JKYPHAJI OPTAHHUYECKOH XUMHH, 2019, mom 55, Ne 9, c. 13521358

VIK 547.56:547.264

CUHTE3 U CBOUCTBA
AMHMWHOMETOKCHUITPOU3BOJIHBIX
1-OEHOKCH-3-(ITPONNJICYJIb®AHUI)IIPOIIAHA

© 2019 r. K. A. xadapor’, J. I'. Mamendeiian” *, K. A. KoueTkos,
A. JI. Acranosa“, JI. M. Mareppamosa’

“ Azepbaiioxcanckutl 20Cy0apcmeentbiil Neda202uuecKuil ynugepcumen,
1000, Azepbanioscan, e. baxy, yn. V. Iadxcuberxosa 68

" Hnemumym negpmexumuuecrux npoyeccos Hayuonansnoii akademuu nayk Asepbaiidxcana,
1025, Asepbatiosncan, e. baxy, np. Xoodoxcanvr 30
*e-mail: eldar_mamedbeyli@mail.ru

¢ @®I'BYH «Hncmumym snemenmoopaanuyeckux coeounenuil PAH», 119334, Poccus, . Mocksa, yi. Basunosa 28

d A3epbatiodncancKull 20Cy0apCmeer blll YHUSEPCUmem Hemu u npoMbluLIeHHOCMU,
1010, Asepbatioxcan, e. Baky, np. Azadneie 20

[Toctynuna B penakuuto 18 suBaps 2019 r.
Tlocne nopadorku 17 mas 2019 r.
Ipunsra k myomukanuu 30 mas 2019 .

OcyuecTBieHa KoHjueHcalys 1-peHokcu-3-(mpornuicynbhanmi)nponad-2-oi1a ¢ GopMalbIeruioM U BTOPUY-
HBIMHM QJIU(QAaTHUYECKUMH, a TaKKe I'eTEPOLMKINYECKUMUA aMHUHAMH, KOTOpas MpHBena K 00pa3oBaHUIO HOBBIX
aMHHOMETOKCUIIPOU3BOIHBIX  1-(peHOKCH-3-(mpormicynbdanmn)npornana ¢ 69—77%-HbIMH  BBIXOJIaMH.
Omnpenenensl (HU3NKO-XUMUYECKUE TOKA3aTENN CHHTE3WPOBAHHBIX COCIUHEHHH, UX CTPOCHHE ITOJTBEPIKICHBI
MeToaMu deMenTHoro ananusa, MK, SMP 'H u °C cnexrpockomuu. ITomyueHHbIe COSIMHCHNS UCIIBITAHBI B
Ka4eCcTBE aHTHCENTHYECKHX BELIECTB NMPOTHB OakTepuii W rpuOOB. YCTAHOBJIEHO, YTO OHU SBIIIOTCA Oosee
3G (PEKTUBHBIMA ¥ AHTUMHUKPOOHBIMH BEIECTBAMH, YE€M INPHMEHSIEMBIC B HACTOSIIEE BPEMS MEIWIIMHCKHE
Ipenaparsl.

KaioueBble ciaoBa: 1-deHokcu-3-(nponmicyabpanuin)nponan-2-oi, anupaTuieckue amMHHBI, TeTEPOLIUK-
JIMYECKUEe aMHUHbI, aMUHOMETOKCUIIPOU3BOIHbIE 1-peHokcu-3-(nponuicynbhanui)nponana, peakiuus ManHuxa,

