCYTHOCTI
XIOPUCTOBOAHEBOT KUCNOTK ANA OTPUMAHHA KoMMnekcy 3a dopmynoto 5 Ta (i) peakuito koMnnekcy
dopmynu 5 3 ocHoBow AnA oTpumaHHA N1-(4-(4-((auMmeTunamiHo)MeTun)-3-deHin-1H-nipason-1-
imnipuMianH-2-in)-6-meTokcu-4-mopdoniHobenson-1,3-giaminy:

<dopmyna 5>

N |
)\\ N
HN N -
/O
NH,
N
[ j - 2Hcl
o) - (sncl,),

Mig yac etany (i) BKa3aHWi xnopua onoBa Mo)e OyTu BUKOPUCTAHUI y BUIMAAi aHrigpaTty abo
rigpaty (Hanpuknag, gurigparty). Xnopug onosa Moxe BUKOPUCTOBYBATUCH Y KiNbKOCTI, LLIO CTAHOBUTb
Bia 2,0 oo 10,0 eksiBaneHTiB, nepesaxHo Big 3,0 oo 5,0 eksiBaneHTiB, Ha 1 eKBiBanNeHT CMOMyKK
dopmynu 6. Kucnota MOXe BUKOPUCTOBYBATUCL Y KiNbKOCTI, wo craHoButb Big 2,0 go 10,0
ekBiBaneHTiB Ha 1 eksiBaneHT cnonykn dopmynu 6. Kpim Toro, peakuito etany (i) MoXkHa npoBoguTn
3a Temneparypu Big 0 °C go 100 °C, nepesaxHo Big 40 °C go 85 °C. Takum 4MHOM, peakuilo MOXKHa
NpoOBOAMTU 3@ MOMIPHMX YMOB; TOMY BOHAa npuaaTHa And NPpOMUCIOBOrO MacoBOro BMpPOOHWLUTBA.
Peakuito MOXxHA NMPOBOAMTKU B MPUCYTHOCTI OAHOro abo GinbLue PO3YMHHUKIB, BUOPAHUX i3 rpynu, WO
cknagaetbca 3 Bogu, C+-Cio cnupTy (Hanpuknazg, MeTaHony, eTaHomny, NponaHony, i3onponaHony,
OyTaHomny TOLLO), AUXNOPMETAHy, TeTparigpodypaHy, aueToHITpuny Ta eTtunauerary. B ogaHomy 3
BapiaHTiB BTINEHHS1 PO3YMHHUKOM MOXe OyTum eTaHon abo Cymill eTaHony Ta AUXIOPMETaHy.
Komnnekc 3a dopmynoto 5, oTpumanui Ha etani (i), MOXKe npoxoauTu HacTynHuin etan (TobTo eTan
(ii)), 6e3 nonepeaHboro BuaineHHsi. Kpim toro, komnnekc 3a dopmynow 5, otpumManun Ha etani (i),
Moxke OyTu BMAINEHWA 3 peakuinHoi cymiwli cam no cobi abo wnaxoMm Kpuctanizadii 3
AHTUPO3UYMHHUKOM. AHTUPO3YMHHUK MOXKe OyTu ogHuMm abo Oinbwe, BuUOpPaHUMM 3 TPynu, WO
cknagaetbca 3 AuxnopmeTtaHy, etunauetaty, Ci-CscnupTy (Hanpuknag, MeTaHomny, eTaHony,
isonponaHony, ©yTaHony TOWO), aAUETOHY, AaUETOHITPUNY, METUNETUNKETOHY, TeTpariapodypaHy,
rekcametTundocdopamigy, aumetTunosoro edipy, aietunosoro eduipy, Aiisonponinosoro edipy,
eTunauetaty, AUMMETOKCMETaHy Ta Tonyony. [lepeBakHO aHTUPO3YMHHMKOM MOxe ByTu
ANXNopMeTaH. Xoua KinbKiCTb aHTUPO3YMHHUKA, L0 BUKOPUCTOBYETbLCS B peakuii, He € ocobnueo
OOMEXKEHOI0, aHTUPO3YMHHUK MOXKE BUKOPUCTOBYBATUCH Y BAarOBOMY CRiBBiAHOLIEHHi, wo y 2-20
pasis, nepeBaxkHO y 3—10 pasiB, nepeBuULLyE KiNbKICTb KOMMNekcy 3a ¢opmynoio 5. Kpim TOro,
KpucTaniszauito MmoxkHa nposoauTu 3a Temnepatypu Big 0 °C go 40 °C, nepesaxHo Big 0 °C go 25 °C.

Etan (i) 3abesneuye oTpumaHHa N1-(4-(4-((anmeTnnamiHo)meTun)-3-deHin-1H-nipason-1-
imnipuMianH-2-in)-6-metokcu-4-mopdoniHobenson-1,3-giamiHy ~ (cnonykn  opmynu  3)  LUNAXOM
peakuii komnnekcy 3a hopmynoto 5 3 ocHoBow. OcHoBa Moxe 6yTu ogHieto abo Ginblue, BUGpaHumu 3
rpynu, WO CKNagaeTbCA 3 riaApoKCuAay Hatpito, rigpokcuay kanito, kapboHaty Hatpito, GikapboHaTy
HaTpito, KapboHaTy kanito, docdary kanilo (BKMwYaruM OAHOOCHOBHMI dhocdar  Kanito,
OBOXOCHOBHUI hocchaT Kanito i TpbOXOCHOBHMI hocdhaT Kanito) Ta cochaty HaTpilo (BKAKYaouK
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OAHOOCHOBHUI chpocdhaT HaTpilo, ABOXOCHOBHUI dhochaT HATpilo Ta TPUOCHOBHUI hocdhaT HaTpIlD).
MepeBa)kHO OCHOBOIO MOXe OYTHU TriApOKCHA HaTPIlO.

Y cnocobi, Wo onMcaHuii y UbOoMy BUHaxoAi, 4-(4-((ammeTunamiHo)metnn)-3-deHnin-1H-nipason-1-
in)-N-(2-meTokcu-4-mopdoniHo-5-HiTpodbeHin)nipumignH-2-amiH -~ (cnonyka  cdopMmynu ~ 6), WO
BUKOPUCTOBYETBCA Ha etani (i), Moxe OyTM OTpUMaHMM LwNAxoMm peakuii 1-(2-((2-meTokcu-4-
MoponiHo-5-HiTpodeHiNnamiHo)nipumiguH-4-in)-3-penin-1H-nipason-4-kapbanbgerigy (cnonyku 3a
dopmynoto 7) 3 guMeTunamiHom abo noro cinmo. Peakuisg moxe BigOyBaTUCh Y MPUCYTHOCTI OAHOr0
abo 6Ginblwe BiAHOBHMX areHTiB, BUOpaHMX i3 rpynu, WO CKNagaeTbcs 3 TpuaueTokcuboporiapnay
HaTpito, uiaHoGoporiapuagy Hartpito Ta Goporigpugy  HaTpilo, NEpPEeBaXKHO Yy MNPUCYTHOCTI
TpuaueTokcuboporigpuay Hartpitlo. BigHOBHWIA areHT MOXe BMKOPUCTOBYBATUCb Y KiNbKOCTI, LIO
craHoBuTb Big 1,0 oo 5,0 eksiBaneHTiB, nepesaxHo Big 1,0 go 2,0 eksiBaneHTiB, Ha 1 ekBiBaneHT
Cnonyku opmynu 7, xova Us KinbKiCTb MOXE 3MIHIOBAaTUCA 3amnekHO Big BiAHOBHUX areHTiB, LUO
BUKOPUCTOBYIOTBCA. Peakuia Moxe 34ilCHIOBAaTUCS B MPUCYTHOCTI oaHiei abo OGinblue OCHOB,
BUOpaHMX i3 rpynu, WO CKNagaeTbcsa 3 aiisonponineTunamMiHy Ta TpueTunamiHy. Kpim Toro, peakuito
MOX>XHA MNPOBOAMTM B MPUCYTHOCTI ogHoro abo Oinblue PO3YMHHUKIB, BMOpaHMX i3 rpynu, WO
cknagaetbcs 3 C1-CrocnupTy (Hanpuknazg, MeTaHony, eTaHony, NponaHony, isonponadony, GytaHony
TOWo), AMMeTuUnaueTamigy, aumetundopmamiay, guxnopMeTaHy, TeTparigpodypaHy, aueToHiTpuny
Ta eTtunauetarty. Peakuito moxHa nposoauTtu 3a temnepatypu Big 0 °C go 50 °C, nepeBaxxHO Bia
20 °C po 30 °C. TakMMm YMHOM, peakLito MOXHa NPOBOAUTM 3a NMOMIPHMX YMOB; TOMY BOHa npuaaTHa
AN NPOMUCNOBOr0 MacoBoro BMpobHuutea. Cnonyka opmMynu 6, oTpumaHa y xoai onucaHoi BuLLE
peakuii, moxxe OyTu BuAiINeHa 3 peakuiHOi cymiwi cama no cobi abo wWnaxoMm kpucranisauii 3
AHTUPO3YMHHUKOM. AHTUPO3UMHHUKOM Moxe Oytu Ci-CscnupT (Hanpuknag, MeTaHon, eTaHon,
isonponanon, 6ytaHon Towwo), Boga abo ix Cymill, nepeBaxkHo BoAa. Xo4a KiNbKiCTb aHTUPO3YMHHUKA,
WO BUKOPUCTOBYETLCA B peakuii, He € 0CoO0MMBO OOMEXEHO, aHTUPO3YUHHUK MOXKE
BMKOPWUCTOBYBATUCb Y BaroBOMY ChiBBIAHOLWIEHHI, wo y 2-20 pasis, nepeBaxkHo y 3-10 paasis,
nepeBULLYE KinNbKiCTb Komnnekcy 3a dopmynoto 7. KpiM TOro, kpuctanisadito MOXHa NpoBoAUTU 3a
Temnepatypu Big 0 °C go 40 °C, nepesaxHo Big 20 °C go 30 °C.

