OaHnii BuHaxig BigHOCUTbC [0 crnocoby ofepkaHHA MNOXiAHWX LUMKIorekcaHony Takux, 9K 1-[uiaHo(4-
MeTOKCUEHIN)MeTUN|UMKIIorekcaHo.

CTtaH obnacTi TexHiku, WO BiAHOCUTLCS 40 Npobnemu

MoxigHi umkrorekcaHony Taki, sk 1-[uiaHo(4-MeToKcudeHIn)MeTMN]uMKNorekcaHon, sBMsitoTb COOOK KOPMCHI
NPOMDKHI CMOMyKW AN OAepXaHHA CronyK Tuny BeHnadakcuHy, SKi BOMOAi0Tb aHTUAENPECaHTHUM edeKToM 3a
paxyHOK iHribyBaHHSI MOBTOPHOIO MOIMMWHAHHA HEMpoMenjaTopiB, HopeniHedpPiHy i CEPOTOHIHY. FK ONMMCaHO B MaTeHTi
CLA Ne 4535186, noxigHi LMKNOreKcaHony MOXHa OJepxaTu LWNAXoM B3aemofil  uuknoankaHoHy abo
LUMKIoankeHoHY 3 aHiOHOM BiANOBIAHUM YMHOM 3amilleHoro (opTo abo napa) deHinaueToHiTpuny.

Cnocib ogepxaHHA, onmcanuin B nateHTi CLUA Ne 4535186, Bktoyae BUKOPUCTAHHS MeTarnoopraHiyHOi OCHOBU
Takoi, AK H-OyTMnniTiA, ANA YTBOPEHHs B AaHil peakuii aHioHy deHinaueToHiTpuny. MetanoopraHiyHa ocHoBa €
[OpOorol, NOBUMHHA BMKOPUCTOBYBATUCSI B KiMbKOCTI, LIOHaWMEHLUEe, OLHOMO €eKBiBarieHTa peareHTy Npu HU3bKil
TemnepaTypi HuxYe 3a -50°C, 3BnyaHO YyTnnea A0 BOJOMM NOBITPS 3 PU3NKOM 3aliMaHHsi abo BnbyXy, i A€ HU3bKUI
BUXig NPoAyKTy, MeHwe 3a 50 npoueHTiB. TOMY MeTanoopraHiyHi OCHOBU BBaXalTbCs HE3PYYHMMU ANS CUHTE3Y B
npomucnosomy macLutabi.

Y natenTi CLUA Ne 5043466 onvcaHuin cnoci6 oaepaHHA NOXiAHWX LIMKIOreKcaHony, B SKOMY BUKOPUCTOBYHOTb
MeTanoopraHiyHy OCHOBY TaKy, fIK AiisonponinamMig niTito, WO NokazaHO HAaCTYNMHUM MexaHi3MOM peakuii. Y naTeHTi
CLIA Ne 5043466 3miHIOIOTb NPONOpPLil0 3MillyBaHHSA BYINEBOAHEBUX PO3YMHHUKIB, HamarawuMcb nNOMINWUTA
TemnepaTypy i BUXig peakuii, ane npobrema, nos'a3aHa 3 OCHOBOIO BCE X 3amnuLIaeTbCs, NpUYoMy diisonponinamis
NiTit0O HE3PYYHWIA ONSI CUHTE3y B MPOMMCMIOBOMY MacLutabi, OCKinbku BiH € Ay)Xe A0POrvM, CKNagHUM B MOBODKEHHI i
MOXe CTaT! MPUYUHOK BUHUKHEHHS NoXexi abo BUOYXYy.

OCHOBa by
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Y kuTancekin nateHTHIn nybnikauii Ne 1225356 (CNO1225356A) onvcaHo BUKOPUCTAHHS TakMX OCHOB, SIK
MeTunaT HaTpilo, eTunaT HaTpito, rigpua HaTpito | amig HaTpito ANs oAepkaHHA MOXiAHWX LMKIorekcaHony, wob
nigBMWMTV TemnepaTtypy peakuji go iHtepsany Big 0 go 5°C. OgHak, onucaHi OCHOBM BUKOPWUCTamnW B KifbKOCTHAX,
LWOHaWMeHLLEe, OOHOrO eKBiBaneHTa peareHTy i, KpiM TOro, BOHM HeGE3MEeYHi, OCKINIbKU TaKOX CXUIbHI 4O 3aiHMaHHS
abo Bubyxy.