QHTUMHUKPOOHBIE BEIECTBA.
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Opranuydeckrue COeIMHEHUS, CoJlepKallue pasind-
HBbIC (P)YHKIIMOHAJILHBIC TPYIIIBI U TETEPOATOMBI, TAKUE
KaKk cepa W a30T, WrparoT OTPOMHYIO pOJIb, Kak B
Pa3BUTUM CUHTETUYECKOW OPraHUYECKOU XUMUH, TaK U
JUISL WCCIICOBaHUM MpUKIagHOTO Xapaktepa. OHuU
IIMPOKO HCIIONB3YIOTCS B KadecTBe 3 (EKTUBHBIX
OMOJIOTHYECKA AaKTHBHBIX BEMIECTB W (hapMaIrleBTH-
YeCcKHX MpenapaToB, a Takke B KauecTBe 100aBOK s
yIIydlIeHUs] KadecTB Macenl W TomumB [1-3]. 3agada
[[eJICHANPaBIeHHOTO CHHTE3a TaKWX COCIMHEHHH,
MPUMEHSEMBIX B Pa3jIMYHBIX XUMHUECKUX O00JaCTSX,
SIBJISIETCS] BEChbMa aKTyallbHOM. B CBsI3u ¢ 3TUM CUHTE3
HOBBIX ITOKOJICHUH TOAOOHBIX COSIMHEHUI Ha OCHOBE
JIOCTYITHOTO CBHIPhSl U COBEPIIEHCTBOBAHHBIX METOIUK
MPOJIOJDKACT MPUBIEKATh BHUMAHHE HCCIEAOBaTENCH
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[4, 5]. IlockombKy OMOJIOTHYECKHA AKTHBHBIC COEIH-
HEHUs, B COCTaB€ KOTOPBIX COYETAIOTCA HECKOJIBKO
dapmakodopHbIX  (pparmenToB, obmamaroT Oonee
3¢ (GEeKTUBHBIMH JICHCTBUSIMH, HCCIICOBATEIM CTapa-
I0TCSL PaCIIMPUTh ACCOPTUMEHT TaKUX COCTUHEHUU U
M3y4aTh WX (U3NOIOTHYECKYI0 aKTHBHOCTH [6, 7].
OpauM 13 yOOOHBIX M MEPCTIIEKTUBHBIX METOJIOB CHH-
T€3a HOBBIX CEPOCOACPKAIMMX aAMHUHOMETOKCHU-
MIPOU3BOAHBIX SBIAECTCS TPEXKOMIIOHEHTHAsI PeaKIus
MaHHuxa, Tak Kak MCIOJb30BAHUE IIHPOKOTO
aCCOPTHMEHTA MOAXOMSAIINX UCXOIHBIX COCTUHEHUHN C
AKTUBHOW METWUJICHOBOW TPYIIIOM, a TakXKe pa3Ho-
00pa3HBIX aMHUHHBIX H albJCTUAHBIX KOMIIOHEHTOB
MO3BOJISAET TOJIy4YaTh OONMIUPHBIA KPYT MOJU(YHKIIHO-
HaJbHBIX MPOU3BOJHBIX JAHHOTO Kjacca COCAMHEHUS
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[8]. MHorokoMIoHeHTHas peakuus MaHHUXa MpeJic-
TaBIsET cOO0 IKOJOTMIYESCKH YHUCTHIM U KIaCCHYECKHUH
METOA IOJXy4eHHUs OMOIOTMYECKH AKTUBHBIX U MEIU-
IUHCKUX TPEnaparoB, U SBISETCS OJHOI n3 Hanboiee
BaXXHBIX M NEPCHEKTUBHBIX pPEaKUUH OpraHu4ecKoin
xuMud [9]. AMUHOMETUIBbHBIE MPOU3BOJHBIE Pa3iIny-
HBIX KJIACCOB OPIaHMYECKUX COCIUHEHUI IPOSBIIAIOT
MPOTHUBOOIYXOJEBYI0 akTUBHOCTh [10], BIMSAIOT Ha
CepACYHOCOCYIUCTYIO CHCTEMY, BBI3bIBAsl CHIDKCHHE
KPOBSHOTO JIaBJICHUS, HCIIOJIB3YIOTCA B KauecTBe
mpenapaToB Ans  JiedeHus Oone3Hu IlapkuHcoHa,
BXOJAT B COCTaB INPOTUBOMAJIIPUMHBIX Ipenaparos,
MPOSIBISIIOT aHTHJAENIpEcCaHTHble cBoicTBa [11], a
TaKKe OTMEUYCHO HX J(PQPEKTHBHOE JEHCTBHE Kak
CcyOCTaHIMIA, OKa3bIBAIOIIUX CHa3MOJIUTHYECKOE, aHEeC-
Te3Upymollee U JuypeTndeckoe aAercraue [12].

B manHo# paboTe mpHBEACHBI PEe3yIbTaThl CHHTE3A
W WCCICIOBAHUS CBOWCTB HOBBIX aMHUHOMETOKCH-
MPOUZBOAHBIX  |-peHOoKCHU-3-(TIpommIcyIbpaHm)-
mporrana 11-17. Ha mepBom 3rtame ObUT CHHTE3UPOBAH
HCXOJHBIM CepocoJiepKaluii BTOPUYHBIN cnupT — 1-
¢denokcu-3-(nponuicynbpanmn)nponan-2-oa  (3)
peakmueit ¢enona (1) ¢ 1-xymop-3-mponmUATHONPOTIAH-
2-o710M (2). Peaknmst muet mmo cxeme 1.

Peaknus mpoBeieHa MpU 3KBUMOJSPHOM COOTHO-
LICHUH UCXOAHBIX peareHToB, 75—80°C, mponoikuTe-
meHOCTH 4 9 m B BomHOoM pacTtBope NaOH (40%).
Breixox menoro mpoaykra coctaBisin 70%. Hosble
MPEJICTABUTETN aMUHOMETOKCUIIPOU3BOIHBIX 1-(heHo-
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Kkcu-3-(npormicynbhanun)nponana 11-17 Obun cuH-
TE3UPOBAHBI B3aUMOJICHCTBUEM |-(heHOKCH-3-ITPOITHII-
THOTpomaH-2-oa (3) ¢ GopMagbACTUIOM W BTOPHY-
HbiMH amuHamu 4—10 no cxeme 2.

