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BbIsiBICHHE HOBBIX MEPCICKTUBHBIX OMOIOTMYCCKH aKTHBHBIX BEIIECTB HA OCHOBE cepo- u (ochopcomep-
JKALMX TeTePOLMKIMYECKUX COCJMHEHUH B HACTOsLIEee BpeMs sBISETCS aKTyalbHOW 3anaueil. C Lenbro pas-
BUTHUSI MCCIIEIOBAHUN 110 HYKICO(QHIFHOMY COCIMHEHHIO IHANKII(POCHOPUCTBIX M JHAIKIITHO(POCHOPUCTHIX
KHCIOT K TETParnaponupaH-4-oHy M TETPArHAPOTHONHPAH-4-OHYy B JAHHOI CTaThe PAacCMaTpPHUBACTCS CHHTE3
uc-2,6-aubeHnn-4- 13 TokcudGocHOpUITeTParnApoTHONHPaH-4-071a  MyTeM  B3aHMMOJCHCTBHS  LIMC-H30Mepa
2,6-mueHUITeTParnIPOTHONHPaH-4-0Ha KOHACH CALMEH ¢ MuankmipochuToM B yCIOBHAX peakiun AGpamoBa B
MPUCYTCTBUH CBEXKCMPHTOTOBICHHOTO AJIKOTOJIsITa HATPHs. Jlajee ¢ LesbIo MOMy4eHHs HOBBIX COCIMHEHUI Mpo-
BEJICH CHHTE3 CIOKHBIX dGUpoB 2,6-1uderni-4-1u3trokcudochopoTeTparnipoTHONHPaH-4-0Ja yTeM IPUCOe/IH-
HEHUS COOTBETCTBYIOIIUX aHIMAPUIOB M XJIOPAHTUAPUIOB KHCIOT. CHHTE3 HOBBIX IIPOM3BONHEIX TETPArHAPOTH-
OIMHPAHOHOB TTO3BOJISICT PA3BUBATH HAMPABICHHUC 110 MOIYYCHUIO COBPEMEHHBIX aHTUMUKPOOHBIX, (QYHTHIIUAHBIX,
HPOTHBOBUPYCHBIX M PAJIHOIPOTEKTOPHBIX JIEKAPCTBEHHBIX HpenaparoB. COCTaB U CTPOCHUE MOTYUYEHHBIX COCIH-
HEHUH NOATBEP KACHBI JaHHBIMH 2JIEMEHTHOr0 aHanm3a 1 MK-criexrpockonu.
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SYNTHESIS HYDROXYPHOSPHONATES OF THE TETRAHYDROPYRANE

RANGES AND ESTERS ON THEIR BASIS
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Identification of new perspective biologically active compounds based on sulfur and phosphorus-containing
heterocyclic substances currently is an urgent task. In order to develop researches on the nucleophilic compound
of dialkylphosphorous acids to tetrahydropyran-4-ol and tetrahydrothiopyran-4-ol in this article regarded
the synthesis cis-2,6-diphenyl-4-diethoxy phosphoryl tetrahydrothiopyran-4-ol by reacting the cis-isomer of
2,6-difeniltetrahydrothiopyran-4-ol, condensation with dialkyl phosphite under Abramov's reaction conditions in
the presence of freshly prepared sodium alkoxide. Further, in order to obtain novel compounds were synthesized
the esters of 2,6-diphenyl-4-diethoxy phosphoryl tetrahydrothiopyran-4-ol by joining respective corresponding
anhydrides and acid chlorides of acids. Synthesis of new derivatives of tetrahydrothiopyranon allows to developing
the direction for obtaining modern antimicrobial, antifungal, antiviral and radioprotective drugs. The composition
and structure of the obtained compounds were confirmed by the data of elementary analysis and IR-spectroscopy.

Keywords: heterocycles tetrahydrothiopyran, organophosphorus derivatives, esters, anhydrides, acid chlorides,

elemental analysis, infrared spectroscopy, thin layer chromatography

3HAYUTEIbHBIA HHTEPEC K COCAUHCHHUSIM
TETPAruJIPOTUONIUPAHOBOTO Psijia TPOJIUKTO-
BaH BO3MO)XXHOCTBIO HMX NPAKTUYECKOTO HC-
[I0JIb30BaHMs. B Ka4eCTBE OHOJIOIMYCCKH aK-
TUBHBIX BEIIECTB, KOMITJICKCOOOpa3oBaTescH,
3KcTpareHToB. HOBbIM HampaBieHHEM B 00-
JIACTHU TETEPOIMKIMYCCKUX CEPOCOACPIKAIINX
COCAMHEHHH sBJsIeTCsl CUHTE3 HX (pocdopop-
TaHUYECKUX MPOU3BOAHBIX [5, 6].

Iean uccnenoBanmsi

B nanHO# pabore, UCTIONB3ysl B KaueCTBE
WCXOJHBIX TPOAYKTOB O€H3aIbJETHIa U alle-
TOHA C TIOMOIIBIO KPOTOHOBOM KOHJIEHCAIUU
moyTydeH nuOeH3anpareToH. llpu aeiicTBum
CepoBOJIOPOia HAa JUOCH3aballCTOH OH 3a-
MBIKAa€TCd B 3aBHCHUMOCTH OT KOJIMUYECTBA
anerara Harpus B TPAaHC- U LIMC-U30MEPHI

2,6-nmudenmnrerparuaporuonupan-4-on  (1).
Crpoenune 1muc-ketoHa (1) ycTaHOBIEHO Ha
ocHoBaHuu naHHbeIXx MK- u IIMP-cnexrpos,