B oaHomy 3 BapiaHTiB BTiNeHHs 1-(2-((2-meTokcu-4-mopdponiHo-5-HiTpoderin)amMiHo)nipuMianH-4-
in)-3-beHin-1H-nipason-4-kapbanbgerig (cnonyka dopMynu 7) Moxe OyTW OTPUMAHWMIA LUNSAXOM
peakuii 4-xnop-N-(2-meTokcu-4-mopdoniHo-5-HiTpodeHin)nipumianH-2-aminy (cnonyku cgopmMynu 9) 3
3-peHin-1H-nipason-4-kapbanbgerigom (cnonykow dopmynu 10) (aus. cxemy peakuii 1). Peakuis
crnonykn chopmynu 9 3i crnonykoro dopmynu 10 MOXe 34iMCHIOBATMCA B MPUCYTHOCTI oaHiel abo
Ginblue OCHOB, BUOpaHuUX i3 rpynu, WO CKNagaeTbCa 3 TPET-OYyTOKCMAY Kanito, TiapoKCcuay HaTpito,
rigpokcuay Kanito, rigpuay HaTtpito, kapOoHaTy HaTpito, kapboHaTy kanito, docaTty kanito (BKMoUawym
OAQHOOCHOBHMI cpocdhaT Kanito, ABOXOCHOBHWW dhochaT kanito Ta TPUOCHOBHMI drocdaT Kanito),
docpaty HaTpilo (BKMOYaOYM OAHOOCHOBHMWI hocdhaT HaTpilo, ABOXOCHOBHUW dhocchaT HaTpilo Ta
TPUOCHOBHMUA docdpat HaTpilo), 1,8-aia3abiumkno[5.4.0]yHaeu-7-eHy (DBU), 1,4-
diazabiumkno[2.2.2Joktany  (DABCO), 1,5-piasabiyukno[4.3.0JHoH-5-eHy  (DBN),  nmipuauHy,
TpueTunamivy, giisonponinamiHy ta giisonponinetunaminy. NepeBaxkHo oCHOBa MOxe OyTU OAHIE
abo 6Ginbwe, BubpaHumy 3 rpynu, WO cknagaerbca 3 kapboHaTy HaTtpito, kapboHaTy kanio Ta
docdary kanito. Kpim TOro, peakuilo MOXHa MPOBOAUTU Y NPUCYTHOCTI oaHoro abo Ginblue
PO3YMHHMKIB, BMOpaHMX i3 Tpynu, WO CKMAZaeTbca 3 AUXIIOPMETaHy, AUXJIOPETaHy,
anmetundopmamigy, auMeTunaueTamMigy, aumetTuncynbdokcunay, Tetparigpodypany, C+-Cs cnupty,
eTunayerTary, aueToHy, METUNETUMNKETOHY, aueTOoHITpuny i Tonyony. MNepeBaykHO PO3YUHHUK MOXKE
OyTn BMOpaHUM i3 rpynu, WO CKNagaeTbCs 3 AUXNOPMETaHy, AumeTundopmamigy Ta
anmetunauetamigy. binbll nepeBa)kHO PO3YMHHUKOM MOxe OyTu aummetundopmamia. Kpim Toro,
peakuilo MoxHa nposoguTu 3a Temnepatypu Big 0 °C go 100 °C, nepesaxHo Big 40 °C go 60 °C.

Y cnocobi 3a UMM BUHaxogoM 4-xnop-N-(2-MeTokcu-4-mopdoniHo-5-HITpodeHinnipuMianH-2-
amiH (cnonyka dyopmynu 9) Moxxke OyTu OTPUMaHUIA WNAxXoM B3aemogii N-(2-meTokcu-4-mopdoniHo-5-
HiTpodbeHin)popmamigy (cnonykm  popmynu  11) 3 4-xnop-2-(MeTUncynbQOoHIMNipUMiguHoOMm
(cnonykoto chopmynu 12) (ams. cxemy peakuii 1). Peakuito crnonyku copmynm 11 3i cnonykoto
dopmynu 12 MOXHa NPOBOAUTU B NPUCYTHOCTI OAHiEl abo Ginblue OCHOB, BUOpPAaHMX i3 rpynu, WO
cknagaetbca 3 Cq1-Ce ankokcupgy Hatpito, C:-Ce ankokcmay kanito, kapboHaty HaTpito, kapboHaTty
kanito, kapboHaty niTito, kapboHaTy uesito, GikapboHaTy Hatpito, riapokapboHaTty kanito, gocdaTty
kanito, 1,8-pgiaszabiunkno[5.4.0lyHaeu-7-eHy (DBU), 1,4-piaszabiynkno[2.2.2]oktaHy (DABCO), 1,5-
diazabiumkno[4.3.0]JHoH-5-eHy (DBN), nipuauHy, AMMETUNaMiHONIPUAUHY Ta TPUETUIAMIHY.
MepeBaxxHO OCHOBOKW Moxke ByTu C1-Ce ankokcmp HaTtpito abo Ci-Ce ankokcup kanito. Kpim Toro,
peakuilo MOXHa NPOBOAUTU Y NPUCYTHOCTI IHEPTHOMO PO3YMHHKKA, HaNpUKnag y NPUCYTHOCTI OAHOro
abo Oinblie po3vMHHMKIB, BMOpaHMX i3 Trpynu, WO cknagaetbcd 3 auMmeTundopmamiay,
auMeTunaueTamiay, ONXITOPMETaHy, anmetuncynbdgokcuay, TeTparigpodypany,
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rekcametTundocdopamigy, Ci1-Cs cnupTy, gietunoBoro edipy, eTtunauetaTty, aueToHiTpuny Ta
aueToHy. [lepeBaxkHO PO3YMHHUKOM MOxe OyTu  aumeTundopmamia, AumeTunaueTamia,
TeTparigpodypan abo ix cymiw. Kpim Toro, peakuiro moxxHa nposoautu 3a temnepatypu Big 0 °C go
50 °C, nepesaxHo Big 0 °C go 10 °C.

Y ¢cnocobi, onucaHomy B LUbOMYy BuHaxodi, N-(2-meTokcu-4-mopdoniHo-5-HiTpoderin)dpopmamig
(cnonyka cdopmynu 11) Moxke OyTU OTPUMAHWIA LUNSXOM (POPMINyBaHHA 2-METOKCU-4-MOpdOoniHO-5-
HiTpoaHininy (cnonyku chopmynu 13) (aue. cxemy peakuii 1). PopminyBaHHA MOe 34iMCHIOBATUCA 3
BUKOPUCTAHHSIM CyMilli OLUTOBOI KMcnoTu (Hanpuknag, 6e3BoaHOT OUTOBOT KMCMOTM) Ta MypPaLUMHOT
kncnotu. KinbKOCTi OUTOBOI KMCNOTM Ta MypalUMHOT KWUCNOTU, WO BUKOPUCTOBYIOTLCS, MOXYTb
CTaHOBWTU Big 2 A0 5 monb, nepeBaxHo Bia 2,5 Ao 3,5 monb, Ha 1 Monb cnonykn dhopmynu 13. Kpim
TOro, popMminyBaHHA MOXHa MPOBOAUTU Y TMPUCYTHOCTI IHEPTHOMO PO3YMHHWMKA, Hanpuknag y
MPUCYTHOCTI oaHoro abo OGinblie pPO3YMHHUKIB, BUOPaAHUX i3 Tpynu, LWO CKNagaeTbcsl 3
anMeTtundopmamiay, auMeTtunaueTamigy, OUXINOPMETaHy, anMeTuncynbdokcuay,
TeTpariapodypaHny, rekcametundocdopamigy, Ci1-Cs cnupty, gietunoBoro edipy, eTtunauerary,
aueToHITPUNY Ta aueTtoHy. [lepeBaxHO PO3YMHHMKOM MOXe OyTn  aumetundopmamia,
anmetunauertamia, TeTparigpodypaH abo ix cymiwl. Kpim TOro, peakuilo MO)Ha MpoOBOAUTU 3a
Temnepatypu Big 0 °C go 70 °C, nepesaxHo Big 20 °C go 50 °C.

Y cnocobi, onucaHoOMy B UbOMY BMHaxodi, 4-xnop-2-(MetuncynbdoHinnipumignH (cnonyka
dopmynu 12) moxke OyTU OTPUMAHUI LUNSAXOM OKUCNEHHSA 4-Xnop-2-(METURTIO)NipuMianHY (CMoNyKu
dopmynu 18). OKUCNEHHA MOXE 3AiNCHIOBATUCA 3 BUKOPUCTAHHAM oAHOro abo Ginblue OKUCHUKIB,
BMOpaHMX 3 TPyNu, LLO CKNagaeTbCa 3 NepMaHraHaTy Kaniio, XPOMOBOI KUCMOTU, KUCHIO, MEPEKUCY
BOAHIO Ta 3-xnopnepOeH30MHOT KUCNOTU. [lepeBakHO OKUCHUKOM MO)e OyTu nepekuc BOAHIO.
KinbKiCTb OKMCHMKa, LLUO BUKOPUCTOBYETLCA B peakuii, moxe ctaHoBuTu Big 1,8 ao 10,0 monb,
nepesaxHo Big 2,0 go 5,0 monb, Ha 1 monb cnonykn ¢popmynu 18. KpiMm TOro, WBKUAKICTE peakuil
Moxke OyTu 306inblueHa LINAXOM 34INCHEHHA OKUCMEHHS B MPUCYTHOCTI KaTtanisatopa, Takoro sk
TeTparigpat mMonibaaTt amoHio. Kpim Toro, peakuiss Mo)ke MpPOBOAUTUCH Yy MPUCYTHOCTI ogHoro abo
Ginblue PO34YMHHUKIB, BUOpaHMX i3 rpynu, WO cknagaetbes 3 C1-Cs cnupTy, TETpaxnopuay Byrneuo,
XNopodhopMy, AUXITOPMETaHY, aLETOHY, METUNETUIKETOHY, METUNIZOOYTUMKETOHY, LIMKNOTEKCAHOHY,
MEeHTaHy, reKkcaHy, renTaHy, OKTaHy, HOHaHy, [eKaHy, YHAEeKaHy, AO0AEKaHy, LMKIIOreKkcaHy,
neTponeiHoro edipy, racy, Tonyony, Kcunony, MesutuneHy ta 6eHsony. lNepeBaxkHO PO3UMHHUKOM
moxe 6ytu C+-Cs cnuprt.

Y c¢nocobi, onMcaHOMy B LbOMY BUHaxOAi, 2-MeTOKCU-4-Mopd)OniHO-5-HiTpoaHiniH (cnonyka
dopmynu 13) moxke OyTU OTPUMAHMIA LUNSAXOM B3aemMogii 4-(pTop-2-METOKCH-5-HITpOaHiniHy (Cnonyku
dopmynu 14) 3 mopdoniHom (cnonykoto dhopmynu 15). Peakuiio MOXKHa NPOBOAUTU B NPUCYTHOCTI
oaHiei abo Ginblie OCHOB, BMOpaHux i3 rpynu, wo cknagaerbca 3 Cq1-Cs ankokcuay Hatpito, C1-Ce
ankokcuay kanito, kapboHaTty Harpito, kapboHaTy kanito, kapboHaTty niTito, kapboHaTy uesito,
GikapboHaTty Harpito, rigpokapboHaty kanito, docdary kanito, 1,8-miasabiumkno[5.4.0lyHaey-7-eHy
(DBU), 1,4-giaszabiumkno[2.2.2]Joktany (DABCO), 1,5-giazabiunkno[4.3.0]JHoH-5-eHy (DBN), nipuauHy,
AUMEeTUNnamiHonipuauHy, TpMeTunamiHy Ta giisonponinetunamidy. NMepeBakHO OCHOBOKO MOXe OyTu
TpuetunamiH abo giisonponinetunamid. Peakuito MOXHa MpOBOAUTU Y MNPUCYTHOCTI iHEPTHOrO
PO3YMHHMKA, HaNpuknag y NPUCYTHOCTI ogHoro abo OGinblue PO3YMHHUKIB, BUOpaAHUX i3 rpynu, LLUO
cknagaetbca 3 agumetundopmamigy, guMmeTunauetamigy, AUXNopMmeTaHy, AUMeTUncyrnbdokcuay,
TeTparigpodypaHy, rekcametundocdgopamigy, Ci-Cscnupty, aietunoBoro edipy, eTtunauetary,
AUETOHITPUNY Ta aueToHy. [NepeBaXkHO PO3UMHHUK MOXe OyTu BUGpaHWIA i3 rpynu, WO CKNagaeTbes 3
aueToHiTpuny, gumetTundopmamiagy Ta aumeTunagetamigy. Kpim Toro, peakuito MOxkHa NpoBOAMTHY 3a
Temnepatypu Big 0 °C go 100 °C, nepesaxHo Big 70 °C go 80 °C.