MpueeaeHi BuLle BigoOMi cnocobu ckragarTbcs 3 ABOX CTaAdil, TO6TO B3aemogii peHinaueToHiTpMny 3 OCHOBOKO
ONS YTBOPEHHSA aHiOHY i NpueaHaHHA JAaHOM0 aHiOHY OO KETOHHOI cronyku. 3okpema, peakuis Ha cTafil yTBOpEeHHS
aHioHy BKNIoYae Aeski CKnagHOCT BiAHOCHO KiHLEBOT TOYKM AaHOT cTafii i KifbKicHOro aHarnisy ogepaHoro aHioHy.
MogmibHi npobnemun NpuBOAATL A0 KONMUBaHb BUXOAY Ha CTadil NPUEQHAHHS i, TAKUM YMHOM, 3 L€l NPUYMHMA BOHMU
TaKOX CKMaAHi Ans NpOMMCIIOBOrO BUKOPUCTAHHSA.

BignosigHo, AaHWiA BuMHaxig CNpsiMOBaHWMIA Ha Croci6 ofepXaHHS MOXIOHWX LUKIOreKcaHosny, iKW 3Ha4HOM
Mipoto fonae TpyAHOLj i HeJoMikK 3BUYaHOT 0bnacTi TEXHIKK.

MeTol [aHOro BMHaxofy € HaJaHHA Cnocol0y oOepXXaHHSA MOXIOHMX LMKITOreKCaHomy LUMIsiXOM B3aeMogii
deHinaueToHITPpUNY 3 LUMKIIOreKkCaHomnom, wWob 3pobutn MOXMMBMM €KOHOMIYHE i pO3yMHe MPOMWCIOBE MacoBe
BMPOBHMLTBO.

HactynHa meTa gaHoro BMHaxoZy nonsira€ B HagaHHi cnocoby ofepkaHHA NOXiOHUX LIMKIOreKCaHomy, AKui €
6e3neyHnM i CNpUATIMBMM MO BiOHOLLEHHIO 40 HABKOMMLUHBOTO cepeaoBuLla 6e3 puauky noxexi abo Bnbyxy, i 6inbL
NPOCTUM, HK 3BMYaNHI CUHTE3W, OCKINbKKN BCi peareHTV 3MiLLyloTb B OAHIN peakLyi.

OpHVM 3 acnekTiB AaHOro BUHaxody € cnocib ogepxaHHs NoXiAHMX LuknorekcaHony dopmynu |,
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B AKin R6 i R7 aBnsatoTs coboto opTo- abo napasacTynHUKKN, HE3anNexHO BUOpPaHi 3 rpynu, WO BKMAOYaE BOAEHb,
rinpokenn, C1-Ce ankun, C1-Ces ankokcu, C7-Co aparnkokcn, Co-C7 ankaHoinokcu, C1-Ce ankinmepkanTo, ranoreH abo
TpudtopmeTnn; Rg sBnsie coboto BogeHs abo C+-Cs arkin; p € ogHmm 3 dimmx umncen 0, 1, 2, 3 abo 4; a Ro saBnsie
coboto BoaeHb abo C1-Ce ankin;

LLO BKIOYae B3aemogito cnonyku dopmynu |l i3 cnonykoto cpopmynu i,
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B MPWCYTHOCTI He-MeTanoopraHiyHMX OCHOBHMX KaTanisaTopiB, npepctaBneHux copmynoto IV abo V, B
NPUCYTHOCTI abo 3a BiACYTHOCTI peaKLUiiHOTO PO3YMHHUKA,
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ae Asensie coboto -(CH2)n-, Ae n € uinum yncnom Big 2 oo 4; B ssiBnsie co6oto -(CH2)nr,

e m e uinum vmicnom Big 2 go 5; X e CHz, O, NH a6o NR', ne R' aBnsie coboto C1-C4 arnkin abo auun, abo
ankinHecyu nonimep; KoxkHUR 3 R1 0o R4 HezanexHo saBnse coboto BoAeHb, arkin, uuknoarkin, abo arnkin- abo
uuknoankinHecyumin nonimep, i Bci Bia R1 Ao R4 He € BogHamun, Rs € ankinom, uuknoarkisiom abo ankin- ato
umknoarnkin-Hecyam nonimepom, i e Ro aBnsie coboto ankin, npuyoMy ankinbHa rpyrna BBOAMTLCS ankinyBaHHAM.

He-meTanoopraHiyHa OCHOBa, LIO BMKOPUCTOBYETHCA B AAHOMY BMHAaXOAi, BKIOYae amiguHu abo ryaHiguHum,
npepacraeneHi dopmyrnoto IV abo V. Binbl KOHKPETHO, NPUKIaAM He-MeTanoopraHiyHMX OCHOB AaHOrO BUHAxody
BKIIOYalOTb  amignHu, Hanpwknag, 1,8-giasabiuvkno[5.4.0lynaeu-7-eH (DBU) i 1,5-aiazabiuvkno[4.3.0]HOH-5-eH

(DBN);  uuknivHi  ryaHigMHu, Hanpwknag, 1,5,7-1puasabiyuknol[4.4.0lpeu-5-eH (TBD) i 7-metun-1,5,7-
Tpuasabiumkno[4.4.0]loeu-5-eH (MTBD); ankinryaHignHu, Hanpuknag, TeTpamMeTUNryaHiguH (TMG),
TeTpabyTunryaHiguH, neHTameTunryaHigvH, neHTabytmnryanigud i N'-6yraii-N", N"-avumknorekcunryaHiguH.

