HdaHuii BuHaxig BigHOCKMTbCHA [0 cnocoby NpoMMCNOBOro cUHTE3Y TeTpaedipiB 5-[6ic(kapbokanmeTnn)amiHol-3-
kapbokcmmeTun-4-LjiaHo-2-TiodheHKapboHOBOI KMCNOTU | OO0 3acToCyBaHHA iX y MPOMUCIOBOMY BUPOBHMUTBI
OBOBANEHTHUX CONen paHeniyHoT KMCRoTy i iX rigparTi..

Binb LW KOHKPETHO, AAaHUI BUHAXIA BIAHOCUTLCA 4O HOBOMO CNOCOOY NPOMMCIIOBOrO CUHTE3Y cnonyk dhopmynu (1):
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ae Ri R, aki € ogHakoBMMM ab0o BiOpI3HATLCA, KOXHWUIA ABNSE coboto MiHiHY abo posranyxeHy (C1-Cs)ankinbHy
rpymny. o ) )
Cnonyku dopmynu (), ogepkaHi BignoBigHO [0 cnocoby 3a OaHMM BUMHAXOAOM, € KOPUCHUMW Yy CUHTES
paHeriyHOoi KNCroTH, ii conen CTPoHLIto, KanbLito abo martito dopmynu (I1):
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e Masnse ccl>60|o CTPOHLUR, KanbLih abo MarHin,

i rigpaTiB BKa3aHUX conew.

[BoBaneHTHi coni paHeniyHoi KMCNOTM MalTb AyKe UiHHI ¢apmakorioriyHi i TepaneBTUYHI BNacTMBOCTI,
0CcobnMBO SAPKO BUPaXeHi MPOTUOCTEONOPO3Hi BNAacTMBOCTI, pobnauM Ui CMOMyKM KOPUCHWMMW Yy MiKyBaHHi
3axBOPOBaHb KiCTOK.

[iBoBaneHTHi coni paHemniyHoT KUCMoTK, i Binbll KOHKPETHO paHenaT CTPOHLIto, iIX OAepXXaHHS | TepaneBTnyHe
3acTocyBaHHs 6ynu po3kpuTi [B onuci €Bponeincekoi MaTteHTHOT 3assku EP 0 415 850].

Bepyuu go yBarv papmaueBTMYHUIA IHTEPEC L€l CNONYKW, BaXXNMBMM OYyrno CrpoMOITUCh CUHTE3YBaTU MPOMDKHY
cnonyky dopmynum (l) 3a 4ONOMOrol 3acTOCyBaHHS eeKTUBHOIO Cnocoby MPOMUCMAOBOIO CUHTE3Y, AO3BOMSHYUM
ofepxaTu cnonyky copmynu (l) 3 gyxe xopoLmmM BUXOO0M i BiAMIHHOI YACTOTOM, arne siKuiA TakoxX Moxe Byt nerko
nepeHeceH M [0 3acTOCyBaHHS Y MPOMMCIOBMX MacLuTabax.

PKypHan Bull. Soc. Chim. France 1975, pp.1786-1792], po3kpuBae opepxaHHs cnonyku dopmynu (1)
(R=R'=etun) 3a gonomoroto nigaaBaHHa peakuji 5-amiHo-3-(kapbokcumeTnn)-4-LiaHo-2-TiodeHkapboHOBOT KMCNOTU 3
eTnn 6pomaueTaTom, Y NPUCYTHOCTI KapboHaTy Kanito, 3 HAaCTyNMHUM BUAIMEHHSAM Y BUCOKO PO3pPiMKEHOMY BOAHO-
opraHiYHoOMY cepenoBuLL.

OpHak, HM3bKNI BUXiA Uiei peakuii (65%), Benvka KinbKicTb BOAHOI CONEBMICHOI 3abpyaHOBaNbHOI PEYOBUHM,
O reHepyeTbCs TaKOoK peakLuieto, i, ONOBHUM YMHOM, AyXe TpuBanun Yac peakuii (5 OHIB) LinKoM BUKMHOYMNN
BUKOPUCTaHHs Takoi peakuii y npoMuncnosux macLutabax.

3asBHMK B AaHWN MOMEHT pO3pOobMB HOBWIA CMOCI6 NPOMUCIIOBOTO CUHTE3Y, KM AO3BONISIE OAEPXaTU CrONyKy
dopmynu (1) 3 gyxe XopoLIMM BUXOAOM, 3i 3HAYHO MEHLLMM YacoM peakuii i BiAMiHHOI YMCTOTO i B SKOMY NOBHICTIO
YHUKaloTb BOAHOT CONEBMiCHOT 3abpyaHI0BanNbHOT pEYOBUHM.