LLle B ogHOMY BapiaHTi BTiNeHHA 1-(2-((2-meTokcu-4-mopdoniHo-5-HiTpodeHin)amiHo)nipumignH-4-
in)-3-beHin-1H-nipason-4-kapbanbgerig (cnonyka dopMynu 7) Moxe OyTW OTPUMAHWMIA LUNSAXOM
peakuii N-(2-meTokcu-4-mopdoniHo-5-HiTpodbeHin)popmamigy (cnonykum dopmyrim 11) 3 1-(2-
(meTuncynb@oHimnipumMianH-4-in)-3-denin-1H-nipason-4-kapbaneaerigom (cnonykoto cdopmynu 16)
(auB. cxemy peakuii 2). Peakuito cnonyku cdoopmynu 11 3i cnonykoto popmynu 16 moxxHa npoBoauTH B
NPUCYTHOCTI ofHiel abo OGinbluie OCHOB, BMOpaHMX i3 rpynu, wWwo cknagaetobca 3 Cq1-Ce ankokcmay
HaTpito, C1-Cs ankokcmay kanmito, kapboHaTy HaTpito, kKapboHaTty kanito, kapboHaTy niTito, kapboHaTy
uesito, 6ikapboHaTty HaTpito, rigpokapboHaTy Kanito, dhocdary kanito, 1,8-aiasabiumkno[5.4.0lyHaeu-7-
eHy (DBU), 1,4-piasabiyukno[2.2.2]JoktaHy (DABCO), 1,5-giasabiunkno[4.3.0]JHoH-5-eHy (DBN),
nipuanHy, AMMeTUNaMiHOMipUaAMHY Ta TpUETMNamiHy. [epeBakHO OCHOBa MOXe OyTu ogHieo abo
Ginbwe, BubpaHumn 3 rpynu, Wwo cknagaetbca 3 C1-Cs ankokcuay Hatpito, C1-Ce ankokcuay kanito,
kapboHaTy HaTpito, kapboHaTy kanito Ta docdary kanio. Ao cnonyky dopmynu 7 oTpUMYIOTb
3rigHO 3i CXemolo peakuii 2, Toai MOXIMBO YHUKHYTWM BUKOPUCTaHHA rigpuay Hatpilo. Kpim Toro,
peakuilo MOXHa NPOBOAUTU Y NPUCYTHOCTI IHEPTHOMO PO3YMHHKKA, HaNpUKnag y NPUCYTHOCTI OAHOro
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abo Oinblie po3YMHHMKIB, BUOpaHMX i3 Trpynu, WO CKNAJ4aeTbca 3  AumeTundopmamiay,
auMeTunaueTamiay, ONXITOPMETaHy, anmeTtuncynbdokcuay, TeTparigpodypany,
rekcametTundocdopamigy, Ci-CscnupTy, gieTunosoro eqipy, eTunaueraTy, aueToHiTpuny Ta
aueToHy. [lepeBaxkHO pPO3YMHHUKOM MOxe OyTn aumeTundopmamig, AMMeETUNaueTamia,
TeTparigpodypan abo ix cymiw. Kpim Toro, peakuiro moxxHa nposoautu 3a temneparypu sig 0 °C go
50 °C, nepesaxHo Big 0 °C go 10 °C.

Y cnocobi, onucaHoMy B LbOMY BUHaxogi, 1-(2-(MeTuncynboHin)nipumignH-4-in)-3-peHin-1H-
nipason-4-kapbansgeria (cnonyka dopmynu 16) moxke OyTM OTPUMaHWMM WNaxoMm peakuii 1-(2-
(meTunTio)nipumignH-4-in)-3-eHin-1H-nipason-4-kapbanbgerigy (cnonyku dopmynu 17) 3 OKUCHAKOM
(amB. cxeMy peakuii 2). OKUCNEHHS MOXe 3INCHIOBATUCA 3 BUKOPUCTAHHAM ogHoro abo OinbLue
OKWUCHUKIB, BUOpaHMX 3 TPYyMU, LLO CKNaJaeTbCs 3 MEpPMaHraHaty Kanito, XpOMOBOI KMCIIOTH, KUCHIO,
nepekucy BOAHIO Ta 3-xnopnepOeH30MHOT KUCNOTU. [epeBaXkHO OKUCHUKOM MOXe OyTu nepekuc
BOAHI0. KinbKiCTb OKMCHUKA, O BUKOPUCTOBYETLCSA B peakuii, Moxke ctaHoButk Big 1,8 o 10,0 monb,
nepesaxxHo Big 2,0 go 5,0 monb, Ha 1 monb cnonykn cpopmynu 17. KpiMm TOro, WBKUAKICTb peakuil
Moxke OyTu 306inblueHa LINAXOM 34INCHEHHA OKUCMEHHS B MPUCYTHOCTI Katanisatopa, Takoro sk
TeTparigpat mMonibaaTt amoHio. Kpim Toro, peakuiss Mo)ke MpPOBOAUTUCH Yy MPUCYTHOCTI ogHoro abo
Ginblue pPO3YMHHUKIB, BUOGpaHMX i3 rpynu, Wo cknagaetbca 3 Cq1-CscnupTy, TeTpaxnopuay Byrneuo,
XNopodhopMy, AUXITOPMETaHY, aLETOHY, METUNETUIKETOHY, METUNIZOOYTUMKETOHY, LIMKNOTEKCAHOHY,
MEeHTaHy, reKkcaHy, renTaHy, OKTaHy, HOHaHy, [eKaHy, YHAEeKaHy, AO0AEKaHy, LMKIIOreKkcaHy,
neTponeiHoro edipy, racy, Tonyony, KCUNony, MesUTUNeHy Ta 6eHsony.

Y ¢cnocobi, onucaHoMy B LUbOMY BUHaxogdi, 1-(2-(meTunTio)nipumMianH-4-in)-3-denin-1H-nipason-4-
kapbanbaeria (cnonyka dopMmynu 17) Moxe OyTu OTPUMAHUIA LUMSAXOM B3aemodil 4-xrop-2-
(meTtunTio)nipumiguny (cnonyku cdopmynu 18) 3 3-deHin-1H-nipason-4-kapbanbaeriaom (CNonykow
dopmynn 10). Peakuia cnonyku cpopmynu 18 3i cnonykow copmynu 10 mMoxXe 3aincHioBaTuca B
NPUCYTHOCTI 0aHiel abo GinbLUe 0CHOB, BUOPaHUX i3 rpynu, WO CKNagaeTbes 3 TpeT-6yTokeuay kanito,
rigpokcuay HaTpilo, rigpokcuay kaniwo, riapuay HaTtpito, kapboHaTy HaTpito, kapboHaTty Kanito,
docpaty kanio (BKMYauM OAHOOCHOBHUIW dhocaT kanio, ABOXOCHOBHWMIA dhocdhaT Kanio Ta
TPUOCHOBHUI dhocchaT Kanito), docdaty HaTpilo (BKIOYAlOuM OAHOOCHOBHUIA hocdaT HaTpilo,
JBOXOCHOBHUI pochaT HaTpilo Ta TPUMOCHOBHUI dhocdhat HaTpito), 1,8-aiaszabiunkno[5.4.0lyHaeu-7-
eHy (DBU), 1,4-piasabiyukno[2.2.2]JoktaHy (DABCO), 1,5-giasabiunkno[4.3.0]JHoH-5-eHy (DBN),
nipuauHy, TpUeTunamiHy, giisonponinamMiHy Ta giisonponinetunamiy. NepeBaxkHo 0CHOBa MOXe OyTu
BuOpaHa 3 rpynu, WO CKNagaeTbCsl 3 KapboHaTy HaTpitlo, kapboHaTy kanito Ta docdary kanito.
Peakuito MOXHA NPOBOAMTKM Y NPUCYTHOCTI 0AHOro abo GinbLue PO3YMHHUKIB, BUOpAHKUX i3 rpynu, Lo
cknagaetbca 3 AWXJIOPMETaHy, AuXIopeTaHy, AauMmeTtundopmMamigy, AuMeTunadetamigy,
anmetuncynsdokeuay, Tetparigpodypany, C1-CscnupTy, eTunauetary, aueToHy, METUNETUIIKETOHY,
aueToHiTpuny i Tonyony. MNMepeBaxHO PO3YMHHUK MOxe OyTu BUOpaHMI i3 rpynu, LIO CKNagaeTbca 3
OUXNOpMETaHy, aumeTundopmamigy Ta aumetunaueTtamigy. binbw nepeBa>kHO PO3YUHHUKOM MOXKE
6yt aumetundopmamia. Kpim Toro, peakuito MoxkHa nposoautu 3a temnepatypu Big 0 °C go 100 °C,
nepesaxHo Big 40 °C go 60 °C.

Ller BuHaxia BKIOYae HOBi MPOMIDKHI CMIONYKK, KOPUCHI ANS BKA3aHMX yA0CKOHANEHMX cnocobis.

3riaHo 3 UMM BMHAX0A0M NPONOHYETLCA OTPUMAaHHS cnonyku hopmynu 2 abo ii coni:

<dopmyna 2>

pe X - ranoreHx.
Kpim Toro, uen BuHaxig nepeabadvae oTpuMaHHs KOMMNEKCY 3a hOpMyroto 5:
<dopmyna 5>

10
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- 2HCI
o - (SnCl,),

A TakoX 3rigHO 3 LM BUHAXOA0M MPONOHYETLCA OTPUMaHHA 1-(2-(MeTUncynbOHIM)NipUMignH-4-
in)-3-peHin-1H-nipason-4-kapbanbaerigy (cnonyku dopmynu 16).

Kpim TOro, 3rigHo 3 UuM BMHAxX0A4O0OM, NPOMOHYETLCA OTPUMAHHSA 1-(2-(MeTUnTio)NipUMignUH-4-in)-3-
deHin-1H-nipason-4-kapbanbaeriay (cnonyku copmynu 17).

