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(54) YETBEPTUHHI coni 1-[4-(1,1,3,3-TETPAMETUNBYTUN)PEHOKCI-1-ETOKCI]-3-(N-

ANKINAIANKINTAMIHO)-2-NPOMAHOY

(57) Pedpepar:

YetBepTuHHi  coni  1-[4-(1,1,3,3-TeTpameTunoyTtun)dpeHokci-1-eTokci]-3-(N-ankingiankinamiHo)-2-
nponaHony opMynu:

e R - gumeTunamiH, gietunamid, mopdoniH, niponiguH, 2,6-gumeTtunmMopdoniH, AunponinamiH,
anbytunamid, N-eTunmeTunamid, 4-metTunninepuguH, 3-metunninepuauiH, 2-metunninepuguH, 3,5-
aMMeTunninepuauH, ninepnauH, N-meTunumknorekcun, N-eTunumknorekcun,

R’-metun, etnn, 6eH3nn, 4-xnopbeHsnn, 4-meTokcubeH3un, 4-HitpodeHsun, 3,4-guxnopbeHsun, 2,4-
anxnopbeHsun, 4-cbtopbeHsnn, 3-xnopbeHsun, 2-pTopdeH3un, anin

Hal - CI, I.
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KopucHa Mopenb HanexuTb [0 OpraHiyHOi  XiMii, KOHKPETHO [0 HOBUX MOXigHWUX
apunankokcuaiankinamiHo nponaHoBy 3aranbHOi POPMYnn:

OH
/_K/+ )
(0] R—R' Hal
\/\O

ae R - gumeTunamid, gietmnamid, mopdoniH, niponigunH. 2,6-aumetTunmopdoniH. AunponinamiH,
anbytunamid. N-eTunmeTtunami, 4-metunninepuauH, 3-meTunninepuavH, 2-metunninepuguH, 3,5-
anveTunninepuauH, ninepuavH, N-metunuuknorekcun, N-eTUnUMKnorekcun.

Oe R’-metun, etun, 06eH3un. 4-xnopbeH3un, 4-meTokcubeHann, 4-HitpobeHsunn, 3,4-
anxnopbeHsun, 2,4-auxnopbeHsnn, 4-dpTopbeH3un, 3-xnopbeHaun, 2-dbTopbeHann, anin.

Hal = Cl, I.

3anponoHoBaHi HOBi PeYOBMHM, iX BNACTMBOCTI, CTPYKTYpa Ta CMnocib ogepxaHHsi B nitepaTypi He
onucaHi.

HaHi cnonykn MOXyTb OyTW 3aCTOCOBaHi B MeAULUUHI B SIKOCTi @aHTUMIKPOOHUX, aHTUMYHranbHUX,
NPOTUBIPYCHMX Npenapari..

Mu npunyckaemo, WO AaHi PevYOBMHU MaloTb KOPUCHI BNACTUBOCTI, SKi MOXYTb PO3LUMPUTH
acopPTUMEHT XiMIYHUX CNOMYK AN oAepXaHHs GionoriYHO aKTUBHMX PEYOBUH LibOro HanpsiMKy.

3 niTepaTypHuUX Oxepen BigoMoO, WO nikapcbki npenapatn 6nmsbkoi ximiyHoT 6ygosu (octafen,
aminosept) matoTb 3a3HaveHun edpekT [1]:

octafen aminosept
(octasept) (Benzethonium chloride)

PaHiwe Hamn 6ynu ogepxaHi cnomyku 6nu3bKoi xiMiyHOT 6yAoBKM, SKi TAKOX MakTb BUCOKY
aHTMbakTepianbHy akTUBHICTb [2, 3]:

OH +/

1-Ad 0] N— cl OH
-+

1-[4-(1-apamaHTun)deHokcm]-3--(N-6eH3un, N 1-[4-(1,1,3,3-TeTpameTnn 6yTnn geHokcu]-3-(N -

- QumeTunamiHo)-2-nponaHon xnopua MeTun, 4-meTunn ninepuavHin)-2-nponaHon noava

3asiBrieHi Cnonyku oaepxytTbCs 3 BUCOKUMU BUXOL4AMU, 3 AOCTYMHOI Ta HE KOLUTOBHOI CUPOBUHN
Ha TunoBomy nabopaTopHOMY (MPOMMCNOBOMY) 06nagHaHH.

B ocHoBy kopucHOi mogeni nocTaBrneHa 3ajada MoLWyKy HOBUX PEYOBUH, SIKi BUSABMSAOTb
aHTUMIKPOBOHyY, aHTU(yHranbHy, NPOTMBIPYCHY il ANS CTBOPEHHS edEKTUBHUX NikapCbkux 3acobiB
Anst npodinakTuku Ta nikyBaHHS iHPeKUinHMX XBOpoO.