CuHTe3 aMHMHOMETOKCUIpou3BoAHbIX 11-17 mo
KOHJleHcanuu MaHHUXa OCYHIECTBISIH IIPHU
temriepatype 45-50°C B Teuenme 3—4 U, BBIXOX
coctaBui 69—77%. OnpeneneHsl PUINKO-XUMHYECKHE
MOKa3aTelld CHUHTE3MPOBAHHBIX coequHeHud. [lomy-
yeHHble coeauHeHus 11-17 mnpemcraBisioT coOou
JKUJIKOCTH C XapaKTEPHBIM 3aI1axoM, HEpaCTBOPUMBIC B
BOJIC, XOPOIIIO PACTBOPUMBIC B OPTaHUYECKUX PACTBO-
putensix (9raHon, ameroH, Oenszon, CCly,, CHCl;, u
np.). CoctaB M CTpOEHHUS TONY4YEHUH COETUHEHUH 3,
11-17 noATBEpXAEHBH C TOMOIIBIO JAHHBIX
sneMeHTHOro ananmza, MK, SIMP 'H u “C cnekr-
POCKOIIMH, a TakXe Macc-crieKTpoMeTpuu. WHanBH-
JIyaIbHOCTh HUCXOJHBIX M CHHTE3HUPOBAHHBIX COC/IH-
HEHH, a TaKk)Ke COCTaB PEaKIMOHHBIX CMeceil KOHT-
ponupoBanu MeroaoM ['KX.

B UK cnoekrpe coeamHenuss 3 HaOmromaercs
HIMpOKas Tojoca moriomieHus B oomactu 3400 cm !
XapaKTepHast Ui BaJCHTHOTO KOJeOaHHsS THAPOKCH-
TEHOM Tpymmbel  (Voy) BTOpmYHOTO crmpra [13],
KOTOpasi OTCYTCTBYET B COOTBETCTBYIOIIMX CIIEKTpax
coenuHnennit 11-17. JIns BceX CHHTE3UPOBAHHBIX
COCTMHECHUH OOHApYKCHBI ITOJIOCHI TIOTJIOMICHUS B
o6nacti 737-730 cM ', XapaKTepHbIe IS BAICHTHBIX
konebanuit C—S cBs3u. B cnekTpax 3TuX coeauHeHHH
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R =(C;Hs), (4, 11), (C3Hy), (5, 12), (C4Ho) (6, 13), (CsHiy) (7, 14); Z = CH; (8, 15), O (9, 16), (CH~CHy) (10, 17).
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MMEIOTCS MHTCHCUBHBIC TMOJIOCHI MOTJIOIICHUs edhop-
MAIMOHHBIX KOJIebaHuii 8¢y B obmact 700—650 cm .
Hapsiny ¢ »TtumM oOHapykeHBI TMOJOCH B 00JacTu
29202890, 28802840 cm ' xapaxrepubie aist CHs u
CH, rpymnm, coorBercTBeHHO. BanentHbie kojeOaHuUs
Ven s coequHennid 11-17 mposiBisitoTest B obnacTu
1140-1130 cm'. Banentnbie xoneGanms C—-O cBsizu
(Vc_o) mposiBnsroTCs B o6mactu 11001050 cM ' B BHzE
MOJIOCHI CPEHEN MHTEHCUBHOCTH.

Crextpst SIMP 'H u "“C cunresupoBanHbIX
coequHennii 3, 11-17 Takke MOATBEPXKIAIOT yKa3aH-
Hoe cTpoeHue (cxema 1, 2). B macc-crekTpax cHUHTe-
3UPOBaHHBIX COETMHEHUI OTMEUESHBI CUTHAIIBI COOTBETCT-
BYIOIIME MOJIEKYJISIPHBIM HOHAM, a TakXe MpOAyKTaM
uXx (parMeHTaInH.

CoennHeHus: OBUIM WCTIBITAHBI B KAayeCTBE aHTH-
MHKpPOOHBIX TPHUCANOK K CcMa3zouHOMYy Macity M-11.
PesynpTaThl WCHBITAHUN TMOKA3alld, YTO COCAMHCHUS
11-17 obnamaroT OaKTEpUIUIHBIMU U (VYHTUIIUTHBIME
cBoiicTBaMi M 3(G()EKTUBHO JCHCTBYIOT Ha IIOJaB-
JIEHUE pPOCTa MHUKPOOPraHM3MoB B macie M-11 mpu
koHuentparuu 0.5 u 1.0%, npu 3ToM coenuneHus 13,
14, 17 oxaswiBaroT Goiyiee BBICOKYIO 3(h(PEKTHBHOCTD,
YeM OCTAJIbHBIE COCTUHEHHS, U BBIIIE, YEM Y TIPOMBIIII-
JeHHOW Tpucagku Na-meHTaxJopeHonaTa, B3sITOH B
KadecTBe 3TaHoNa. OcTanbHBIE COCTUHEHHS TOKa3bl-
BalOT OJIM3KHE K ATAIIOHY PE3yJIbTATHL