HactynHi npuknagm npeacTaBneHi BUKIMIOYMHO B LiNSX intocTpauii i He 0OMexyloTb 06Csr uboro
BMHaxoay.

Mpuknag 1. OTpuMaHHA 2-MeToKCU-4-MopdoniHO-5-HiTpoaHiniHy (cnonyka 13)

CymMmiw 4-dpTop-2-meTokeu-5-Hitpoainivy (60,0 r, 0,322 wmonb), auetoHiTpuny (600,0 wmn),
aiisonponinetunaminy (83,3 r, 0,645 monb) Ta MopgoniHy (84,2 r, 0,967 MOMb) KAN'ATUNN B EMHOCTI 3i
3BOPOTHUM XOMOAUSbHUKOM, MEpPEeMiLlyodmn, npotarom 4 roguH. [Jo peakuiiHol cymiwi gogasanu
ounweHy soay (1,8 nm). OTpumaHy TBepay pedoBUHY inbTpyBanu W MNOTIM CYLUMNM Y BaKyyMi,
oTpumytodn 78,0 r 3a3HayeHol B 3aronosky cnonyku. (Buxia: 95,5 %)

"H-AMP (400 My, DMSO) d 7,21 (¢, 1H), 6,76 (c, 1H), 5,03 (c, 2H), 3,89 (c, 3H), 3,69 (1, 4H),
2,92 (1, 4H)

Mpuknag 2. OTpumMaHHA N-(2-MeTokcu-4-mopdoniHo-5-HiTpodeHin)dpopmamiay (cnonyka 11)

Cymiwi 6e3B0aHOT oUTOBOT kucnotu (254,0 r, 2,487 monb) Ta MypalUnHoT kucnotu (137,4 r, 2,984
MOJb) Nepemiwysanu 3a temnepatypu 50 °C npotarom 30 xBunuH. [o peakuiiHOT cyMiwi gogasanu
2-meTokcu-4-mopdoniHo-5-HiTpoaHiniH (210,0 r, 0,829 Mmons) i TeTparigpodyypaH (219,0 mn), a NoTim
nepemiwysanu 3a Temnepatypu 20-25 °C npotdarom 1 roguHu. [o peakuinHoil cymiwi goaasanu
MeTUn-TpeT-6ytunosuii edip (2,1 n). OTpumaHy TBepay pe4voBUHY INbTpyBanu i NoTiM CcyLuunu y
Bakyymi, oTpumytoun 211,0 r 3a3HayeHoi B 3aronosky cnonykun. (Buxia: 90,5 %)

H-AMP (400 My, DMSO) 6 9,88 (c, 1H), 8,85 (¢, 1H), 8,29 (a, 1H), 6,83 (¢, 1H), 3,99 (c, 1H),
3,72-3,74 (1, 4H), 3,03-3,05 (71, 4H)

Mpuknag 3. OTpumaHHa 4-xnop-2-(MeTuncynbgoHin) nipumignHy (cnonyka 12)

Lo posunHy 4-xnop-2-(metunTio)nipumignHy (50,0 r, 0,311 monb) popgasann 35 % poO3ymH
nepekucy BoaHio (90,7 r, 0,933 moneb) i TeTpariapar moniégar amosito (11,5 r, 0,01 monb) B €eTaHoNi
(250,0 mn). PeakuiiHy cyMill nepemillyBanu npoTaromM 2 roauH, NoTiM ekcTparyesany AnXnopmMeTaHoMm
(200,0 mn) i ounweHoto Boaot (250,0 mn). BigokpemneHuid opraHiyHun wap npomusanu 10 %
PO3YMHOM CyNbIiTy HaTPil0 Ta OYULLEHOIO BOAOIKO, a MOTIM KOHUEHTPyBanu 3a YMOBU 3HWXKEHOrO
Tucky. OTpUMaHWI 3anuWOK KpucTanisyBanu AodaBaHHAM A0 HbOMO i30MponinoBoro ChNUpTy.
OTpumaHy TBepay peyoBUHY hinbTpyBanu i NOTIM CYLUMNK Y BakyyMi, oTpumyodn 51,2 r s3asHadeHol
B 3arornoeky cnonyku. (Buxia: 85,4 %)

"H-AMP (400 MTI'u, DMSO) d 9,05 (g, 1H), 8,06 (a, 1H), 3,42 (¢, 3H)

Mpuknag 4. OtpumaHHa 4-xrop-N-(2-meTokcu-4-mopdoniHo-5-HITpodeHIN) NipUMignuH-2-aMiHy
(cnonyka 9)

Cymiwn  N-(2-meTokcu-4-mopdponiHo-5-HiTpodpeHin)cpopmamiay (15,0 r, 0,05 wMonb),
TeTparigpocypany (40,0 mn) tTa aumetunauetamigy (60,0 mn) oxonogxkysanu o temnepartypu 0—
5°C. [o cymiwi pJgogasanu TpeT-OyTokcua Hatpio (56 r, 0,06 mMomb) Ta 4-xnop-2-
(meTuncynbdoHin)nipumiguH (11,3 r, 0,06 Monk), a noTiM nepemiysanu 3a Temnepatypu 0-10 °C
npotarom 1 roguuu. o peakuinHoi cymiwi gogasanu 2 H posdunH NaOH (75,0 mn). PeakuiiHy cymiLl
nepemiwlysanu 3a KimHaTHOT TeMnepaTypu NpoTaroMm 1 roguHu, Nicnga 4Yoro 4o Hel gogaBann O4YMLLEHY
Boay (150,0 mn). OTpumaHy TBepAy PeYOBUHY (hinbTpyBanu W NOTIM CYLUMNKW Y BaKyyMmi, OTPUMYIOYN
16,1 r 3a3HayeHol B 3aronosky cnonyku. (Buxia: 82,6 %)

H-AMP (400 MI'y, DMSO) d 8,94 (c, 1H), 8,38-8,40 (1, 2H), 6,95 (g, 1H), 6,83 (c, 1H), 6,95 (4,
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1H), 6,83 (c, 1H), 3,94 (c, 3H), 3,73-3,75 (1, 4H), 3,06-3,08 (1, 4H)

Mpuknag 5. OTpuMaHHa 1-(2-(MeTunTio)nipumMianH-4-in)-3-denin-1H-nipason-4-kapbaneaerigy
(cnonyka chopmynu 17)

Cymiw  4-xnop-2-(metunrio)nipumignny  (102,6 r, 0,639 wmonb), 3-denin-1H-nipason-4-
kapbanbaeriay (100,0 r, 0,581 monb), kapboHaTty kanito (160,5 r, 1,162 monb) i gumeTuncopmamiay
(700,0 mn) nepemiwysanu 3a Temnepatypu 40-50 °C npotarom 2 roauH. OuuwieHy sogy (1,6 n)
NoBINbHO AoJdaBanu A0 peakuinHOl cyMiwi, AKy MOTiM nepeMillyBanu 3a KiMHaTHOT TemnepaTtypu
NpoTAaArom 2 roauH. OTpumaHy TBepay pevyoBuHy inbTpyBanu W NOTIM CYLUMAW Y BaKyyMi, OTPUMYIOUN
154,0 r 3a3HayeHOi B 3aronosky crnonyku. (Buxia: 81,4 %)

"H-AMP (400 MTl'u, CDCIs) 6 10,10 (¢, 1H), 9,20 (c, 1H), 8,65 (a, 1H), 7,84-7,86 (m, 2H), 7,67—
7,71 (m, 3H), 2,65 (c, 3H)

Mpuknag 6. OTpumMaHHsA 1-(2-(meTuncynedoHimnipuMianH-4-in)-3-denin-1H-nipason-4-
kapbanbaeriay (cnonyka copmynu 16)

Jo posuuHy 1-(2-(MeTunTio)nipumignH-4-in)-3-denin-1H-nipason-4-kapbansaerigy (3,0 r, 10,1
MMoOnb) aoaasanu 35 % po3unH nepekucy BogHwo (3,4 r, 30,3 mmonb) Ta TeTparigpar monidaar
amoHito (0,4 r, 0,3 mmonb) y etaHoni (21,0 mn). PeakuiinHy cyMil nepemiyBanu NpoTArom 2 roguH,
notimMm ekctparysanu auxnopmetaHom (30,0 mn) i ounweHoto sogotw (30,0 mn). BigokpemneHui
opraHivHuin wap npomusanu 10 % posunHoM cynbity Hatpito (21,0 Mn) Ta O4YMLLEHOIO BOAOID, a
NOTIM KOHLUEHTPYBanu 3a yMoB 3HMXEHOrO TUCKY. OTpMMaHWi 3anuLLIoK KpuctanisyBanu 4ogaBaHHAM
00 HbOro isonponinosoro cnupty. OTpMMaHy TBEPAY PEYOBUHY binbTpyBanuM W NOTIM Cylumnu y
BaKyymi, oTpumytoun 2,8 r 3asHavyeHoi B 3aronosky cnonyku. (Buxia: 84,3 %)

"H-AMP (400 Ml'u, CDCIs) 6 10,12 (c, 1H), 9,30 (¢, 1H), 9,00 (a, 1H), 8,27 (g, 2H), 7,87-7,93 (m,
2H), 7,48-7,54 (M, 3H), 3,44 (c, 3H)

Mpuknag 7. OTpumaHHAa 1-(2-((2-meTokcu-4-mopdponiHo-5-HiTpodyeHin)amiHo) nipumianH-4-in)-3-
deHin-1H-nipason-4-kapbanbaeriay (cnonyka popmynu 7)

Cymiw 4-xnop-N-(2-meTokcu-4-mopconiHo-5-HiTpodeHimnipumMianH-2-aminy (3,2 r, 0,009 monsb),
anmetundopmamiay (22,4 mn), kapbonarty kanito (2,4 r, 0,017 monb) Ta 3-deHin-1H-nipason-4-
kapbansgerigy (1,7 r, 0,010 monb) nepemiwysanu 3a Temnepatypu 40-50 °C npotarom 12 roguH. Jo
peakuiiHoi cyMiwi gogasanu ovnileHy soay (32,0 mn). OTpumaHy TBepAy pedoBUHY pinbTpyBanu i
NOTiM CYLLMIK Y BaKyyMi, OTpUMytoun 4,3 r 3a3HayeHol B 3aronoeky cnonyku. (Buxia: 98,0 %)

"H-AMP (400 My, DMSO) 8,94 (c, 1H), 8,38 (a, 1H), 8,38 (c, 1H), 6,96 (a, 1H), 6,83 (c, 1H), 3,94
(c, 3H), 3,73-3,75 (1, 4H), 3,06-3,09 (T, 4H)

Mpuknag 8. OTpumaHHA 1-(2-((2-meTokcu-4-mopdponiHo-5-HiTpodreHin)amiHo) nipumignH-4-in)-3-
deHin-1H-nipason-4-kapbanbaeriay (cnonyka popmynu 7)