MocTtaBneHa 3agaya BUPIWYETBCS TWM, WO CUHTE30M YeTBepTUHHMX conen 1-[4-(1,1,3,3-
TeTpameTunbyTun)erHokeu-1-etoken]-(N- ankin giankinamiHo)-2-nponaHony opmynu:

OH
+ p—
o R—R Hal
\/\o




10

15

20

25

30

35

40

UA 86109 U

ae R - gumeTunamid, gietmnamid, mopdoniH, niponigunH, 2,6-aumetTunmopdoniH, AnunponinamiH,
anbytunamid, N-eTunmeTtunamiH. 4-meTunninepuauH, 3-meTunninepuavH, 2-metunninepuguH, 3,5-
anveTunninepuavH. ninepuanH, N-metunuumknorekcun, R’-metun, etun, 6eHsun, 4-xnopbeHsun, 4-
METOKCUOEeH3nn, 4-HiTpobeHaun, 3,4-guxnopbensun, 2,4-auxnopbeHsun, 4-gpTopbeHsun, 3-
xnopbeHsann, 2-pTopbeH3un, anin.

Hal = Cl, I.

3a3HayeHi pevyoBUHN O0AEPXKYIOTb HACTYMHUM LUIISIXOM:

—_— o R ——

(2-181)

1-[4-(1,1,3,3-TeTpameTnnOyTun)deHikcn-1-eToken]-2,3-enoKCUNPonaH, sk ogepxaHo B ymoBax
MikdpasHoro katanizy (50 % NaOH, teTtpabyTnnamoHin xnopua, enixmnoprigpuH) 3a metogukoro [4],
AKMI Aani B CMMPTOBOMY PO34MHi B3aEMOAIE 3 BTOPUHHUMK amiHamu, gatoum BignosigHi 1-[4-(1,1,3,3-
TeTpameTunbyTun)eHokeu-1-eToken]-3-giankinamiHo)-2-nponaHonu:  ocTaHHi  06pobnslTs  npu
HarpiBaHHi B aueToHi (i3onponaHoni, aueToHITpWAI) ranoigHMMK ankinamu, Saktyn KiHUEeBi CMOSyKW.
Buxig 60-80 %.

KopucHy Mofernb NosACHIOTL Npuknaau.

3aranbHa MeToAMKa ofepXXaHHSA 4YeTBepPTUHHUX conen 1-[4-(1,1,3,3-TeTpameTnnOyTun)deHokcu-
1-etokcu]-(N-ankin giankinamiHo)-2-nponaHony.

Cywmiw 3,06 r (0,01 monb) 1-[4-(1,1,3,3-TeTpameTunodyTunn)deHokcu-1-etoken]-2,3-enokcunponamny
(1), (0,0105 mornb) Hagnuwok BignosigHoro amiHy B 10 Mn cnupTy (i3onponaHon, eTaHon) rpitoTb Ha
BoAsHin 6aHi 10 rognH. PeakuinHy cymill BUNapoBylOTb B BaKyyMi, 3anvwoK po3dmHsAlTs B 10 mn
aueToHy (aueToHiTpuny, isonponaHony) gogatTs (0,011 Monb) ranoigHoro ankiny, rpitoTe Ha BOASHIN
OaHi 10 roguH, BMNApOBYIOTb i KPUCTaNi3yloTb 3 PO3YMHHUKIB (aLETOH, aueToH/gieTunoBun etep,
isonponaHon). Buxig 60-80 %.

1-[4-(1,1,3,3-TeTpameTnndyTumn)deHokcn-1-etokcm]-3-(N-metun AVMeTUamiHo)-2-nponaHon
noama (2). Buxig 2,68 r (60 %). T. Tonn. 106-108 °C.

MMP cnektp (OMCO, dg. m.4. TMC): 0,68 ¢ (9H, C(CHz3)s, 1,28 ¢ (6H, C(CHj3),, 1,67 ¢ (2H, CH,),
3,11 ¢ (9H, N(CHg)3), 3,35 M (2H, NCH,), 3,54 m (2H, OCHy), 3,77 T, 4,09 T (4H, (CH,),), 4,22 m (1H,
CH), 5,54 o (1H, OH), 6,84 1, 7,28 g (4H, CeHy).

1-[4-(1,1,3,3-TeTpameTnnOyTun)dpeHokcn-eTokeul-3-(LH-meTvn  niponiguHin)-2-nponaHon moavg
(3). Buxig 3,16 1 (61 %). T. Tonn. 65-68 °C.