Coemnuennss 11-17 ObUIM HWCHBITAHBI HA aHTHU-
MHUKPOOHYI0 aKTHBHOCTbH. V3ydeHHE aHTHMUKPOOHBIX
CBOWMCTB COEAMHEHHWW TMPOBOJIUIM B CpPaBHEHUU C
NPUMEHSIEMBIMH Ha TNpPaKTHUKE MpenapaTaMu: STaHO-
JIOM, KapOOIOBOH KUCIOTOH ((eHOoI), XIopaMHUHAMHU,
pPUBAHOJIOM, HHUTPOQYHTHHOM. AHTHMHUKDPOOHYIO
AKTUBHOCTb BEILIECTB H3y4YalM METOJOM CEepUIHBIX
pa3BeneHuii. B kauecTBe TecT-KyJibTyp Opamu rpam-
OoTpHLIATeNbHbIe (KUIICYHAs U CHHETHOWHAs NaloyKa),
TPaMIIOJIOKUATEIbHBIC  (30JIOTUCTBIA  CTa(DUIIOKOKK),
CIIOPOHOCHBIE (aHTpakous) OaKkTepuu U JIPOAOKe-
nogobueie rpudbl  (poma Kanmuner). PesynbraTsl
NOJYyYEHHbIE TNPH HU3YYEHHH aHTUMHKPOOHOU
aKTUBHOCTH, TIOKA3aJld, YTO UCIBITyEeMbIE COETMHEHUS:
1-dbenokcu-3-(npommicynbdanmi)-2-(N,N-nu3Tui-
amuHoMeTokcu)mponad (11), 1-dhenokcu-3-(mponm-
cynbbhannn)-2-(N,N-TATpomIaMHHOMETOKCH )IIPOTIaH
(12), 1-tdbenokcu-3-(npormicyndanun)-2-(N,N-quly-
TiiamMmuaoMeTokcu)nponad (13), 1-penwmn-3-(mponmi-
cynbdanuin)-2-(N,N-TuTeTHIaMIHOMETOKCH )IIPOTTaH
(14), 1-denokcu-3-(mponuncyabhaHu)-2-MUIEepPUIU-
HoMeTokcunponad (15), 1-penokcu-3-nponmicynbda-
HWI-2-MopdonmHoMeTokcunpomnas (16), 1-gperokcu-3-

MPOTMITHO-2-TeKCAMETHICHUMUHOMETOKCHUIIPOTIaH
(17) mposiBstoT OoJiee SIPKO BBIPRKEHHYIO aHTHMUK-
POOHYIO aKTUBHOCTB, Ye€M IPHMEHSIEMBIC Ha TPAKTHKE
CIHPT, KapOoJIoBas KUCIIOTA, PUBAHOJ, HUTPOPYHTHUH
u QypanunuH. YKazaHHBIE COCAMHEHHS MOTYT OBITH
PEKOMEH/IOBaHBl B  KadecTBE aHTUMHUKPOOHBIX
IperapaToB.

OKCITEPUMEHTAIJIBHAA YACTD

UK criekTpbl CHHTE3UPOBAHHBIX COSJAMHEHUN OBLIH
cHaTel Ha ammapare «Spektrum BX» u «Bruker»
¢upmer «kKALPHA IR FURYE» (I'epmanns) B ob6iactu
4000-400 cv . Criexrper SIMP 'H u °C 3amucans na
criekrpometpe «Bruker» AM-300, mpu yacrore 300 MI 1,
pactBoputens C¢Dg, BHyTpeHHuit crangapt I'MJIC.

YuCTOTY NPOAYKTOB PEAKUUH ONPEACIsUId IO
TeMIepaType KHUIIEHUsS, [JaHHBIMH 3JIEMEHTHOIO
aHaJIM3a U ra30-XHUIKOCTHON Xpomarorpaduu.

ONEeMEHTHBIM aHAIW3 OCYIIECTBICH Ha Tpudope
¢upmer «CARLOERBA» momens EA 1108. I'X0K
aHallM3 OCYIIECTBISIN Ha Xpomarorpade JIMX-M/I,
crampHas KosmoHKa (300%3 mMMm) ¢ 5%-apmM [IDI'C
(TONMMATHIIEHTIMKOJIbCYKITUHATOM) Ha auHOxpome I1,
ras-HoCUTelb — reuii (40 cM’/MHH), IeTeKTOp KaTa-
pomeTp, TemriepaTypa kojmoHku 150°C, ucnmapurens —
230°C, mnokaszaTenb TMPEJIOMIICHUS OIpeaeNuian Ha
pedpakromerpe «KABBEMAT» 350/500, TutoTHOCTH Ha
npubope — «DMA» 4500M.

Jns cuHTe3a aMUHOMETOKCHIIPOHM3BOIMHBIX 1-(be-
HOKCcH-3-(Tiporuicynbdanmn)uponana 11-17 ucmois-
30BaM coeAnHeHue 3, GopManbaeTyu] U BTOPUYHBIE
aMHHBL: TUATWIaMUH (4), munponwnamuH (5), auly-
tunamMuH (6), mumeHtwiamud (7), mmnepuauH (8),
Mopdosun (9), rekcamerunenumud (10). Bece amunbl
4-10 ObuTM UWCHONB30BaHBI peakTUBHBIC. [lepen
WCTIIOJIb30BaHUEM aMHHBI TIEPETHAIN U OTMPEACIIINA X
(PM3UKO-XNUMUYECKHE KOHCTAaHTHI, KOTOPHIE COBITAIA0T
C INTePaTyPHBIMHU JTaHHBIMU.

AMMuadHas BOJa, SABISAIOLIASCS MEIUIIUHCKUM
mpenaparoM, ucHoib3oBagack B Buae 10%-Horo
pactBopa. B kauectBe pacTBOpHTENs ObUT HCIOJb-
30BaH OEH30JI, KOTOPHI ObUI OYMWINEH U BBICYIIEH
HU3BECTHBIM MeToIoM [14].