OcHoBHUI KkaTanizaTop [aHoro BMHaxod4y Moxe Oyt roMmoreHHuM kartanizatopom abo mMoxe sBnATM coboto



KaTanizatop, WO MiCTUTb OpraHiyHy amiHHy OCHOBY Ha OCHOBi amiguHy abo ryaHiguHy, iMmoGinizoBaHy Ha
noniMmepHoMy Hocii (Hanpuknag, nonictvponi), abo HeopraHiyHOMY HOCii (Hanpwknag, okcup KpemHito). He-
MeTanoopraHiyHa OCHOBa [aHOro BuHaxody SABnse coboio, LoHawWMeHLe, OaHy OCHOBY, BUMOpaHy 3 rpynu, Lo
CKNafaeTbCsl i3 3rafjlaHnX BU LLE OCHOB.

KinbkicTe He-mMeTanoopraHiyHOi OCHOBY, LLO BUKOPUCTOBYETLCS CreLianbHO He oOMexeHa i MoxXe 3HaxoouTucs B
iHTepBani Big 6nm3bko 0,0001 go 6nm3bko 2 ekBiBaneHTiB, a 6inbLw nepeBaxHo, Big 6nmn3sko 0,005 go 6nmabko 0,5
€eKBiBaneHTiB BiAHOCHO OAHOrO ekBiBaneHTa crnonyk dopmynu . Peakuilo gaHoro BvHaxody MOXHa YCMiLUHO
30iINCHNTV NP BUKOPUCTaHHI OCHOBHMX KaTanisaTopiB NULe B KaTaniTUYHIM KiflbKOCTI, O € NepeBaXXHUM.

Y paHoMy BMHaxogi MOXHa 3a BUOOPOM He BUMKOPUCTOBYBATU OPraHiYHUN PO3YMHHVK, LLO BKIHOYAE BYINEBOAHI
abo npocTti edipn, Aki NOTPiGHI Npw 3BUYaWHOMY CUHTe3i. BukopucToByBaTM OpraHiyHMA PO3UYMHHUK YW Hi,
onTMManbHO BUpilWyeTbCA baxiBLeM B AaHin obracTi, ane 3BMYaHO BBaXalTb 3a Kpalle He BUKOPWCTOBYBATU
OpraHi4YHMN PO3YNHHUK.

Mpu opepxaHHi NOXIAHWX UMKIIOrekcaHony Takux, sK 1-[uiaHo(4-MeToKCUdEeHIN)MeTUumnKnorekcaHor,
npeacraeneHnx gopmynoto |, BiANOBIAHO A0 AaHOro BMHaxody, TemnepaTtypa peakLuii NnepeBaXHO 3HAXOAUTbCA B
iHTepBani Big 6nmsbko -20 go 80°C, Ginbw nepesaxHo, Big 6mm3abko 10 go 30°C. Cnoci6 gaHoro BuHaxody MOXHa
30iMiCHIOBaTU HaBiTb NPW KIMHATHIN TemnepaTypi, LU0 € NepeBaXXHUM.

OaHun BunHaxig siBnae coboto cnocid ogepaHHA NOXiAHMX LIMKIOFEKCAHOMY LUMSXOM B3aEMOi BignoBigHM
YMHOM 3aMilleHOoro napadeHinaueToHITPMMY i LMKNOreKCaHoHy B MPUCYTHOCTI He-MeTarnoopraHiyHoT amiHHOI OCHOBU
(Hanpvknag, DBU, DBN, TBN, MTBD, TMG a6o N'-6yTmi-N", N"-guumknorekcunryaHigvHy) BignoBigHO [0
MeXaHi3My peakuii I.
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Y npusepneHii BuLle peakuii Re-Ro i p Taki, ik BU3HauveHo BuLLe, a ae Rg € ankinom, Noro BBOAATL ankinyBaHHSIM.