MMP cnektp (OMCO, dg, m.4. TMC): 0,67 ¢ (9H, C(CHz3)s, 1,29 ¢ (6H, C(CHj3),, 1,69 ¢ (2H, CH,),
2,06 m (4H, (CH,), mipon.), 3,07 ¢ (3H, NCHy), 3,21-3,54 m, 3,71 (6H, N(CHy)3), 3,57 m (2H, OCHy,),
3,77 1,4,10 r (4H, (CH,),), 4,24 m (1H, CH), 5,78 g (1H, OH), 6,83 g, 7,27 g (4H, CcHy,).

1-[4-(1,1,3,3-TeTpameTnndyTun)dpeHokcun-1-eTokcmn]-3-(N-meTun, 4-meTun ninepuaunHin)-2-
nponaHon noaug (4). Buxig 4,37 i (80 %). T. Tonn. 99-102 °C.

MMP cnektp (OMCO, dg, m.4. TMC): 0,67 ¢ (9H, C(CHz3)s, 1,27 ¢ (6H, C(CHy),, 0,87 m (3H, CHy),
1,07 m, 1,5-2,05 m (5H, (CH;),CH miHep.), 1,67 c (2H, CH,), 2,85-3,31 m (6H, N(CH,)3), 3,58 M (2H,
OCHy), 3,781, 4,11 71 (4H, (CH,),), 4,16 m (1H, CH), 5,97 oa (1H, OH), 6,83 g, 7,27 1 (4H, CgH,).

1-[4-(1,1,3,3-TeTpameTnnbyTun)dpeHokcu-1-etokcm]-3-(N-6eHann, niponiaunHin)-2-nponaHon
xnopwua (5). Buxig 3,93 r (78 %). T. Tonn. 143-145 °C.

MMP cnektp (OAMCO, dg, m.4. TMC): 0,67 ¢ (9H, C(CHz3)s, 1,28 ¢ (6H, C(CHj3),, 1,67 ¢ (2H, CH,),
2,10 m (4H, (CHy), nipon.), 3,20-3,72 m, 3,71 m (6H, N(CHy)3), 3,57 m (2H, OCH,), 3,76 T, 4,11 T (4H,
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(CHy),), 4,27 m (1H, CH), 4.77 kB (2H, CH,C¢Hs), 5,82 m (1H, OH), 6,83 g, 7,27 A (4H, CeHy). 7,43 m,
7,63 M (5H, CgHs).

1-[4-(1,1,3,3-TeTpameTunobyTnn)deHokcn-1-etokcu]-3-(N-6eH3nn, ANMeTnnamiHo)-2-nNponaHorn
xnopug (6). Buxig 3,24 r (68 %). T. Tonn. 95-98 °C.

MMP cnektp (AMCO, dg, m.4. TMC): 0,68 ¢ (9H, C(CHs)3, 1,28 ¢ (6H, C(CHs),, 1,67 ¢ (2H, CH,),
3,08 c, 3,12 c (6H, N(CHy)3), 3,53 m (2H, NCH,), 3,60 m (2H, OCH,), 3,76 1, 4,13 1 (4H, (CHy),), 4,24
M (1H, CH), 4,72 kB (2H, CH,C¢Hs), 5,74 g (1H, OH), 6,82 g, 7,26 g (4H, CgH,), 7,48 m, 7,57 m (5H,
CsHs).

1-[4-(1,1,3.3-TeTpameTnndyTun)(1)eHokcu-]-eTokem]-3-(N-MeTun rekcameTuneHiMiHin)-2-nponaHon
noama (7). Buxig 4,101 (75 %). T. Tonn. 86-88 °C.

MMP cnektp (AMCO. Dg, m.4. TMC): 0,67 ¢ (9H, C(CHa)s, 1,27 ¢ (6H, C(CHy),, 1,68 ¢ (2H, CH)),
1,61 m, 1,85 m (8H, (CHy,)4), 3,07 c, 3,14 ¢ (3H, NCHj3), 3,19-3,72 m (6H, N(CH,)3), 3,55 m (2H, OCH,),
3,751, 4,12 1 (4H, (CH,),), 4,25 m (1H, CH), 5,75 a (1H, OH), 6,85 #, 7,29 A (4H, CcHy).

1-[4-(1,1,3,3-TeTpameTnnbyTun)dpeHokcu-1-eTokcm]-3-(N-6eHann, AieTnnamiHo)-2-nponaHon
xnopvg (8). Buxig 2,88 r (76 %). T. Tonn. 96-99 °C.

MMP cnektp (OMCO, dg, m.4. TMC): 0,68 c (9H, C(CHj5)3, 1,28 ¢ (6H, C(CHjs),, 1,21 1 (6H, 2xCHy),
1,67 ¢ (2H, CH,), 3,08 c, 3,07-3,46 m (6H, N(CH,)3), 3,57 M (2H, OCHy), 3,76 1, 4,10 T (4H, (CH,),),
4,12 m (1H, CH), 4,76 kB (2H, CH,C¢Hs), 5,74 o (1H, OH), 6,82 g, 7,26 g (4H, C¢Hy), 7,44 m, 7,65 M
(5H, CeHs).