[Mapadopmanbuerns, — OPOAYKT MOIAMEPU3AINH
¢dopmanbaeruna, cocrosmuii u3 8§—100 MOHOMEpOB,
NP HArpeBaHWU JCTONMMEpH3yeTcs 10 (GopMaiblie-
THJI, UCTIOJIL30BAJICS B BUJIC PEAKTHBHOTO MOPOIIIKA.
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Bnusaue coeguuenun 11-17 B kadecTBe aHTH-
MHUKPOOHBIX MpHCAAOK K Macity M-11 wusyuamu c
IPUMEHEHHEM UX PAacTBOPOB B Maciie KOHICHTpaIen
0.5-1.0%. AHTUMHKpOOHBIE CBOWCTBa OMpEIEISIN B
tepmoBiarokamepe mo I'OCT 9025-74 u 9052-75, a
Tarke MetonoM Jlynku mpu temmepatype 28-30°C B
TeueHue 2—-3 cyT. B kauecTBe TecT-OpraHM3MOB HCIIO-
ne3oBanu  rpubHbie (Aspergillus niger, Candida
tropicalis) n 6axrepuansubie (Mycobacterium lacticola,
Pseudomonas aeruginoza) KynbTypslL.

AHTHMHKpOOHAsT aKTUBHOCTH coemuHeHuit 11-17
Obula HM3y4YeHa METOJOM CEpUHHBIX pa3BelJCHUH Ha
HECKOJBKHX LITAMMax MHKPOOPraHU3MOB. B kauectBe
MUTATEIbHBIX CpeAcTB ucnois3oBain MIIA ¢ pH
7.2-7.4 (nnst 6axtepuit) u cpexy Calypo (s rpudoB).
Crenens pazBepenuss Obmia 1:200, 1:400, 1:800,
1:1600 1 1:3200. B xauecTBe 3TaJIOHOB JIJIsl CPABHEHUS
OBUIM HWCCNEZOBAaHBl B TEX e Pa3BEACHUSAX CIHPT,
(heHON, XIIOpaMUH, PUBAHOI U HUTPOPYHTHH. BrIiceBhI
npoBogw uepes 10, 20, 30, 40 u 60 mun nans
OakTepuii u TpuOOB.

1-®enokcu-3-(Mponuiacyab(aHua)nIponaH-2-0J
(3). K cmecu 23.5 r (0.25 monp) denona (1) u 25t
40%-noro Boguoro pactBopa NaOH mpu 75-80°C u
SHEPTUYHOM TEPEMEIINBAHNY 0 KallIsiM JT0OaBIISIIH
42.17 r (0.25 monp) 1-x70p-3-NMpOMaHUIATHONPOTIaH-2-
oma (2). IlepememuBannn npomospkanu 3—4 4. [locme
OXJNIXJICHUST K CMeCH JI00aBIIsUIM OEH30J, OpraHu-
YeCKHI CJION OTAeNsian U NMpoMbIBasid 5%-HBIM pacT-
BopoM NaOH, 3aTem BOJI0# 10 HEUTpaIbHON peaKIuu,
cymunun  MgSO,4. Ilocme OTroHKH pacTBOPHUTENS
OCTaTOK IMEPeroHsuiy B Bakyyme. Breixog 39.6 T (70%),
T.kum. 149-152°C (2 MM pr.ct.), np’ 1.5446, di°
1.08692. MR, 65.66, Bbru. 65.52. UK criektp, v, cM '
735 (C=S), 3340 (OH), 2850 (CH,), 2930 (CHj;).
Cuextp AMP 'H, 3, m.x.: 0.98 T (3H, CHs, J 7.1 T'),
1.20 T (2H, CH,,J 7.1 I'n), 2.49 n.x (1H, CH,S, J 14.0,
7.7 T'm), 2.61 n.n (1H, CH,S, J 14.0, 7.7 I'm), 2.7n (2H,
CH,S), 3.01 ¢ (1H, OH), 7.15-7.68 m (5H, C¢Hs).
Crextp SIMP °C, §, m.1.: 14.4, 15.2, 17.5, 18.2, 20.4,
35.8, 37.4, 38.6, 69.5, 86.4, 88.15. Macc-cniektp, m/z
(Lo, %): 227 (8) [M + H]', 226 (12) [M]", 209 (25) [M —
OHJ’", 195 (18) [M — OH — CH,]", 165 (6) [M — C3Hs]",
165 (10) [M — C3H; — H,0]", 97 (100), 89 (15).
Haiineno, %: C 63.47; H 7.95; S 14.09. C,,H;50,S.
Breruucneno, %: C 63.68; H 8.02; S 14.17.

AMUHOMETOKCUNIPOU3BOAHBbIE 1-peHokcHu-3-(mpo-
nuicyiabpannn)nponan 11-17 (o6was memoouxa).
K pactBopy 0.03 monb criupra u 0.03 mMonb dpopmaib-
neruaa (moxrydaercs u3 napagopma B X0/1e peakium) B
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30 mut cyxoro OeH30J1a pubaBUIK MO KaruisaM mpu 20—
22°C n mnepememmBanuu 0.03 Moap cBexeneper-
HanHoro amuHa 4-10. IlepememmBanue MpoaOIDKAIA
pu 45-50°C 3a 3—4 4. [locne OTTOHKH PacTBOPUTEIS
OCTaTOK IEPETOHAIN B BAKYyMC.