Binbl KOHKPETHO, AaHNA BUHaXig BiAHOCUTLCA A0 crnocoby MPOMMCNOBOro cMHTe3y cnonyk cdopmynm (1), akun

BiApi3HAETLCA TMM, WO cnonyky copmynm (11):
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ae R aBnsie coboto niHinHy abo posranyxeHy (C1-Ce)ankinbHy rpyny, niggatote peakuji 3i cnonykoto dopmynm

(IV):
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ae R'aBnsae coboto nininHy abo poaranyxeHy (C+-Ce)ankineHy rpyny,

Yy MIPUCYTHOCTI KaTaniTMYHOT KifbKOCTi CMONYKN YeTBEPTUHHOIO aMoHito Cg-C1o-Tvny,

i y npucyTHoCTi KapboHaTy Kanito,

NPV KNM'ATiHHI 3i 3BOPOTHMM XONOAMUIBHNKOM OpPraHiyHOro PO3YMHHKKA;

peakuiiHy cymill 3rogom inbTpyoTh;

NOTIM CyMiLLl KOHLUEHTPYIOTb AUCTUNALIEI0;

noTiM 4o4atoTb CMiBPO3YMHHUK,

i peakUinHy CyMiLl OXONOAXYIOTb i iNbTP YIoTb

3 TUM, W6 ogepxaTu, Nicns BACYLLYBAHHSA MOPOLLKY, OAEPKaHOro TakuM YMHOM, cnonyky dopmynm (1).

Cnonyka YeTBepTMHHOMO aMoHito Cs-C1o-TUNY, SIK MOBUHHO OyTV 3po3yminmMm sBnsie coboto crnonyky dopmynu (A)
abo cymiw cnonyk coopmynu (A):
R1R2R3R4-N*"X A

ae R4 aense coboto (Ci-Ce)arkinbHy rpyny, Re, Rz i Ra, Aki € ogHakoBumy abo Bigpi3HATLCA, KOKHUW SIBNSE
coboto (Cs-C1o)ankineHy rpyny, i X aBnse co6oto atom rasnioreHy.

Cnonyku 4eTBepTUHHOIO aMoHito Cs-C1o-TUMY, SIKMM BiAAacTbCs nepesa’a ABnsATL cobotlo kaTtanisatopu Adogen
464° i Aliquat 336°.

HecnopgjBaHo, TiNbKy 3aCTOCYBaHHIO CMONYKN YeTBEPTUHHOIO amoHito Cg-C1o-TMNY AO3BONSIE 0gepXKaT CronyKy
dopmynu (I) 9k 3 AyKe 3MEHLIeHMM YacoM peakLii, Tak i 3 AyKe XOPOLUOK CENEKTUBHICTIO, Ha BiAMIHY Bif iHLIMX
TUNiB YETBEPTHMX aMOHiiB, IK MOKa3aHo y HacTynHik Tabnuui.

Tabnuug




Karanisarop TpMBanigpreaByL:;:ﬁTHo'
peakuji S
cymiLLi

TeTpabyTunamoHin bicynbcpat

(TBAHS) 12 rogyH 92%

N,N-6ic(2-rippokcier nn)-N-metuni 1-

JoJekaHamiHin 6pomig 18 roovH 82%

Adogen 464° 5 rogvH 96%

Aliquat 336~ 4 rogvHu 95%

[o Toro x, A0 AesiKoi Mipu cnpolueHe BUAiINeHHs (CTadifd OocafpKyBaHHSA 3 HACTynHMM dinbTpyBaHHam Oyna
3aMmiHeHa npocTyM piNbTPYBAHHAM peakuiHOT Cymilli) [03BOMSE ofepKath, 3a [ONOMOroK KOHKPEeTHUX
BiANpaLUb0BaHMX YMOB, crnonyky dopmynu (I) He Tinekun 3 Ayxe xopowum Buxogom (89%), arne TakoX 3 BiAMIHHOIO
uncToToro (BinbLuoto, Hixx 98%), B TOM XKe Yac YHUKauM LWKiANMBMX PEYOBUH AN HABKOMMLWHBOMO cepeaoBuLa, siki
BUHUKaIOTb Yepes BOAHY CONEBMIiCHY 3abpyaHioBanbHy pe4YoBUHY.

- KinbkicTb kapboHaTy kanito nepeBaxxHo cknagae Big 2 oo 3mon Ha Mmon cronyku dopmynu (111).

- Kinbkicte cnionyku doopmynu (1V) nepeBaxHo cknagae Big 2 o 3mon Ha mon cnonyku coopmynm (lIl).

- MouaTtkoBui 06'eM OpraHiyHOro Po3yMHHMKA NEPEBKHO Cknagace Bid 6 A0 12vn Ha rpam cnonyku copmynum
(1.

- OpraHiyHi po34YMHHMKK, sIKi € NepeBaXHUMK NS peakLii, ABNsTb coOO0K aUeToH i aueToHITpuI.