Mpn opepkaHHi NOXIOHWX UMKrorekcaHony Takux, K 1-[uiaHo(4-MeToKCMdEHIN)MeTUN]UMKNoreKkcaHorn,
npeacraeneHnx dopmymnot |, Ans yTBOPEHHSA aHioHy dbeHinaueToHITPUNy BUMKOPUCTOBYIOTb He-MeTaroopraHiyHy
ocHoBy Taky, sk DBU, DBN, TBD, MTBD, TMG a6o N'-6yrmi-N", N"-guuuknorekennryaHiaunH, wo sensie coboto
aMiHHY OCHOBY, 3aMiCTb MeTarloopraHiyHoi OCHOBM Takol, SK H-Oytmnnitmii abo giisonponinamig niTito, WO
BUKOPUCTOBYIOTBCA B 3BUYaNHUX crnocobax. BukopucTaHHs He-MeTanoopraHiyHOi OCHOBU Y BiAHOCHO HEBENVKiA
KirbKOCTi, sika MOpIBHAHO HeAopora, MeHLW 4ytnMBa A0 rigpaTauii, 3 AKO MOXHa npaulBaTM Npu KiMHaTHIA
Temnepatypi, 6e3 pusuky noxexi abo BMOYXy, JA€ MOXMMBICTL 3[iMCHIOBATM BUPOGHULTBO B NPOMUCIIOBOMY
mMacwrabi 3a gonomMoroto 6e3neyHoro i BigHOCHO MPOCTOro MPOMMCIOBOro cnocoby. Jlnie kaTaniTMyHi KinbkocTi He-
MeTanoopraHiyHOi OCHOBM NOTPIOHI B JAaHOMY BUHaX04i, 3ri4HO 3 AKMM OOepPXKYOTb MOXiAHI LUKIIOreKCaHoy BUCOKOT
YNCTOTU, 3 BUCOKUM BUXOLOM.

Kpim Toro, gaHuin BuHaxig € 6inbL NpOCTUM i CNPUSITIMBAM MO BiQHOLIEHHIO 4O HABKOMMLLHBLOrO cepeaoBumLa, He
npuBOONTL OO MeTanoopraHiyHUX NobGiYHMX MPOAYKTIB, OCKiMbKM B HbOMY YHWKAKTb BWKOPWUCTAHHA OpraHiudHMX
PO3YMHHUKIB.

Tenep gaHun BuHaxig 6yoe geTanbHO ONMCAHUIA 3 MOCUMAHHAM Ha HaCTYMHI NpukNaay, ki He Npu3HaYeHi ona
obmexeHHs1 06'eMy AaHOro BUHaxoay.

Mpwknag 1

Y konby Bmiwysanm 100r (0,68 mornb) n-meTokendeHinaueToHiTpuny, 100r (1,02 monb) uuknorekcaHoHy i 32r
(0,21 mornb) 1,8-giazabiuvkno[5.4.0lyHaeu-7-eHy (DBU) i ButpumyBanu npu 15-20°C npu nepemillyBaHHi NpoTArom
48 roguH. MoTim 0o ogepxaHoro po3uvnHy aoaasanu 1H HC1 ana gosepeHHs pH oo kucnoro piBHa. Micns ogHiei
roauHu nepemillyBaHHSA NpuY KiMHaTHIN TeMnepaTypi ocag, WO YTBOPHOBaBCH, BiAAINANN inbTpyBaHHAM | npoMmnsanu
OUYMLLEHOID BOAOK, MOTIM eTunaueTaTtoMm i H-rekcaHoMm, ogepxytoum 140r 6inoi TBepAoi peyvoBMHU $K UiNbOBOT
cnonyku, 1-[uiaHo(4-meTokcndeHin)MeTunjumknorekcaHony (suxia 84%, temnepaTypa nnasneHHsa 123,7°C).

Ananiz 'H AMP (AMC O-ci6): d 7,27-6,93 (4H, kB, apomaTtnyHi), 4,85 (1H, ¢, OH), 4,05 (3H, ¢, OCH3), 3,76 (1H,
¢, CHCN), 1,69-1,08 (10H, m, unknorekonn)

Axaniz 'AMP (CDC13): 6 7,23-6,89 (4H, kB, apomaTnyHi), 3,82 (3H, c, OCHs), 3,73 (1H, ¢, CHCN), 1,72-1,16
(10H, M, uuknorekcun)

Anarnis *CAMP (AMCO-€6): 06 159,4,131,3,125,8,121,4,114,1,72,2,55,8, 48,8,36,0,34,7,25,9,22,0,21,9

Mac-cnekTpanbHuWi aHania: MmonekynspHa maca 245 [M"3a C.I.M.S.]

IY (tabneTka KBr): 3408 cm™' (-OH), 2249 cm™ (- CN)

Mpuknag 2

Y konby BmiwyBanu 52,71 (0,36 monb) n-meTokcideHinaueToHiTpuny, 35,8r (0,36 Monb) LMKNOreKCaHoHy i 28,61
(0,19 monb) 1,8-giazabiuvkno[5.4.0lynaeu-7-eHy i sutpumysanu npu 15-20°C npu nepemiwysaHHi npoTtsarom 90
roguH. MoTiM go ogepxaHoro po3unHy goaasarm 1H HC1 ona gosegeHHs pH go kucnoro piHa. Micnsa ogHiel roanHu



nepemillyBaHHa npu KiMHaATHIM TemnepaTypi ocaf, WO YTBOPMBCH, BIiAdinanu ¢inbTpyBaHHAM i npomuBanu
OYULLEHOK BOAOK, MOTIM eTuraueTaToM i H-TeKCaHOM, OAepKytoum 62 r 6inoi TBepAoi peyvoBMHM SK UiNMbOBOT
cnonyku, 1-[uiaHo(4-meTokcndeHin)MetTunjumknorekcaHony (suxig 70%).