1-®enokcn-3-(mponuicyaspanun)-2-(NV,N-1u-
sTWIaMMHOMeToKcH)nponan (11) nmonydeH u3 6.78 r
(0.03 momnb) coequuenus 3, 0.9 r (0.03 moinb) hopmab-
nerunpa u 2.19 r (0.03 Monp) nustunamuHa (4). Berxon
6.43 T (69%), T.kum. 163-165°C (1 MM pr.ct.), np'
1.5144, d;° 1.0153. MR), 65.66, BbI4. 65.52. UK criextp,
v, eM 2 3070 (C—Hapowm), 2900 (CH3), 2840 (CH,), 1600
(C=Cypom), 1200 (C-N), 1100 (C-0O), 735 (C-S).
Crextp SIMP 'H, 8, m.1.: 1.01 T (6H, 2CH3, J 7.4 Tn),
1.08 T (3H, CH;,J 7.2 '), 1.21 T (2H, CH,, J 7.2 T'my),
1.32-1.41 M (4H, 2CH,), 3.03 x (4H, 2CH;N), 3.62 m
(2ZH, OCH,), 4.044.11 m (1H, CHO), 4.59 ¢ (2H,
OCH,N), 7.15-7.34 m (5H, C¢Hs). Criextp SIMP "°C,
o, ma.: 14.4, 152, 17.5, 18.2, 20.2, 35.4, 37.4, 38.6,
39.6, 69.5, 86.4, 88.5. Macc-criektp, m/z (Iy, %): 311
(7) [M]', 236 (9) [M — C3H,S]", 209 (15) [M —
CsH,NOTJ', 203 (13) [C10H3S0]", 193 (100), 142 (80)
[CsHsNO,]", 100 (75) C4HgN,O, 79 (7), 58 (50).
Haiineno, %: C 65.45; H 9.31; N 4.45; S 10.21.
C17H29NO-S. Brruucneno, %: C 65.56; H 9.38; N 4.50;
S 10.29.

1-®enokcun-3-(mponuicyiabpanuni)-2-(N,N-qu-
nponwiamMuHoMerokcu)nponan (12) momyden wu3
6.78 T (0.03 momb) coequnenus 3, 0.9 r (0.03 mon)
dhopmammsaeruaa 3.032 (0.03 mMonp) mumpormiamuaa (5).
Brixon 7.35 r (72%), T.xum. 175-176°C (1 MM pT.CT.),
np’ 1.5124, di° 1.0016. MRp, 101.79, b, 102.02 UK
CIIEKTp, V, cm ' 3070 (C—Hapow), 2910 (CH3), 2840
(CH,) 1600 (C=Cypon), 1205 (C-N), 1050 (C-0O), 730
(C-S). Cnextp SIMP 'H, §, m.1.: 0.98 T (6H, 2CH3, J
7.4 T'm), 1.08 T (3H, CH3, J 7.5 '), 1.21-1.32 M (8H,
4CH,), 1.65 m (2H, CH,), 2.49 n.n (1H, CH,S, J 14.0,
7.7 T'm), 2.62 n.n (1H, CH,S, J 14.0, 7.7 I'n), 3.03
(4H, 2CH,N), 3.62 m (2H, CH,0), 4.04 m (1H, CHO),
4.59 ¢ (2H, OCH;N), 7.15-7.34 m (5H, C¢Hs). Criextp
SIMP °C, 5, m.n: 14.4, 152, 16.4, 18.2, 20.2, 35.4,
37.5, 39.6, 69.5, 88.4, 91.5. Macc-cuiekrp, m/z (Lo,
%): 340 (9) [M + HJ, 339 (11) [M]", 313 (10) [M —
OHJ’, 306 (69) [M — OH — CH,]", 265 (100) [M —
C3H;ST', 182 (15) [M — CoHxNO]', 112 (21) [C;HsNT',
82 (33). Haitneno, %: C 67.02; H 9.74; N 4.10; S 9.39.
C19H33NO,S. Breraucieno, %: C 67.21; H 9.38; N 4.14;
S 9.44.