1-[4-(1,1,3,3-TeTpameTnnOyTun)dpeHokcu-1-eTokcmn]-3-(N-6eH3nn, N-MeTun LMKNorekcunamiHo)-2-
nponaHon xnopug (9). Buxig 3,49 r (64 %). T. Tonn. 97-101 °C.

MMP cnektp (OMCO, dg, m.4. TMC): 0,67 ¢ (9H, C(CHz3)s, 1-28 ¢ (6H, C(CHj3),, 1,29 m (6H, 3xCH,
umknorekcun), 1,67 ¢ (2H, CH,), 2,04 m (4H, umknorekcun), 2,93 ¢, 3,04 ¢ (3H, NCHs), 2,92 m, 3,17 m,
3,65 m (3H, CH,NCH), 3,54 m (2H, OCHy), 3,77 71, 4,11 T (4H, (CH,),), 4,25 m (1H, CH), 4,71 k8 (2H,
CH,C¢Hs), 5,78 g (1H, OH), 6,83 g, 7,27 a (4H, CgH,), 7,42 m, 7,63 m (5H, CgHs).

1-[4-(1,1,3,3-TeTpameTnnOyTmn)peHokcn-1-etokcm]-3-(N-6eH3nn, 4-meTtun ninepuaunHin)-2-
nponaHon noaug (10). Buxig 4,19 r (79 %). T. Tonn. 157-159 °C.

MMP cnektp (AMCO, dg, m.4. TMC): 0,68 ¢ (9H, C(CHjs)3, 0,89 (3H, CHj3), 1,06 m, 1,5-2,05 m (5H,
(CH>),CH ninep.), 2,84-3,32 m (6H, N(CH)3), 3,54 m (2H, OCH,), 3,76 1, 4,10 T (4H, (CH,),), 4,21 c
(1H, CH), 4,76 kB (2H, CH,Ph), 5,76 g (1H, OH), 6,82 g, 7,26 g (4H, CeH,), 7,44 m, 7,65 m (5H, C¢Hs).

1-[4-(1,1,3,3-TeTpameTnnoyTmn)dpeHokcu-1-eTokcm]-3-(N-6eHann, rekcameTUneHiMiHin)-2-
nponaHon xnopug (11). Buxig 4,25 r (80 %). T. Tonn. 127-129 °C.

MMP cnektp (AMCO. dg. m.4. TMC): 0,68 ¢ (9H, C(CHa)s, 1,28 ¢ (6H, C(CH3),, 1,62 m, 1,84 m (8H,
(CHy)4), 1,68 ¢ (2H, CH,), 3,14-3,71 (6H, N(CHy)3), 3,54 m (2H, OCH,), 3,75 71, 4,11 1 (4H, (CH,),),
4,23 m (1H, CH), 4,81 k8 (2H, CH,C¢Hs), 5,72 g (1H, OH), 6,82 g, 7,28 g (4H, CeHy), 7,47 m, 7,62 m
(5H, CeHs).

Takum 4mHOM, opepxaHi HoBiI 4eTBepTWHHI coni 1-[4-(1,1,3,3-TeTpameTnunbyTun)peHokeu-1-
eTokcum]-(N-ankin giankinamiHo)-2-nponaHony, sKi MOXyTb MaTW aHTUMIKPOOHy, aHTudyHranbHy,
NPOTUBIPYCHY AiT 3 nofanbLUNM BUKOPUCTAHHSAM iX B MEQULMHI.
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®OPMYJIA KOPUCHOI MOJENI

YeTtBepTuHHi  coni  1-[4-(1,1,3,3-TeTpameTnnbyTnn)deHokci-1-eTokci]-3-(N-ankingiankinamiHo)-2-
nponaHony hopmynu:

ae R - gumeTunamin, gietunamid, mopcponiH, niponiguH, 2,6-gumetTunmMopdoniH, gunponinamix,
anbytunamid, N-eTunmeTunami, 4-meTunninepuavH, 3-mMeTunninepuavH, 2-metunninepuguH, 3,5-
anmMeTmnninepuavH, ninepnanH, N-metunuuknorekcun, N-eTunuuknorekcmn,
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R'-meTtun, etun, 6eHsun, 4-xnopbeH3nn, 4-meTokcnbeHaun, 4-HitpodeHsnn, 3,4-gnxnopbeHsun, 2,4-
anxnopbeHsnn, 4-pTopbeHsnn, 3-xnopbeHaun, 2-ptopbeHaun, anin
Hal - CI, I.
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