Cymiw N-(2-meTokcu-4-mopdponiHo-5-HiTpodeHin)dopmamiay 0,4 r, 1,4 MMOTb),
TeTparigpodypany (2,6 mn), aumetunauetamigy (1,8 mn) ta Tper-6ytokcuay Hartpito (0,2 r, 2,0
MMOSIb) nepemiwyBanu 3a Temnepatypu 10 °C npotarom 2 roguH. lMicna Toro Ak TemnepaTypy
peakuiiHoi  cymiwli gosoaunu A0 KiMHATHOiI  TemnepaTtypu, A0 Hel pgojasanu  1-(2-
(meTuncynb@oHimnipumMianH-4-in)-3-denin-1H-nipason-4-kapbanegeria (0,5 1, 1,5 MMONb).
PeakuiiHy cymill nepemillyBany 3a KiMHaTHOI Temnepartypu npotarom 1 roanHu. 2 H posumH NaOH
(2,1 Mn) noBinbHO Aogasanu A0 peakuiiHOT CyMili, AKy NOoTiM nepemiwysanu npotarom 1 roauHu.
OTpumaHy TBepay PeYoBUHY IiNbTPYBanu i NOTIM CYLLUMIK Y BakyyMmi, oTpumytoun 0,67 r 3asHayeHol
B 3arornoeky cnonyku. (Buxia: 93,9 %)

H-AMP (400 MI'u, DMSO) 8,94 (c, 1H), 8,38 (g, 1H), 8,38 (c, 1H), 6,96 (g, 1H), 6,83 (¢, 1H), 3,94
(c, 3H), 3,73-3,75 (1, 4H), 3,06-3,09 (1, 4H)

Mpuknag 9. OTpuMaHHa 4-(4-((auMeTunamiHo)MeTun)-3-ceHin-1H-nipason-1-in)-N-(2-meTokcu-4-
MOpPdY0NiHO-5-HITpOodEeHIN)NipUMignH-2-amiHy (cnonyka dpopmMynu 6)

o posuuny 1-(2-((2-meTOKCU-4-MOpdONiHO-5-HITpodeHimamiHo)nipumignH-4-in)-3-ceHin-1H-
nipason-4-kap6ansaerigy (160,0 r, 0,319 Monb) gogasanu aumetTunaminy rigpoxnopua (39,0, 0,479
MOnb) i Tpuetunamid (161,4 r, 1,595 monb) y aumetundopmamigi (1,120 mn). OTpumaHy cymill
nepemiwyBanu 3a KiMHaTHOi Temnepatypu npotarom 30 xBunuH. Tpuauetokcuboporiapua Hatpilo
(121,7 r, 0,574 monb) godaBanu A0 peakuiiHOl CyMili, AKy nNOTiM nepemiwysanu 3a KiMHATHOT
TemnepaTtypyu npotarom 3 rogaumH. OuunweHy soay (2240 mn) gogasanu A0 peakuinHOl CyMmili, sKy
noTiM nepemiwysanu npotarom 1 roguHu. OTpumaHy TBepay pevoBuHy inbTpyBanu 3a YMOBMU
3HWXKEHOTO TUCKY W MOTIM CyLUMIM y Bakyymi, oTpumyioun 164,0 r 3a3Ha4yeHOl B 3aronoBKY CMOSYKM.
(Buxia: 96,9 %)

H-AMP (400 MI'y, DMSO) d 8,92 (c, 1H), 8,57-8,61 (k, 3H), 7,98 (g, 2H), 7,52 (g, 2H), 7,50 (c,
1H), 7,36 (c, 1H), 6,88 (¢, 1H), 4,01 (¢, 3H), 3,75-3,77 (1, 4H), 3,41 (c, 2H), 3,07-3,10 (T, 4H), 2,24 (c,
6H)

Mpuknag 10. OtpumaHHa komnnekcy N1-(4-(4-((agumeTunamiHo)meTumn)-3-deHin-1H-nipason-1-
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imnipuMianH-2-in)-6-meTokcu-4-mopdoniHobenson-1,3-giamiHy 3 onosom (cnonyka 5)

CyMiL 4-(4-((aumeTnnamiHo)meTun)-3-cpeHin-1H-nipason-1-in)-N-(2-meTokcun-4-mopdponiHo-5-
HiTpodeHin)nipuMignH-2-aminy (10 r, 0,019 monb), guriapaty xnopugy onosa (21,3 r, 0,094 monb),
eTaHony (200,0 mn) Ta 35 % po3dnHy consHoi kucnotu (13,1 mn, 0,151 Monb) KUN'ATUIN Y EMHOCTI 3i
3BOPOTHUM XONOAUSTBHUKOM, MEPEMILLYIOUM, NPOTAroM 2 roguH. PeakuinHy CyMill OXOnomKysanu go
Temnepatypu 20-30 °C. OuxnopmetaH (100,0 mn) noBinbHO AojaBanu A0 peakuidiHoT Cymilli, siky
noTiM nepemiwysanu npotarom 2 roauH. OTpumaHy TBepay pedqoBuHY dinbTpyBanu 3a yMOBHU
3HWXKEHOTO TUCKY 1 MOTIM CYLUMIW Yy BaKyyMi, OTPUMYIOUK 21,6 T 3a3HAYEHOT B 3arofioBKY CMOSYKMK.

"H-AMP (400 MI'y, DMSO) & 10,07 (wwmp., 1H), 10,01 (wwp., 1H), 9,24 (c, 1H), 8,62-8,63 (g, 1H),
8,55 (c, 1H), 8,18 (¢, 1H), 7,73-7,74 (4, 2H), 7,51-7,58 (m, 3H), 7,39-7,40 (g, 1H), 7,13 (c, 1H), 4,54
(c, 2H), 3,92 (¢, 3H), 3,81 (c, 4H), 2,91 (c, 4H), 2,70 (c, 6H)

Mpuknag 11. OTpumaHHa komnnekcy N1-(4-(4-((aumeTunamiHo)MeTumn)-3-deHin-1H-nipason-1-
imnipuMianH-2-in)-6-meTokcu-4-mopdoniHobenson-1,3-giamiHy 3 onosom (cnonyka 5)

CyMiL 4-(4-((ammeTnnamiHo)MmeTun)-3-deHin-1H-nipason-1-in)-N-(2-meTokcun-4-mopdponiHo-5-
HiTpodeHin)nipuMignH-2-aminy (20 r, 0,038 monb), etaHony (400,0 mn), aguxnopmeTany (200,0 mn) Ta
35 % posunHy conaHoi kucnotu (26,2 mn, 0,302 monb) nepemiwysanu npotarom 30 xsunud. Auriapat
xnopuctoro onosa (42,5 r, 0,189 monb) gogaBanu A0 peakuiHOT CyMili, 9Ky MOTiM KMN'aTunu y
€MHOCTI 3i 3BOPOTHUM XONOAWUMNBHUKOM, NEPEMILlYouM, NpoTarom 2 roguH. PeakuiiHy Cymill
HarpiBanuM A0 KiMHATHOT TemnepaTtypu W NPOAOBXyBanW MNEepeMillyBaHHA MPOTArOM 2 rO4uH.
OTpumaHy TBepay pe4vyoBUHY (hinbTpyBanu 3a YMOBWU 3HUXKEHOIO TUCKY W NOTIM CYLLUWMAKN Yy BaKyyMi,
oTpumytodn 40,6 r 3a3HayeHoT B 3aronoBky cnonyku. (Buxig smicty: 82,1 %)

"H-AMP (400 MI'y, DMSO) & 10,07 (wwmp., 1H), 10,01 (wwp., 1H), 9,24 (c, 1H), 8,62-8,63 (g, 1H),
8,55 (c, 1H), 8,18 (c, 1H), 7,73-7,74 (n, 2H), 7,51-7,58 (m, 3H), 7,39-7,40 (g, 1H), 7,13 (¢, 1H), 4,54
(c, 2H), 3,92 (¢, 3H), 3,81 (c, 4H), 2,91 (c, 4H), 2,70 (c, 6H)

Mpuknag 12. OtpumaHHa N1-(4-(4-((aumeTunamiHo)metun)-3-deHin-1H-nipason-1-in)nipumiguH-
2-in)-6-meTokcu-4-moponiHobenson-1,3-giaminy (cnonyka 3)

Cymiw komnnekcy N1-(4-(4-((ammeTunamiHo)meTun)-3-dperin-1H-nipason-1-in)nipumignn-2-in)-6-
MeTOKCu-4-mopdoniHobenson-1,3-giamiHy 3 onosom (40,6 1), amxnopmetaHy (200,0 mn) i 2 H
po3unHy NaOH (200,0 mn) nepemiwyBanu 3a KiMHaTHOI TeMmnepaTtypu nNpoTarom 1 roguMHu W NOTiM
dineTpyBanu. llicna Toro sk oTpuMmaHuin inbTpat 3anuuanu BiaCTOlBaTH, BigOKpeMMEHWUi
OpraHiyHuin wap obpobnanu akTMBOBAHWM BYFINNSM i NOTIM KOHUEHTPYBanNU 3a YMOBMW 3HWXKEHOTO
Tucky. EtaHon (100,0 mn) gogasanu A0 peakuiiHOl Cymili, 9Ky noTim nepemiwysanu. OTpumaHy
TBEPAY PEeYOBUHY inNbTpyBanu W MNOTIM CYWMNWU Yy Bakyymi, oTpumyloun 14,2 r 3asHavyeHol B
3aronosky cnonyku. (Buxia: 75,2 %)

H-AMP (400 MI'u, DMSO) 6 8,57 (c, 1H), 8,48 (a, 1H), 8,16 (¢, 1H), 7,95 (a, 2H), 7,41-7,49 (m,
4H), 7,28 (¢, 1H), 6,72 (c, 1H), 4,53 (c, 2H), 3,75-3,77 (1, 7TH), 3,42 (c, 2H), 2,83 (1, 3H), 2,22 (c, 6H)

Mpuknag 13. OtpumanHHa  3-xnop-N-(5-((4-(4-((aumeTunamiHo)meTun)-3-eHin-1H-nipason-1-
innipumiganH-2-in)amido)-4-metokcu-2-mopdroniHodeHinnponanamigy (cnonyka 2, X=CI)

3-xnopnponioHinxnopug (0,16 r, 1,30 wmMmonb) gogasanu Ao cymiwi  N1-(4-(4-
((@aumeTunamino)meTtun)-3-deHin-1H-nipazon-1-in)nipumiguH-2-in)-6-metokcn-4-mopdoniHobexson-
1,3-giaminy (0,51, 0,99 mmons), bikapboHaTy Hatpito (0,25 r, 2,99 mmonb) Ta aueToHiTpuny (5,0 mn).
PeakuinHy cymiwl nepemiwysanu 3a Temnepartypu 20-30 °C npotarom 3 roauH. OunileHy soay (5,0
Mf1) AodaBanu A0 peakuiiHol cymili, aky nepemiwysanu npotarom 1 roguHu, a noTiMm inbTpyBanu
3a YMOBM 3HWKEHOro TuUcky. OTpuMaHy TBepAy PEYOBUHY CYLUMSIM Y Bakyymi, oTpumytoum 0,50 r
3a3Ha4yeHoi B 3aronosky cnonyku. (Buxia: 85,0 %)