1-®enokcu-3-(mponuiacyiabdanui)-2-(NV,N-1udy-
THJIAMHHOMeTOKcH)nponan (13) momyyed u3 6.78 r
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(0.03 monb) coenunenus 3 0.9 r (0.03 monb) popmans-
neruga u 3.87 r (0.03 momp) aubytunammua (6).
Brexox 8.47 v (77%), T.xun. 198-199 (1 MM pr.cT.),
n5’ 1.5140, d;° 1.0788. MR 111.21, Bera. 111.36. YK
CIIEKTp, V, em ' 3060 (C—Hapow), 2910 (CH3), 2850
(CHy), 1585 (C=Cypou), 1200 (C-N), 1050 (C-0O), 735
(C-S). Crextp SIMP 'H, &, m.1.: 0.98 T (6H, 2CH3, J
7.1 Tn), 1.01 T (3H, CH;,J 7.1 T'm), 1.21-1.32 m (10H,
5CH,), 1.45-1.51 m (2H, CH,), 1.65 m (2H, CH,), 2.49
o (1H, CH,S, J 14.0, 7.7 T') 2.61 a.a (1H, CH,S, J
14.0, 7.7 T'm), 3.03 k (4H, 2CH,N), 3.62 m (2H,
CH,0), 4.04 m (1H, CHO), 4.59 ¢ (2H, OCH,N), 7.15-
7.34 m (5H, C¢Hs). Crextp IMP °C, &, m.u.: 14.4,
15.2, 16.4, 18.2, 20.2, 35.4, 38.6, 69.9, 86.4, 88.5.
Macc-cnextp, m/z (Iyy, %): 368 (9) [M + H]", 367 (8)
[M]", 278 (12) [M — C4H,ST", 209 (15) [M — CoH,NOT',
203 (13) [C1;H»S0]", 176 (100) [M — C;oH»;SO]", 82
(33). Haiigeno, %: C 68.57; H 10.25; N 3.72; S 8.65.
C,H;37NO,S. Breruncneno, %: C 68.62; H 10.15; N
3.81; S 8.72.

1-®enoxkcu-3-(nponuicyabdounn)-2-(N,N-qu-
neHTHJIaMuHoOMeTokcu)niponan (14) mnomyueH wu3
6.78 T (0.03 monp) coemunenus 3, 0.9 r (0.03 mob)
dbopmanmpaernna u 4.71  (0.03 MoIb) TUITCHTHIAMITHA
(7). Beixon 7.84 t (71%), T.xun. 203-204°C (1 mm
pr.er.), np’ 1.5012, di° 0.9692. MR, 120.31, BbIu.
120.61. UK crmektp, v, cM 't 3060 (C—Hgpoy), 2910
(CH3), 2845 (CHy), 1585 (C=Cypou), 1200 (C-N), 1050
(C-0), 750 (C-S). Cnektp SIMP 'H, &, m.x.: 0.95 T
(6H, 2CH3, J 7.4 Tu), 1.01 T (3H, CH; J 7.5 I'n),
1.21-1.32 m (12H, 6CH,), 1.45 m (2H, CH,), 1.65 m
(2H, CH,), 2.49 n.n (1H, CH,S, J 14.0, 7.7 I'n), 2.61 M
(1H, CH,S, J 14.0, 7.7 T'n), 3.03 k (4H, 2CH,N), 3.62
M (2H, CH,0), 4.04 m (1H, CHO), 4.59 c¢
(2H,0CH;,N), 7.14-7.35 m (5H, Cg¢Hs). Cuexkrp AMP
BC, 8, m: 14.4, 152, 16.5, 18.2, 20.2, 24.3, 35.4,
38.6, 69.9, 86.4, 88.6. Macc-criektp, m/z Iy, %): 396
(15) [M + H]", 395 (9) [M]", 378 (70) [M — OH]", 364
(70) [M — OH — CH,]", 324 (100) [M — C3H,S]", 322
(10) [M — C4H,(CH3]", 203 (13) [C;;H23SO]", 112 (80)
[C;H;s]", 82 (33). Haiineno, %: C 69.61; H 10.41; N
3.51; S 8.03. C53H41NO,S. Brruucneno, %: C 69.82; H
10.45; N 3.54; S 8.10.

1-®enokcu-3-(mponuniicyiibhanui)-2-nunepuan-
HoMmetokcunponas (15) momyden u3 6.78 r (0.03 Mon)
coeaunenus 3, 0.9 r (0.03 moxnp) dopmanbreruga u
2.55 r (0.03 monw) mumepuanHa (8). Beixom 6.97 r
(72%), T.xumm. 190-192°C (1 MM pr.ct.), np’ 1.5294,
dfo 1.0456. MR} 95.46, Boru. 95.37. UK cnextp, v, oM
3050 (C—Hapow), 2895 (CH3), 2850 (CH,), 1585
(C=Cypom), 1250 (C-N), 1050 (C-0O), 650 (C-S).

Criextp SIMP 'H, &, m.1.: 1.01 T (3H, CH3, J 7.3 T'n),
1.21 M (2H, CH,), 1.32 m (6H, 3CHouur), 2.49 1.1 (1H,
CH,S, J 14.0, 7.7 Tn), 2.61 n.x (1H, CHS, J 14.0,
7.7 Tm), 3.01 x (4H, 2CH,N), 3.62 M (2H, OCH,), 4.04
M (1H, OCH), 4.51 ¢ (2H, OCH,N), 7.15-7.34 m (5H,
CgHs). Criextp SIMP °C, 8, m.ii.: 14.4, 152, 17.5, 20.45,
26.21, 35.4, 36.4, 39.6, 69.9, 86.4, 88.5. Macc-criektp,
m/z (I, %): 324 (10) [M + H], 323 (20) [M]", 248
(17) [M — C3H,S]", 240 (10) [M — CsHoNT", 230 (8)
[M — C3H,S — H,0]", 212 (25) [M — C;H,0 — H,0]",
202 (100) [M — C;H,NOJ", 147 (25), [C1oH;0]",75
(60) [C5H;S]". Haiineno, %: C 66.92; H 8.96; N 4.28;
S 9.80. CigH»9NO,S. Brruuciaeno, %: C 66.83; H 9.04;
N 4.33; S 9.91.