Mpuknag 3

[ii 3gincHioBanu aHanoriyHo TMM, ik OMcaHo B Npuknagi 1, 3a BUHATKOM Toro, Lo Bukopuctanu 0,5 eksiBaneHTy
1,8-giazabiumkno[5.4.0lyHaoeu-7-eHy B 6-4eHHI peakuii, ogepxytoun 67 r 6inoi TBepdoi peyvyoBMHM $K UiNbOBOT
cnonyku, 1-[uiaHo(4-meTokcnaeHin)MetTunjumknorekcaHony (suxig 80%).

Mpuvknag 4

Y konby emiwysanm 100r (0,68 monb) n-metokandpeHinaueToHiTpuny, 167r (1,70 Monb) UMKIOreKcaHoHy i 52r
(0,34 monb) 1,8-giazabiuukno[5.4.0lyvaeu-7-eHy i sButpumysanu npu 0°C npu nepemiwyBaHHi npotarom 60 roguH.
Motim go opepxaHoro po3umHy gogasanu 1H HC1 gna poeegeHHss pH oo kucnoro piBHA. icns ogHiel roanHu
nepemillyBaHHa npu KiMHaATHIM TemnepaTypi ocaf, WO YTBOPMBCA, BIiAdinanu dinbTpyBaHHAM i npomuBanu
OYMLLEHOK BOAOH, MOTIM eTuraueTaToM i H-TeKkcaHoM, ofepkytoum 1471 6inoi TBepAoi peyvoBMHM $K ULiNbOBOT
cnonyku, 1-[lwaHo(4-meTokendeHin)metunjumknorekcaHony (emxig 88%).

Mpuknag 5

[ii 3gincHioBanu aHanoriyHo TMM, ik OrMcaHo B Npuknagi 1, 3a BUHATKOM Toro, Lo Bukopuctanu 0,5 eksiBaneHTy
1,8-pia3abiunkro[5.4.0lyvaeu-7-eHy B 8-roavHHin peakuii, ogepxytoun 116r 6inoi TBepaoi peyvoBMHU SK LirnbOoBOT
cnonyku, 1-[uiaHo(4-meTokcnaeHin)MetTunjumknorekcaHony (suxig 70%).

Mpuknag 6

Y konby smiwyBanu 25,4r (0,17 monb) n-meTokcvideHinaueToHiTpuny, 41,8r (0,42 Monb) LMKNorekcaHoHy i 13,2r
(0,087 mornb) 1,8-giazabiumkno[5.4.0lynaeu-7-eHy i BuTpumyBanu npu 25°C npu nepemillyBaHHi NPOTATOM 24 roAauH.
MoTim oo ogepxaHoro po3uvHy gogasanu 1H HC1 ana gosegeHHa pH go kucnoro pisH4. lMicna goaanHa 50 mn
MeTMUMOBOro CNUPTY i OAHIET roAMHU nepemillyBaHHA Npu KiMHATHIA TemnepaTypi ocaf, WO YTBOPMBCA, BiO4INANM
iNbTPyBaHHAM | NPOMUBANM OYMLLEHOK BOAOH, MOTIM eTvnaueTatoMm i H-rekcaHoMm, ogepxywoum 23,7 r Ginoi
TBEPAO| PEYOBUHM SK LiiNboBOT cnonyku, 1-[uiaHo(4-meTokcudeHin)vetunjuuknorekcaHony (euxig 56,1%).

Mpuknag 7

Y konby emiwyBanu 50,3r (0,34 monb) n-meTokcideHinaueToHiTpuny, 34,8r (0,35 Monb) LmknorekcaHoHy i 43,3r
(0,35 monb) 1,5-giasabiumkno[4.3.0]HoH-5-eHy (DBN) i ButpumyBanu npu 20-25°C npu nepemiwyBaHHi npoTtarom 90
roauH. [lo ogepxaHoro po3uiHy gogasanu 50mnmetnnosoro cimpTy i 200Mn ounLleHoi Boaum.