H-AMP (400 MI'y, DMSO) d 9,09 (c, 1H), 9,06 (c, 1H), 8,79 (c, 1H), 8,50-8,51 (a, 1H), 8,17 (c,
1H), 8,02 (g, 2H), 7,45-7,48 (1, 2H), 7,39-7,42 (1, 1H), 7,31 (g, 1H), 6,89 (¢, 1H), 3,98-3,99 (T, 2H),
3,88 (c, 3H), 3,78-3,80 (1, 4H), 3,43 (c, 2H), 2,85-2,86 (1, 4H), 2,21 (c, 6H)

Mpuknag 14. OtpumanHA 3-6pom-N-(5-((4-(4-((aumeTnnamino)meTun)-3-deHin-1H-nipason-1-
innipumiganH-2-in)amido)-4-metTokcu-2-mopdoniHodeHin)nponanamigy (cnonyka 2, X=Br)

3-6pomonponioHinxnopug (0,13 r, 1,297 mmonb) noBinbHO Aogasanu Ao cymiwi N1-(4-(4-
((@aumeTunamino)meTtun)-3-deHin-1H-nipazon-1-in)nipumiguH-2-in)-6-metokcn-4-mopdoniHobexson-
1,3-giaminy (0,5 r, 0,998 mmoneb), BikapboHaTy HaTpito (0,25 r, 3,00 Mmonb) Ta aueToHiTpuny (5,0 mn).
PeakuinHy cymiwl nepemiwysanu 3a Temnepartypu 20-30 °C npotarom 3 roauH. OunileHy soay (5,0
Mf1) AodaBanu A0 peakuiiHol cymili, aky nepemiwysanu npotarom 1 roguHu, a noTiMm inbTpyBanu
3a YMOBM 3HWKEHOro Tucky. OTpumMaHy TBepAy PEYOBUHY CYLUMSIM Y Bakyymi, oTpumytoum 0,52 r
3a3HayeHoi B 3aronosky cnonyku. (Buxia: 81,9 %)

H-AMP (400 My, DMSO) 6 9,08 (c, 2H), 8,80 (c, 1H), 8,50 (a, 1H), 8,16 (¢, 1H), 8,02 (g, 2H),
7,45-7,48 (1, 2H), 7,39-7,42 (1, 1H), 7,31 (c, 1H), 3,88 (c, 3H), 3,83-3,85 (1, 2H), 3,79-3,81 (T, 4H),
3,43 (c, 2H), 3,09-3,12 (1, 2H), 2,85-2,87 (T, 4H), 2,19 (c, 6H)
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Mpuknag 15. OtpumaHHa N-(5-(4-(4-((aumeTnnamiHo)meTun)-3-denin-1H-nipason-1-in)nipumiguH-
2-inamiHo)-4-meToKkcu-2-mopdponiHodeHin)akpunamigy (cnonyka 1)

Cymiw 3-6pom-N-(5-((4-(4-((anmeTunamiHo)meTun)-3-denin-1H-nipason-1-imynipumignH-2-
inamiHo)-4-meTokcu-2-mopdonidHocpeHinynponaHamiay (10,0 r, 16,9 mmons), auetoHitpuny (200,0
M) Ta Tpuetunamivy (17,1 r, 169,2 MMONb) KAMN'ATUAN Y EMHOCTI 3i 3BOPOTHUM XOSTIOAUNBHUKOM,
nepemiwytoun, npotarom 16 roauH. PeakuiiHy cymiwl oxonogxysanu ao temnepatypu 20-30 °C i
NOTIiM KOHLUEHTPYBanu 3a YMOBU 3HUXKEHOTO TUCKY ANS BUAANEHHA PO3YMHHUMKA. [10 peakuinHOoT CymiLui
agopasanu auxnopmetad (100,0 mn) Tta oudnweHy Boay (100,0 mn), a noTiM nepemiwysanu.
BigokpemMneHuin opraHiMHMA LWap KOHUEHTpyBanu 3a YMOBWU 3HUXKEHOrO TUCKY W MNOTIM A0 HbOrO
gogasanu n-nponadHon (200,0 mn) Ta KUN'ATUAM B €MHOCTI 3i 3BOPOTHUM XONOAMMBbHUKOM,
nepemiwyioun. PeakuiiHy CyMmill nNOBINbHO oxonoaxyeanu no Temnepatypu 20-30°C i
nepemiwysanu npotarom 2 roguH. OTpumMaHy TBepay peyvoBUHY DINbTPyBanu 3a YMOBWU 3HUXKEHOIO
TUCKY i MOTIM CyLUMNK Y BaKkyyMi, oTpumytouun 8,0 r 3azHaueHOol B 3aronosky cnonyku. (Buxia: 85,0 %)

H-AMP (400 MI'uy, DMSO) 6 9,15 (c, 2H), 9,08 (¢, 1H), 8,53-8,55 (g, 1H), 8,18 (c, 1H), 8,04-8,06
(a, 2H), 7,47-7,50 (m. 2H), 7,34-7,36 (m, 1H), 7,34 (g, 1H), 6,96 (¢, 1H), 6,71-6,78 (k, 1H), 6,43-6,44
(a, 1H), 5,84-5,85 (g, 1H), 3,91 (c, 3H), 3,82 (c, 4H), 3,46 (1¢c, 1H), 2,86 (c, 4H), 2,21 (c, 6H)

Mpuknag 16. OtpumanHa N-(5-(4-(4-((aumeTnnamiHo)meTun)-3-denin-1H-nipason-1-in)nipumiguH-
2-inamiHo)-4-meToKcu-2-mopdponiHodeHin)akpunamigy (cnonyka 1)

3-xnopnponioHinxnopua (0,3 r, 2,60 wmMmonb) agogasanu Ao cymiwi  N1-(4-(4-
((aumeTunamino)metun)-3-eHin-1H-nipazon-1-in)nipumignt-2-in)-6-metokcn-4-mopdoniHobexson-
1,3-giaminy (1,0 1, 1,99 mmonsb), aueToHiTpuny (20,0 mn) Ta GikapboHaTty HaTpito (0,5 T, 5,99 MMOnb).
PeakuinHy cymiw nepeminyBanu 3a temnepatypu 20-30 °C npotarom 2 roauH. Tpuetunamid (2,0 r,
19,9 MMmonb) Aogasanu A0 peakuinHOl CyMiwi, AKy MOTiIM KUN'ATUNM Yy €MHOCTI 3i 3BOPOTHUM
XONOAUNbHUKOM, nepemiwyodn, npotarom 16 roauH. PeakuiHy cymill oxonoaxyesanu Ao
Temnepatypu 20-30 °C i noTiM KOHUEHTpyBanuM 3a YMOBMW 3HWXKEHOro TUCKY Ans BuAanNeHHs
po3vnHHMKa. [Jo peakuiiHoi cymiwi gogasanu guxnopmetad (15,0 mn) Ta ounweny sogy (10,0 mn), a
noTiM nepemiwysanu. BigokpemneHnid opraHivyHMin lWWap KOHUEHTPYBanu 3a yMOBW 3HUXKEHOTO TUCKY ¢
notiMm Ao HbOro gogasanu n-nponaHon (20,0 mn) Ta KUN'ATUAM B EMHOCTI 3i 3BOPOTHUM
XONOAUNBHUKOM, nepeMiwytodn. PeakuiiHy Cymill NOBINbHO OXonogKyBanu Ao temnepatypu 20—
30 °C i nepewmiwysanu npotsarom 2 roguH. OTpuMaHy TBepAy peyvoBuHY inbTpyBanu 3a yMOBM
3HWXKEHOTO TUCKY W MOTIM CylWMnu y Bakyymi, oTpumytodn 0,83 © 3a3HayeHOT B 3arofioBKY CMOSYKM.
(Buxia: 75,0 %)

"H-AMP (400 MI'y, DMSO) d 9,15 (c, 2H), 9,08 (c, 1H), 8,53-8,55 (g, 1H), 8,18 (¢, 1H), 8,04-8,06
(a, 2H), 7,47-7,50 (m. 2H), 7,34-7,36 (m, 1H), 7,34 (a, 1H), 6,96 (c, 1H), 6,71-6,78 (k, 1H),6,43-6,44
(a, 1H), 5,84-5,85 (g, 1H), 3,91 (c, 3H), 3,82 (c, 4H), 3,46 (1¢, 1H), 2,86 (c, 4H), 2,21 (c, 6H)

Mpuknag 17. OtpumMaHHsa N-(5-(4-(4-((aumeTnnamiHo)meTun)-3-deHin-1H-nipason-1-in)nipyumiguH-
2-inamiHo)-4-meToKcu-2-mopdponiHodeHin)akpunamigy (cnonyka 1)

3-xnopnponioHinxnopua (0,3 r, 2,60 wmMmonb) agogasanu Ao cymiwi  N1-(4-(4-
((aumeTnnamino)meTtun)-3-eHin-1H-nipazon-1-in)nipumiguH-2-in)-6-metokcn-4-mopgoniHobexson-
1,3-giamiy (1,0 r, 1,99 mmonb), TeTparigpodypadHy (17,0 mm), ounweHoi soau (1,7 mn) Ta
GikapboHaty Hatpito (1,1 1, 5,99 mMonb). PeakuiriHy cymiw nepemiwysanu 3a Temnepatypu 20-30 °C
npoTarom 2 rogauH. Tpuetunamid (2,0 r, 19,9 Mmonb) gogaBanu g0 peakuifiHOT CyMili, Ky NOTIM
KUM'ATUNKW Y €MHOCTI 3i 3BOPOTHUM XONOAWSBHUKOM, MEPEMILLYIOYK, NPOTArom 16 roauH. PeakuiiHy
cymiw oxonomkyeanu ao temneparypu 20-30 °C i nOTiM KOHUEHTpyBanu 3a yMOBU 3HWUXKEHOrO TUCKY
ANa BuaaneHHa po3dnHHuka. o peakuiinHoi cymiwi gogasanu auxnopmetad (10,0 mn) Ta ounwleHy
sogay (10,0 mn), a noTiM nepemiwysanu. BigokpeMneHUin opraHiyH1i Wap KOHUEHTPYBanu 3a yMOBHU
3HWXKEHOTO TUCKY W MOTIM A0 HbOro gogasanu n-nponaHon (20,0 mn) Ta KUN'ATUAW B €MHOCTI 3i
3BOPOTHUM  XOSIOAUSTBHUKOM, nepeMiwyiodn. PeakuiiHy Cymilw nOBIfIbHO  OXOonogxkyeanu Ao
Temnepatypu 20-30 °C i nepemiwysanu npotarom 2 roauH. OTpumaHy TBepay pPeyvyoBUHY
dinbTpyBanu 3a yMOBU 3HUXEHOIO TUCKY W MOTIM CYLUMNK Y BaKyyMi, oTpumytoun 0,88 r 3azHayeHoi B
3aronosky cnonyku. (Buxia: 79,5 %)