1-®enokcu-3-(mponuiacyabpanui)-2-Mmopgosau-
HoMeTokcumnponan (16) momyuen u3 6.78 r (0.03 monb)
coemuaenus 3, 0.9 t (0.03 monp) Gopmanbpaeruga u
2.61 r (0.03 momnp) mopdonuna (9). Beixox 7.21 r
(74%), T.xum. 192-194°C (1 MM pr.ct.), np° 1.5312,
di® 1.0889. MRy 92.50, Bbru. 92.48. UK criekTp, v, cM
3060 (C—Hapow), 2900 (CHs), 2840 (CH,), 1600, 1500
(C=Cypon), 1250 (C-N), 1100 (C-0O), 750 (C-S).
Coextp AMP 'H, §, .1 1.01T (3H, CH;, J 7.1 T'm),
1.21-1.32 m (4H, 2CH,), 1.45 m (2H, CH,), 2.49 n.n
(2H, CH,S, J 14.0, 7.7 '), 2.61 n.n (2H, CH,S), 3.03
k (4H, 2CH,N), 3.75 m (4H, 2CH,0n), 3.82 M (2H,
OCH,), 4.04 m (1H, CHO), 4.51 ¢ (2H, OCH,N), 7.13—
7.36 M (5H, C¢Hs). Crextp SIMP °C, 8§, m.a.: 14.4,
15.2, 17.5, 19.2, 20.45, 26.21, 35.4, 36.4, 39.6, 69.6,
69.9, 86.4, 88.15. Macc-criextp, m/z (I, %): 325 (10)
[M]", 255 (5) [M — C4HgN]", 232 (7) [M — C3H,S —
H,0]", 226 (8) [M — CsHoNOT", 208 (9) [M — CsHyON —
H,0]", 204 (100) [M — C;H,NOJ’, 147 (26) [M —
C,H,NOJ", 101 (25), 75 (54) [C3H,S]". Haiineno, %: C
62.52; H 8.27; N 4.26; S 9.74. C;7H,7NO;S. Bsrumc-
neno, %: C 62.73; H 8.36; N 4.30; S 9.85.

1-®denokcu-3-(nponuiicyabpanui)-2-rekcame-
THJIeHUMUHOMeToKcunponan (17) monyden u3 6.78 T
(0.03 momb) coequnenus 3, 0.9 r (0.03 mons) hopmans-
nmeruna u 2.97 r (0.03 monp) rekcamermieHuMuHa (10).
Breixon 7.38 r (73%), T.xum. 193-195°C (1 mmM pT.cT.),
np’ 1.5292, di° 1.0442. MRp 99.72, b, 100.02. UK
CIIEKTp, V, em ' 3050 (C—Hapow), 2895 (CH3), 2830
(CHy), 1600, 1500 (C=Cjpon), 1200 (C-N), 1050 (C-
0), 750 (C-S). Crextp IMP 'H, §, m.x.: 1.01 T (3H,
CHs, J 7.1 T), 1.21-1.32 m (10H, 5CH,), 2.49 n.n
(1H, CH,S, J 14.0, 7.7 Tm), 2.61 n.x (1H, CH,S, J
14.0, 7.7 Tm), 3.03 k (4H, 2CH,N), 3.75 m (4H,
2CH,0), 4.04 m (1H, CHO), 4.51 ¢ (2H, OCH,N),
7.15-7.34 m (5H, C¢Hs). Cnextp SIMP °C, 8, m.a.:
14.4, 15.2, 17.5, 18.2, 20.45, 21.33, 35.4, 39.6, 69.9,
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86.4, 88.15. Macc-cniektp, m/z (Iom, %): 338 (7) [M +
HJ", 337 (5) [M]", 262 (18) [M — C5H;S]", 254 (11) [M —
CsHoN]', 244 (8) [M — C5H;S — H,0]", 216 (100) [M —
CH;NOJ", 204 (15) [M — C;H,NOJ", 122 (91) [C-HST,
93 (6) [C¢HsO]", 75 (60) [C3H,S]". Haiineno, %: C
67.42; H 9.18; N 4.10; S 9.41. C;oH;3;NO,S. Borunuc-
neHo, %: C 67.61; H9.26; N 4.15; S 9.50.
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Synthesis and Properties of Aminomethoxy Derivatives
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The condensation of 1-phenoxy-3-(propylsulfanyl)propan-2-ol with formaldehyde and secondary aliphatic as
well as heterocyclic amines has been that led to the formation of new aminomethoxy derivatives of 1-phenoxy-3-
(propylsulfanyl)propane with 69-77% yields. The physic-chemical parameters of the synthesized compounds
have been determined, their structure has been confirmed by the methods of elemental analysis, IR, 'H and "*C
NMR spectroscopies. The obtained compounds have been tested as antiseptic substances against bacteria and
fungi. It has been established that they are more effective and antimicrobial substances than the medical drugs
used currently.

Keywords: 1-phenoxy-3-(propylsulfanyl)propan-2-ol, aliphatic amines, heterocyclic amines, aminomethoxy-
derivatives of 1-phenoxy-3-(propylsulfanyl)propane, Mannich reaction, antimicrobial substances
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