Micna opgHiel roavHW nepemillyBaHHA NpU KiMHATHIM TemnepaTtypi ocag, WO YTBOPWUBCA, Biadinamm
iNbTPYBaHHSM | NPOMMBANM OYMLLEHOK BOAOLD, MOTIM eTunaueTaToM i H-rekcaHoM, ogepxkytoun 116r Ginoi TBepaoi
peYvoBUHM SK LiNboBoi cnonykuy, 1-[uiaHo(@-meTokendeHin)metunjumknorekcaHony (euxig 70%).

Mpuknag 8

Y konby Bmiwysanu 20r (0,14 monb) n-meTokendpeHinaueToHiTpuny, 13,71 (0,14 Monb) umknorekcaHoHy i 21,2r
(0,14 mormb) 1,8-giasabiuvkno[5.4.0lyHaoeu-7-eHy, po3baenanu 100 Mn MeTMNOBOro CnupTy i BUTpMMYBanu npu 15-
20°C npw nepemiwysaHHi npotarom 20 roauH. [lo ogepxaHoro po3unHy gogasanu 20 mn metunosoro cnupTy i 150
MN ounweHoi Boau. [licna oaHiel roguHW nepemillyBaHHA NpWU KiMHaTHIM TemnepaTypi ocag, WO YTBOPWBCA,
BiAOINANM iNbTPYBaHHAM | NMPOMMBAN OYULLEHOI0 BOAOH, MOTIM eTunaueTatoM i H-rekcaHom, odepxytoum 17,41
6inoi TBEpAOT PEYOBMHM SK LiNboBOT cnonyku, 1-[uiaHo(4-meTokcmdeHin)MetunlumknorekcaHony (suxia 52%).

Mpuknag 9

[ii 3gircHioBanu aHanoriyHo TMM, ik OnMcaHo B Npuknagi 1, 3a BUHATKOM TOro, Lo Bukopuctanu 0,1 eksiBaneHTy
1,8-piazabwmkno[5.4.0lynaeu-7-eHy B 6-0eHHIN peakuii, ogepxkytoum 76,1 r 6inoi TBepaoi peyoBuMHN SK LinbOBOiT
cnonyku, 1-[uiaHo(4-meTokcmdeHinMeTunjumknorekcaHony (suxig 90,5%).

Mpuknag 10

Y konby Bmiwyanu 25,4r (0,17 morb) n-meTokevdeHinaueToHiTpuny, 83,6r (0,85 monb) uuknorekcaHoHy i 26,71
(0,17 momb) 1,8-giazabiuvkno[5.4.0lynaeu-7-eHy i sutpumyBanu npu 20-25°C npu nepemiwysBaHHi npoTsrom 24
roavH. [Jo ogepxaHoro po3umHy gogasanv 50mn metunosoro cnmpty i 200mMn ountleHoi Boau. lNicnsa ogHiel roanHu
nepemillyBaHHa npu KiMHaTHIM TemnepaTypi ocaf, WO YTBOPMBCH, BIiAdinanu dinbTpyBaHHAM i npomuBanu
OYMLLEHOI BOAOK, MOTIM eTunaueTaToM i H-rekcaHom, ogepxytoum 18,0r Girnoi TBepAoi peyvyoBMHM SK UiNbOBOT
cnonyku, 1-[uiaHo(4-meTokcmdeHinMeTunlumknorekcaHony (suxig 42,6%).

Mpuknag 11

Lii 3gincHoBann aHanorivHo TMM, K OnNuMcaHo B npukragi 1, 3a BUHATKOM TOro, WO TemnepaTtypy peakuii
nigTpymyBanu B iHTepsani Big 35 go 40°C, opepxytoun 30,6r Ginoi TBepAoi pevYoBMHU AK LinMbOBOI Cromyku, 1-
[uiaHO(4-meTokcudeHin)metTnnjumknorekcaHony (Bmxig 36,8%).

Mpuknag 12

Y konby Bmiwysanu 100 r (0,68 monb) n-meTokeideHinaueToHirpuny, 100 r (1,02 monb) umknorekcaHoHyi 0,47 r
(0,0034 monb) 1,5,7-Tpnasabiumknol[4.4.0]oeu-5eHy (TBD) i sutpumysanu npu 20-25°C npu nepemillyBaHHi
npotarom Big 10 oo 12 roanH. o ogepxaHoro po3unHy gogasarm 1H HC1 ana posegeHHs pH 0o Kucrioro piBHS.
Micnsa opHiel roaMHK nepemilyBaHHA NPU KIMHATHIM TeMnepaTypi ocaj, Wo YTBOPUBCSA, BIAAINANW iNbTPYBaAHHAM i
NPOMMBANM OYULLEHOI BOAOH, MOTIM eTuraueTaTtoM i H-rekcaHoM, odepxytoum 128 r Ginoi TBepaoi peyoBUHU SK
LinboBOi cnonyku, 1-[uiaHo@-veTokandpeHin)MeTnn]umknorekcarony (Buxig 77%).