"H-AMP (400 My, DMSO) & 9,15 (¢, 2H), 9,08 (c, 1H), 8,53-8,55 (a, 1H), 8,18 (c, 1H), 8,04-8,06
(a, 2H), 7,47-7,50 (m. 2H), 7,34-7,36 (m, 1H), 7,34 (a, 1H), 6,96 (c, 1H), 6,71-6,78 (k, 1H),6,43-6,44
(a, 1H), 5,84-5,85 (g, 1H), 3,91 (c, 3H), 3,82 (c, 4H), 3,46 (1¢c, 1H), 2,86 (c, 4H), 2,21 (c, 6H)

Mpuknag 18. OtpuMaHHa N-(5-(4-(4-((aumeTnnamiHo)meTun)-3-deHin-1H-nipason-1-in)nipyumiguH-
2-inamiHo)-4-meToKcu-2-MopdponiHoderin)akpunamigy (crnonyka 1)

3-xnopnponioHinxnopug (66 r, 0,052 wmMonb) gomaBanu ao  cymiwi  N1-(4-(4-
((@aumeTunamino)meTtun)-3-deHin-1H-nipazon-1-in)nipumiguH-2-in)-6-metokcn-4-mopdoniHobexson-
1,3-giaminy (20,0 r, 0,039 monb), meTuneTunkeToHy (160,0 mn) Ta GikapboHaty Hatpito (10,1 r, 0,120
Morb). PeakuiiiHy cymiw nepemiwysanu sa TemnepaTtypu 20-30 °C npoTtarom 2 roauH. Jo peakuinHot
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cymiwi aogasanu auxnopmetaH (10,0 mn) Tta ounweHy Boay (10,0 mn), a noTim nepemiwysanu.
BigokpeMneHuin opraHivyHuiA Wap KOHUEHTPyBanu 3a YMOBU 3HUXKEHOro TUCKY, MICNA 4oro gogasasiu
MeTuneTunketoH (300,0 mn) i Tpuetunamin (40,4 r, 0,400 monb) 3 NoganbLUMM KUN'ATIHHAM Y EMHOCTI
3i 3BOPOTHMUM XOMNOAUMBHUKOM, Nepemiwyodmn, npotarom 10 roauH. PeakuiiiHy Cymill oXonogxysasu
no Tewmnepatypu 0-5°C i nepemiwyBanu npotarom 2 roauH. OTpumaHy TBepay pPeqOoBUHY
dinbTpyBanu 3a yMOBU 3HUXEHOIO TUCKY W MOTIM CYLLUMAW Y BaKyyMi, oTpumyodn 17,7 r 3a3Ha4YeHOol B
3aronosky cnonyku. (Buxia: 79,9 %)

"H-AMP (400 My, DMSO) & 9,15 (¢, 2H), 9,08 (c, 1H), 8,53-8,55 (a, 1H), 8,18 (c, 1H), 8,04-8,06
(a, 2H), 7,47-7,50 (m. 2H), 7,34-7,36 (m, 1H), 7,34 (a, 1H), 6,96 (c, 1H), 6,71-6,78 (k, 1H),6,43-6,44
(a, 1H), 5,84-5,85 (g, 1H), 3,91 (c, 3H), 3,82 (c, 4H), 3,46 (1¢c, 1H), 2,86 (c, 4H), 2,21 (c, 6H).

POPMYJIA BUHAXOLY

1. Cnoci®6 oTtpumaHHa N-(5-((4-(4-((ammeTunamiHo)mMeTun)-3-deHin-1H-nipason-1-imnipumignH-2-
in)amMiHo)-4-MeToKkcu-2-moponiHodeHin)akpunamigy abo noro apmaueBTUHHO NPUIAHATHOT coni,
nNpUYOMy CNoci® BKMOYAE:

(a) peakuito N1-(4-(4-((aumeTunamiHo)metun)-3-eHin-1H-nipason-1-in)nipuMignH-2-in)-6-meToKcu-
4-mopdponiHobeH3on-1,3-giaminy 3i cnonykolo dbopMynu 4 ona OTPUMAHHS CNonykn GopMynm 2; i
(b) peakuijio cnonyku ¢opMynu 2 3 OCHOBOK 3 oTpuMaHHAM N-(5-(4-(4-((aumeTunamiHo)meTun)-3-
deHin-1H-nipason-1-in)nipumianH-2-inamiHo)-4-MeTokcu-2-MmopdoniHoceHin)akpunamigy:

N/|
)\\ N
HN N -
o)
/ O
N
H
N
[j '
o)

, Popmyna 2

BN

pe X - ranoreHx.

2. Cnocib 3a n. 1, Ak BigpPi3HAETLCA TUM, LWO peakuia Ha eTani (a) BiaOyBaeTbCA B MPUCYTHOCTI
oaHiei abo BinbLUe 0CHOB, BUOPAHMX i3 TPyMu, LLIO CKNagaeTbea 3 TpeT-0yToKcHuay Kanito, rigpokcuay
HaTpito, rigpokcuay kanito, rigpokcuay niTio, rigpuay Hatpilo, kapboHaTty Hartpito, GikapboHaTy
HaTpito, kapboHaTy Kanito, docdary kanio, dpocdary HaTtpito, 1,8-giazabiumkno[5.4.0]yHaeu-7-eHy,
1,4-piasabiumknol[2.2.2]oktany, 1,5-giazabiunkno[4.3.0]JHOH-5-eHy, nipuauHy, TpUETUNAMIHY,
Aiisonponinamidy Ta giisonponineTunaminy.

3. Cnoci6 3a n. 1, dkui BIAPISHAETBLCA TUM, WO peakuid Ha eTani (a) BiaOYBAETLCS Y NPUCYTHOCTI
PO34YMHHMKA, BMOPAHOro i3 rpynu, L0 CKNAgaeTbCs 3 aueTOHITpWUNy, METWNETUIIKETOHY, aueTOHY,
METUMI3OOYTUNKETOHY, AUXINOPMETaHy, AMXIOPETaHy, AuMeTundopmamiagy, AaumMeTunadeTamigy,
anmeTtuncynbokengy, Ttetparigpodypany, Ci-Cscnupty, Tomyosny, eTunauertary, isonponinauerary,
OieTUNOBOro eTepy, BOAU Ta IXHBOT CyMiLLIi.

4. Cnocib 3a n. 3, skuii BIAPISHAETLCA TUM, WO PO3YMHHUK BUOMPALOTL i3 rpynu, LLIO CKNagaeTbecs 3
aueToHITpuny, TeTparigpodypaHny, METUNETUNKETOHY, aLETOHY, ANXNOPMETaHy, BOAM Ta IXHbOT CyMILLi.

5. Cnoci® 3a n. 1, skuii BiOPISHAETBCA TUM, WO OCHOBA, WO BUKOPUCTOBYETHLCS B peakuil Ha
eTani (b), € oaHielo abo BinblLue oCHOBaMM, BUBpAHUMKU 3 TPYNK, LIO CKNaaaeTbca 3 TpeT-0yTtokeuay
Kanito, riapokcuay Hatpilo, rigpokcuay Kanito, rigpokcuay niTito, rigpuay HaTtpito, kapboHaTy HaTpilo,
OikapboHaTy  HaTtpito, kapboHaTty kanio, docdary kanio, docdary Hartpilo, 1,8-
diaszabiumkno[5.4.0lyHaeu-7-eny, 1,4-giasabiymkno[2.2.2]oktany, 1,5-giasabiuukno[4.3.0JHOH-5-eHy,
nipuavHy, TpueTunamidy, giisonponinamidy Ta giisonponineTunamiuny.

X , Popmyna 4
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6. Cnoci® 3a n. 5, akuii BiOPI3HAETBCA TUM, LIO OCHOBOKW € ofHielo abo OinblLue OCHOBaMW,
BUOpaHMMM i3 Tpynu, WO CKNaAAaETbCs 3 rigpoKCcuay HaTpilo, TPUETUNAaMIHY Ta AiisonponinaMiny.

7. Cnocib 3a n. 1, dkui BIAPISHAETBLCA TUM, WO peakuis Ha etani (b) BiabyBaeTbCa B MPUCYTHOCTI
PO34YMHHMKA, BUOPAHOrO 3 Tpynu, LUO CKNajgaeTbCsa 3 aueTOHITpUNy, METUMNETUIKETOHY, aueTOHy,
METUMI3OOYTUNKETOHY, AUXINOPMETaHy, AMXIOPETaHy, AuMeTundopmamiagy, AaumMeTunadeTamigy,
anmeTtuncynbokengy, Ttetparigpodypany, Ci-Cscnupty, Tomyosny, eTunauertary, isonponinauerary,
OieTUNOBOro eTepy, BOAU Ta IXHBOT CyMiLLIi.

8. Cnocid 3a n. 7, akMiA BIiAPISHAETBLCA TUM, WO PO3YMHHUK BMOUPAIOTL i3 rpynu, WO CKMaaaeTbcs 3
aueToHITpuny, TeTparigpodypany, METUNETUNKETOHY, aLETOHY, AUXNOPMETaHY, BOAMW Ta iX CyMiLLi.

9. Cnoci6b 3a n.1, akuii BigPI3HAETBECA TUM, WO eTan (a) Ta ertan(b) 34IMCHIOIOTBCA B MeXax
GaraToCTafginHOT peakuii B OAHIl peakUiiiHiin EMHOCTI.

10. Cnoci® 3a 6yab-AkuM 3 nn. 1-9, Akui BigpisHAETbCA TUM, WO N1-(4-(4-((aumeTunamiHo)meTunn)-3-
deHin-1H-nipason-1-imnipumignH-2-in)-6-metTokcn-4-mopdoniHo6enson-1,3-giamiH Ha eTani (a)
OTPUMYIOTb 3 BUKOPUCTaHHAM cnocody, LLO BKIIOYAE:

0] peakujto 4-(4-((aumeTunamiHo)meTun)-3-cpeHin-1H-nipason-1-in)-N-(2-meTokcu-4-mopdoniHo-5-
HITpOdEeHINMNipUMIgUH-2-amiHy 3 XNOPUAOM OfloBa B MPUCYTHOCTI CONSHOT KUCNOTWM 3 OTPUMAHHAM
KoMnnekcy 3a copmynoto 5 Ta

(i) peakuito komnnekcy 3a opmynot 5 3 OCHOBOK 3 oTpUMaHHAM N1-(4-(4-((aumeTrnamiHo)MeTun)-3-
deHin-1H-nipason-1-imnipumignH-2-in)-6-metTokcn-4-mopdoniHoberson-1,3-giaMiny:

@@?j@

o - (SnCl,),
dopmyna 5.