- CniBpO34YMHHUK, KU € MEepeBaXHAM ONSA BUAINEHHS, aBnsie coboto mMeTaHon. Metun 5-[6ic(2-meTokci-2-
oKkcoeTun)amiHol-4-LiaHo-3-(2-meTokci-2-okcoeTnn)-2-TioeHkapbokennat i MeTun 5-[6ic(2-eToKCi-2-
oKCcoeTuI)aMiHo]-4-LiaHo-3-(2-MeTOKGi-2-okcoeTnn)-2-TiopeHKapboKannaT, KOHKpeTHi i mepeBaXHi BUMAAKA CMOMyK
dopmynu (), ABnsATE COOOK HOBI CMOMYKW, $IKi KOPUCHI SIKK MPOMDKHI CMONMYyKM CuMHTE3y B XiMiYHiA abo
dapMaLeBTUYHIA MPOMMUCIIOBOCTI, 0COOMMBO y CMHTE3i paHemnaTy CTPOHLIil0 i, BiAMOBIAHO, YTBOPIOKOTb HEBIA'€EMHY
YaCTUHY AaHOro BUHaxoay.

Mpuvknaaw, siKi HaBe4eHi HKYe, INIOCTPYIOTb BUHAXIA, ane He 0OMEXYI0Tb KOro XXOOHUM YMHOM.

Mpuknag 1: MeTtun 5-[6ic(2-meTokci-2-0kcoeTnn)amiHo]-4-LiaHo-3-(2-MeToKCi-2-0kcoeTun)-2-TiodeHkapbokcmnaT

Bwmiwytote B peaktop 400kr gumetunosoro edipy 5-amiHo-3-(kapbokcumeTun)-4-uiaHo-2-TiodeHKkapOoHOBOI
kucnotu, 478kr kapboHaTy kanito, 2810 niTpis aueToHy, 16kr Adogen 464 i 529,6xkr meTun 6pomaveTarty.

HoBogsite Temnepatypy Ao 60°C. [licna kun'ATiHHA 3i 3BOPOTHWM XOMOAMMbHWMKOM MPOTAroM 5 roauH,
OXOJTOMAXYIOTb peakUiiHy cymill i noTiM dinbTpytoTh ii. OgepkaHmi inbTpaT KOHLEHTPYIOTb.

JopaoTb MeTaHoN; OXONo4XKYoTh | PINbTPYIOTL CYCNEH3it0, SKY OAEPXYI0Th, | NOTIM CyllaTb NOPOLLOK.

TakuM 4vHOM ofepkyloTb MeTun  5-[Bic(2-MeTokci-2-0kcoeTnn)amiHo]-4-LiaHo-3-(2-MeToKCi-2-0Kcoe TuI)-2-
TiocbeHkapbokcunaT 3 BUX040M, BinbLuuM, Hik 85%, i 3 XiMiYHOK YMCTOTOLO, BinbLUO, HiX 98%.

Mpwvknag 2: MeTtun 5-[6ic(2-meTokCi-2-0kcoeTnn)amiHo]-4-LiaHo-3-(2-MeToKCi-2-0kcoeTun)-2-TiodeHkapbokcmnaT

Metun 5-[6ic(2-meToKCi-2-0KCOeTnMn)amiHo]-4-LiaHo-3-(2-MeToKCi-2-0kcoeTun)-2-TiodeHkapbokecmnaT oaepKyioTb
TakuMm e unHoM, wo i y Mpuknagi 1, ane samiHtotoun Adogen 464° Ha Aliquat 336°.

Mpuknag 3; Metun 5-[6ic(2-meTokCi-2-0kcoeTu)amiHo]-4-LiaHo-3-(2-MeToKCi-2-0kcoeTun)-2-TiodpeHkapbokcmnnat

Metun 5-[6ic(2-meToKCi-2-0KcoeTnn)amiHo]-4-uiaHo-3-(2-MeToKCi-2-0kcoeTun)-2-TiodeHkapbokecmnaT ogepKyioTb
TakuMm xe YnHoMm, Wwo i y Mpuknagi 1, ane 3amiHo4YM aLEeTOH Ha aueTOHITpUN.

Mpuknag 4: MeTtun 5-[6ic(2-eTokci-2-0kcoeTnn)amiHo]-4-LiaHo-3-(2-MeToKci-2-0kcoeTun)-2-Tiodbe HkapbokecmnaT

MeTun 5-[Bic(2-eTokci-2-0kcoeTnn)amiHo]-4-LjaHo-3-(2-MeToKCi-2-0kcoeTnn)-2-TiochbeHkapOoKcunaT oaepPXKytoTb
Takum e 4nHoMm, wo i y Mpuknagi 1, ane 3amiHtoroumn 529,6kr metnn 6pomauvetaty Ha 578,1kr etun 6pomauveTary.