Mpuknag 13

LiT 3gincHoBany aHanoriyHo TUM, SK onucaHo B Mpuknagi 1, 3a BMHATKOM TOro, LWo Bukopuctanu 0,03
ekBiBaneHTy 7-meTun-1,5,7-tpnasabiuvknol4.4.0lpeu-5-eHy (MTBD) B 20-22-roamHHin peakuii, ogepxyioun 128 r
6inoi TBEpPAOT PEYOBMHM SK LiNboBOT cnonyku, 1-[uiaHo(4-meTokcmdeHin)MetunlumknorekcaHony (suxiga 77%).

Mpuknag 14

Y konby emiwysanu 50r (0,34 monb) n-meTokcudbeHinaueToHiTpuny, 50r (0,51 monb) umknorekcaHoHy i 0,24r
(0,0017 monb) 1,5,7-Tpnasabiumknol[4.4.0]oeu-5eHy (TBD) i sutpumyBanu npu 20-25°C npu nepemillyBaHHi
npotarom 19 roguH. PeakuinHy cymiw po3unHanu B 500mMn etunaueTtarty i, nicnsa gogaHHa 200Mn ounLleHoi Boau,
HenTpanizoByBanu 6H HC1. Micns po3gineHHsa das npu 30-35°C, opraHiyHMIn PO3YMHHUK BUAANSM Y BakyyMi, a o



dinbTpaty gogasanu 500mMn etunauetaty i 200mn ounweHoi Boau. [licna ofHiel rogMHW nepemillyBaHHSA Mnpu
KiMHaTHIN TemnepaTypi ocag, WO YTBOPMBCH, BiA4INANM inbTpyBaHHAM i NPOMUBANM OYMLLEHOK BOAOH, MOTIM
eTnnauetatom i H-rekcaHoMm, ofepxytoum 74r 6inoi TBepAoi peyvyoBUMHM SK UiNboBOI cnonyku, 1-[uiaHo(4-
MeToKcudeHinmeTunjuuknorekcaHony (Bnxig 89%).

Mpuknag 15

Y konby Bmiwysanu 25r (0,17 momb) n-veTtokcudpeHinaueToHitpuny, 25r (0,25 monb) UMKNOrekcaHoHy i 2,51
(0,0090 morb) N-6yTmi-N", N"-guuuknorekcunryaHigudy i sutpumysanu npu 20-25°C npu nepemillysaHHi NpoTAroM
24 roguH. o opepxaHoro po3unHy gogasanu 1H HC1 ona posepeHHs pH o kucnoro piBHs. Micna ogHoro vacy
nepemMilyBaHHs MpuW KiMHaATHIN TemnepaTypi ocaj, WO YTBOPWUBCHA, BIoAiNanu QinbTpyBaHHAM i npommuBanu
OYMLLEHO BOAOID, NOTIM eTunaLeTaToMm i H-rekcaHoM, ogepxytoun 30r 6inoi TBepaoi pe4oBMHU SK LIiNbOBOT CNOMYKN,
1-[uiaHo(@-MeToKkCbeHIN)MeTnN] unkrorekcaHony (Buxig 72%).

MopiBHANbHUIA Npuknag 1

50r (0,34 monb) n-meTokcudbeHinaueToHiTpuNy posbdaenanu 250 mn cyxoro TteTparigpodypaHy (TFd) i
oxonoaxysanu go -70°C B amocdpepi asoTy. [lo ogepxaHoro po3vnHy gogasanu no kpannax 210 mn (0,34 monb) H-
6ymmnniTito (n-Buli), nigTpumytoum TemnepaTypy po3uuHy Hwk4e 3a -50°C. licna uporo posyvH nepemilyBanu
npotsarom 30 xBUNuH i, nicra gogaHHs 50r (0,51 Mornb) UMKIOrekcaHoHy, nepeMillyBanu we 45 xBunvH, B TOM Yac sk
TemnepaTypy po34vHy niaTpumysanu Huxde 3a -50°C. lNicng uboro TemnepaTtypy peakuiiHoro po3yvHy NigHInu go
0°C i poganu HacuyeHUn PO3YMH XIOPUAY amoHito, Wob cnpuyunHUTY po3aineHHs das. BogHui wap ekctparysanu
pietTunosum edipom i o6'eaHyBany 3 opraHiyHMM WapoM. MoTiM opraHiYyHWA PO3YMHHUK BUOANANN NPU 3HWKEHOMY
TUCKY, OAepXyroun 25,21 LinboBoi cnonyku, 1-[waHo(4-meTokendeHin)MeTunuvknorekcaHony (Buxig 34,2%).

TemnepaTypa nnaenenHs: Big 123 go 126°C.