11. Cnoci6 3a n. 10, sikuit BIAPISHAETLCA TUM, LLO peakuito Ha eTani (i) NpoBOAATbL Y MPUCYTHOCTI OAHOTO
abo GinblLUe PO3YMHHKKIB, BUOpAHMX i3 rpynu, WO cknagaerbea 3 Boau, Ci1-CioCnMpPTy, AMXIOPMETaHY,
TeTpariagpodypaHy, aUeTOHITpMNY Ta eTunauerary.

12. Cnoci6 3a n. 10, Akui BigPISHAETLCA TUM, LLIO OCHOBA, LLO BMKOPUCTOBYETLCS Ha eTani (i), € ogHieto
abo Ginble ocHoBamK, BUOpaHUMKM 3 TPYNK, LLIO CKNagaeTbesa 3 rigpokcuay HaTpito, rigpokcuay Kanito,
kapboHary Hatpito, GikapboHaTy HaTpito, kapOoHarty kanito, pocdarty kanito Ta pocdary HaTpito.

13. Cnoci6 3a n. 10, Akui BiAPISHAETBCA TUM, WO 4-(4-((aumeTunamiHo)meTun)-3-deHin-1H-
nipason-1-in)-N-(2-meTokcu-4-mopdoniHo-5-HITpopeHIM) NIpUMIANH-2-aMiH ~ OTPUMYIOTE  LUNSAXOM
peakuii 1-(2-((2-meTokcu-4-mopdroniHo-5-HiTpodeHin)amiHo) nipumianH-4-in)-3-drerin-1H-nipason-4-
kapbanbaeriay 3 guMmetTunamMiHoMm abo ioro cinno.

14. Cnoci6 3a n. 13, AkMin BiAPISHAETLCA TUM, LLO Peakuitd NpoBOAATb Y NPUCYTHOCTI ogHoro abo
Ginblue BiAHOBHUX areHTiB, BUOPAHMX i3 rPynu, LLO CKNAaAaeTbCs 3 TPUALETOKCMBOpOriapuay HaTpito,
uiaHoGoporigpuay HaTpito Ta Goporiapuay HaTpito.

15. Cnoci6 3a n.13, ki BigpisHAETBCA TUM, WO  1-(2-((2-meToKkcn-4-mopdhoniHo-5-
HITpOdeHim)amiHo)NipumMianH-4-in)-3-denin-1H-nipazon-4-kapbanederia OTPUMYIOTb LUNAXOM peakuii 4-

x1op-N-(2-MeTokcU-4-MopdONiHO-5-HITpodeHIM)NipUMIaNH-2-aMiHy 3 3-tbeHin-1H-nipason-4-
kapbanbaerigom.

16. Cnoci6 3a n.15, skui BigpPISHAETLCA TuM, WO  4-xnop-N-(2-meTokeu-4-mopdoniHo-5-
HITpodeHin)NipuMignUH-2-amiH OTPUMYIOTb LUNSAXOM peaxuji N-(2-meTOKCK-4-MOpOrniHO-5-

HiTpodbeHin)opmamiay 3 4-xnop-2-(MeTuncynsMOoHINNIPUMIgUHOM.
17. Cnoci6 3a n.16, 4qkui BigpisHAETbCA TuM, WO  N-(2-mMeTokcu-4-mopdoniHo-5-
HiTpoeHin) hopmaMia OTPUMYIOTb LLMAXOM POPMINyBaHHS 2-MeTOKCU-4-MopPdONiHO-5-HITpoaHiniHy.
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18. Cnocib 3a n. 17, Akui BiAPISHAETBCA TUM, WO (OPMiINyBaHHA NPOBOAATb 3 BUKOPUCTAHHAM
CyMiLLi OLTOBOT Ta MypaLUUHOT KUCNOT.

19. Cnoci6 3a n. 16, kMt BIAPISHAETLCA TUM, WO 4-XN0pP-2-(METUNCYNbGOHIMMIPUMIANH OTPUMYIOTb
LUMSIXOM OKUCTIEHHS 4-Xnop-2-(METUNTIO)NIPUMIANHY.

20. Cnoci6 3a n. 19, akuii BiAPI3HAETLCA TUM, WO OKUCNEHHS 34INCHIOETLCA 3 BUKOPUCTAHHSM
ogHoro abo 6GinbLie OKUCHMKIB, BMOpAHUX 3 Ipynu, LLIO CKNAgaeTbCA 3 MepMaHraHarty Kanmito,
XPOMOBOT KUCNOTU, KUCHIO, NEPEKNCY BOAHIO Ta 3-xnopnepbeH30MHOT KUCNOTH.

21. Cnocib 3a n.13, sAkMi BiAPISHAETBCA TUM, WO 1-(2-((2-MeToKCU-4-MOpPdONiHO-5-
HiTpobeHin)amiHo)NipuMiauH-4-in)-3-deHrin-1H-nipason-4-kapbanbaerig OTPUMYIOTb LLUSIAXOM
peakuii N-(2-meTokcu-4-mopdroniHo-5-HiTpodeHin)dopmamigy 3 1-(2-(MeTuncynsdOoHin)nipuMianH-
4-inm)-3-dheHin-1H-nipason-4-kapbanbaerigom.

22. Cnocib 3a n. 21, k1t BIAPISHAETLCA TUM, LLO PEakLito NPOBOASTL Y NPUCYTHOCTI oaHiel abo BinbLue
OCHOB, BMOpaHux i3 rpynu, wo cknagaetbes 3 Ci-Csankokenay HaTtpito, Ci1-Csankokcuay kanito, kapooHary
HaTpito, kapboHaTy Kanito Ta docary Kanito.

23. Cnoci® 3a n. 21, gkuii BIiOPISHAETLCA TUM, IO peakuitd NMPOoBOAATL Yy MPUCYTHOCTI ogHoro abo
GinbLUe PO3YMHHUKIB, BUOPAHMX i3 Tpyny, Lo CKNaaaeTbea 3 AuMeTundopMmamMiay, aumetTunaueramiay,
AUXINOPMETaHy, auMeTuncynbokeuay, Tetparigpodypany, rekcametundocdopamiay, Ci-Cscnmpry,
JIETUINOBOTO eTepy, ETUNAaUETaTy, aueToOHITPUNy Ta aueToHy.

24, Cnocib 3a n. 21, Ak BiAPISHAETLCA TUM, WO 1-(2-(MeTUnNcynbOHINM)NipUMignH-4-in)-3-deHin-
1H-nipason-4-kapbanbgerig OTPUMYIOTb LUNAXOM peakuii 1-(2-(meTunTio)nipumignH-4-in)-3-deHin-
1H-nipason-4-kapbanbaeriay 3 OKUCHUKOM.

25. Cnoci6 3a n. 24, kit BIAPISHAETBLCA TUM, LLIO OKUCHUK € 0aHiel0 abo Binblue peuvoBUHOIO, BUOPaHOIO
3 rpynu, WO CKIMagaeTbCa 3 NepMaHraHaty Kanmitlo, XpOMOBOI KUCMOTH, KUCHIO, MEPEKNCY BOAHIO Ta 3-
XxrnopnepGeH30MHOT KUCNOTH.

26. Cnocib 3a n. 24, kM BIAPISHAETLCA TUM, LLO peakuiss NPOBOAMTLCA Y NPUCYTHOCTI ogHoro abo
OinbLUe PO3YMHHMKIB, BMOpaHUX i3 rpynu, WO ckrnagaetbcss 3 Cq1-Cscnupty, TeTpaxnopuay Byrneuto,
XNopodhopMy, AUXIIOPMETAHY, auETOHY, METUMETUIKETOHY, METUNI300YTUNKETOHY, LIMKMOTEKCaHOHY,
MEHTaHy, rekcaHy, renTaHy, OKTaHy, HOHaHy, AeKaHy, YyHAEKaHy, AOAEKaHyY, LIMKMOrekcaHy, NeTponenHoro
eTepy, racy, Tonyony, KCurony, MesutuneHy ta 6exsony.

27. Cnocib 3a n.24, dkun BiApi3HAETbCA TuM, WO 1-(2-(METUNTIO)NipUMigNH-4-in)-3-eHnin-1H-
nipason-4-kap6anbaeria OTPUMYIOTb LUNAXOM peakuii 4-xnop-2-(MetunTio)nipumianHy 3 3-deHin-1H-
nipason-4-kap6anbaeriaom.

28. Cnocib 3a n. 27, skui BiOPI3HAETBCA TUM, LLO peakuis BinOyBaeTbCsl B MPUCYTHOCTI ofHiel abo
OinbLUe OCHOB, BUOpaHMX i3 rpynu, WO CKNaZaeTbCa 3 TPET-OyToKCMAy Karmilo, Tapokcuay Hartpito,
rigpokcuay kanito, rigpuay Hatpito, kapboHaTy HaTtpito, kapboHaty kanito, docdaty kaniio, docdarty
HaTpito, 1,8-gia3abiumkno[5.4.0lynaek-7-eHy, 1,4-giazabiumknol2.2.2]oktaHy, 1,5-agiasabiumknol[4.3.0]HoH-
5-eHy, nipuauHy, TpUeTUNaMminy, diisonponinamiHy Ta AiisonponinetTunamiHy.

29. Cnocib 3a n. 27, AkMiA BiOPI3HAETLCA TUM, LLUO peakuis BiabyBaeTbCs B NPUCYTHOCTI ogHoro abo
Oinblle pPO3YMHHMKIB, BMOpaHMX i3 Trpynu, LO CKMajaeTbca 3 AWXITOPMETaHy, AMXITOPETaHYy,
anmeTtundopmamiay, aumeTunaueTamiagy, aumeTtuncynbdokenay, Tetparigpodypany, Ci-Cscnupry,
eTunaueTary, aueToHy, METUMNETUINKETOHY, aueTOHITpUy 1 TONyony.

30. Cnonyka copmynu 2 abo ii cinb:

NP
HN N N \
A o == /
N
)\ \
i\H
N
)
(@]

pe X - ranoreHx.
31. Komnnekc 3a popmyrnoto 5:

, Popmyna 2
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dopmyna 5.
32. 1-(2-(MeTuncynbdoHimnipumianH-4-in)-3-denin-1H-nipason-4-kapbansaeria.
33. 1-(2-(MeTunTio)nipumianH-4-in)-3-penin-1H-nipason-4-kapbanbaeria.

Komm'loTepHa eepcTka C. Yyniin

OI “YKpaiHCbKuii IHCTUTYT iHTenekTyanbHOT BnacHocTi”, Byn. MnasyHosa, 1, M. Kuis — 42, 01601
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