Mac-cnekTparksHuit aHanis: MonekynsipHa maca 245 [M'sa C.I.M.S]

Ananis:'aMP (OAMCO-ci6): & 7,32, 6,95 (4H, kB, n-3amiweHa apomaTtuka), 3,8 (3H, ¢, OCHas), 3,76 (LU, C.CHCN),
1,56 (10H, M, anidhaTMyHM LUmKnorekcun)

MopiBHANbLHUI Npyknag 2

MigTpumytoun BHYTPilWHIO TemnepaTypy Hwx4e 3a 10°C, 76,5r n-mMeTokcvdeHinaueToHiTpuny, po36aBneHoro
75mMn TONyony, NOBINbHO JofaBanu OO0 PO34YMHY Adiisonponinamigy niTivo, ogepXaHoro npu gofdanHHi 73mn
giizonponinaminy go 325vn 6M BuLi i 300mn Tonyony B atMocdepi asoty. icna 30 XBunuH nepemillyBaHHS
noBinbHO gofdasanu 46,0 r uukrorekcaHoHy, po3tasneHoro 50 mn Tonyony, NiATPMMYIOUM BHYTPILLHIO TemMnepaTtypy
Hwk4e 3a 10°C, i nepemiwyBanu we 6nuabko 30 xBunuH. lNicna Uboro ogepxaHw po3vuH gopasanu go 100mn
BOAHOro po3umHy 12H HC1 i 1 n xonogHoi ounweHoi Boau. MNicna ¢inbTpyBaHHA dinbTpaTt po3baensamm Xrnopuctum
MeTUMNEHOM i MPOMUBAMM OUYULLEHOI BOAOK. 3aMiHUBLUIM

XNOPUCTUN MeTUneH Ha giisonponifoBu edip, PO3YMHHVK BUAANANU MNpU  3HWKEHOMY TUCKY, dinbTpaT
oxonogxyesanu i dineTpyBanu, ogepxytoun 91,0 r Ginoi TBepAoi peyvoBMHWM SK LiMbOBOi cnonyku, 1-[uiaHo(4-
MeToKcudeHinmeTunluuknorekcaHony (Buxg 79%).

MocunansHuii Nnpuknag

12r (0,05 momb) 1-[uiaHo(4-mMeTokcnpeHIN)MeTUN]UNKIIOreKcaHomMy, OAepXaHoro B npwknagi 1, po3uvHsnu B
250mMn cymiwi amiaky i eTaHony npw cniBBiQHOLEHHI 3milyBaHHS 2:8 (06./00.) i popaBanu 2,8r 5%-Horo pogito Ha
oKCcuai anoMiHilo, Wo6 BMKMMKATW peakuilo rigpyBaHHs. KaTanisaTop BigdinbTpoByBanu i npomuBany eTaHOMoM,
inbTpaT KOHLUEHTPYBaNM Mpu 3HWKEHOMY TUCKY, OAEPXKYIOUM CMOMYKY Yy BUMSAi Macna, sike noTiM posbasnsnu
100mn Tonyony i nigkmcnoBanu go pH 2. Micns inbTpyBaHHs ogepxyBanu 9r 6inoi TBepaoi pEYOBUHM SIK LiinbOBOT
cnonyku, 1-[2-amiHo-1-(4-meTokcmdeHin)eTunumkrnorekcaHony (Buxig 57%).

TemnepaTypa nnaeneHHs: Big 168 go 172°C.

Mac-cnekTparnksHuil aHanis: MonekynsipHa maca 250 [M'3a C.I.M.S]

Ananis HAMP (AMCO-ci6): d 7,85 (3H, c, NH3+), 3,75 (3H, ¢, OCHgs), 3,20 (3H, m, CHCH>), 1,35 (10H, m,
anipaTMYHNn LmMKnorekemn)

Ak onucaHo BuLWE, B AaHOMY BMHaxodi HagaHwii 6e3neyHuin i BigHOCHO MPOCTWMIA cnoci6 BUMpPOGHULTBaA B
npoMncnoBomMy MaclTabi MOXiAHMX LMKIOrekcaHomny Takux, sk 1-[uiaHo(4-meTokcudeHin)vetnnlumknorekcaHon,
3rigHo 3 dopmyrnoto . [JaHui BMHaxi4 3aCTOCOBYE [LIMCHO HeAopory, He-MeTanoopraHiyHy OCHOBY B HEBESTMKUX
KifIbKOCTAX, $IKa € CNpUATMMBOKO MO BiOHOLIEHHIO [0 HaBKOMMLUHbOrO CepedoBuLla i [03BOSKIE YHUKHYTU
BMKOPUCTAHHSA OpraHiYHMX PO3UYMHHUKIB, AN ofdepKaHHs 1-[uiaHo(4-MeTokCUPeHin)MeTUN]LMKNOreKcaHomny BUCOKOI
YACTOTU 3 BUCOKMM BUXOLOM