(U3UKO-XUMHYECKIE KOHCTAHTHI COOT-
BETCTBYIOT JIMTEPAaTYpHbIM JaHHbIM  [6].
[TyTem B3aUMOJICHCTBUS HH1C-U30Mepa

2,6-nmudenmnrerparuaporuonvpan-4-ona (1)
¢ mmTHIPOCHUTOM B YCIOBHAX pPEaKIUH
AOpaMoBa B TPUCYTCTBUH CBEKEIPUTOTOB-
JICHHOTO aJIKOTOJIATa HATPHs TIOJyYeH IIHC-
2,6-mudernn-4-mudTokcudocPopuITeTparu
porronupan-4-o1 (2) ¢ GU3UKO-XUMHICCKUMHU
XapaKTepPUCTHUKAMH, COOTBETCTBYIOIIUMH JIU-
TeparypHbIM JaHHBIM [6].

Peakuust mpoxoauT ¢ camopazorpeBaHHeM
PEaKIMOHHON CMeCH, O KOHIIE B3aUMOJCH-
CTBUSI CYIWJIH TI0 TIPEKPAIICHUIO BBIICIECHUS
TEIUIa Mo cje IpruOaBIeHUs OUePETHON MTOPIIUT

B FUNDAMENTAL RESEARCH Ne9,2014 W



B XVUMNWYECKUE HAYKU W

2175

katanuzaropa. Konpencauus auankundocdu-
Ta C TeTEPOLUKINIECKUM KETOHOM MPOTEKAET
110 HOHHOMY MEXaHU3MY.

W3BecTHBI c1TOCcOOBI TOTYYEHHUS CIOKHBIX
3(upoB peaknue KapOOHWIMPOBAHUS OJIe-
(DMHOB MOHOKCHJOM YIJIepoJia W CIHpPTaMH
B NPHUCYTCTBUU (HOCPUHOBBIX KOMILIEKCOB
MepexXOAHBIX MeTaIoB [7, 8], peakuueit mps-
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MarepuaJjibl 1 METOAbI UCCJIETOBAHUS

B nanbHeiimem, ¢ HeNbl0 H3yUeHHs PeaKIMOHHOI
criocobHOCTH O-okcudocdonara (2) 1 CHHTE3a HOBBIX
MIpeACTaBUTENeH TeTParuApoONIPaHOBOTO Psiia, OBLITOCY-
IIECTBJICH CHHTE3 CIIOKHBIX 2QHPOB (3—5) 1 okcuma (6).
Coenunenust (3—5) ObUIM MOJMyYEHBI B3aUMOJCHCTBHU-
eM HCXOomHOro o-okcudochonara (2) ¢ HU3OBITKOM
CMECH XJIOPAHTHJIPHUIOB U AHTHJIPHUIOB COOTBETCTBY-
omux KucinoT npu Temmneparype 70-80°C B teueHue
3-10 yacos.

Mo 3TepuUKannu TPpU KOHBEKIIMOHHOM Ha-
rpeBaHuu [1] U MUKPOBOIHOBOM akTUBaLUE
[2, 3]. Panee HamMu OBITM TIPOBEACHBI CHHTE3
CJIOXHBIX 2()UPOB HA OCHOBE OKCHHHUTPHUJIIOB
2,6-mu(peHUIMUTIEPUIOHOB B TMPUCYTCTBUH
MeTuiara Harpus [4], peakuus NpoTeKaeT
0e3 HarpeBa C BBICOKMM BBIXOIOM LIEJIEBOTO
MpOAYKTa.
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KOHTPOJIMPOBAJIN TOHKOCJIOHHOM Xpomarorpadueil Ha
OKHCH aTIOMUHHMS. BBIXOJ IIeTeBBIX NMPOTYKTOB COCTaB-
et 78-85%. CrpoeHne WX MOATBEP)KACHO MaHHBIMHU
aneMeHTHOTO aHamm3a U WMK-cnekrpockornyu (Tabmuma).
B HK-criexrpax (3—5) 0T4eTIIMBO MPOSIBIISIIOTCS TTOJIOCHI 110~
riotienust kapooumnsHoH rpymsl C = O (17481744 em™)
crnoxHodpupHOro ¢parmenta P=0 (1234-1176 cm)
u P-O-C-rpymm (10471023 cm™') cooTBeTCTBEHHO, a IpH
3226 cm! orcyrerByer nosoca nomtoteHust OH-rpymiibL.

OU3NKO-XUMUYECKUE XapaKTEPUCTUKN COeTMHEHNH (3—5)

DIIeMEHTHBIN aHAJIN3 Bpyrro-dhopmyra
rJ[\EI R Boixom,% | Tmn.® | R, HaiineHo,% (BbraucieHo, %) Py PMy.
C H S P
61,9 6,57 7,09 7,03
1 COCH, 88.0 macio | 0,90 61.6) | (64 | (1.11) | 6.91) C,,H,,O,SP
62,3 6,7 6,9 6,7
2 COC H; 90,0 macio | 0,70 61.8) | (6.6) | (6,53) | (6.1) C,H, OSP
65,2 5,9 6,1 5,9
3 COCH, 78,0 Macio | 0,82 65.8) | (6.0) (6.2) (6.0) C,H, 0.SP

W3BecTHO, 4TO OKHCIICHHBIE TPOM3BOJHBIE CYIb(H-
JIOB HCIIONB3YIOTCSI B KaUECTBE IKCTPATCHTOB, KOMILIEK-
coobpa3oBateneil, a Takke pa3sHOOOPa3HBIX (H3MOIO-
THYCCKU aKTHBHBIX BCIICCTB. CBOGO}IHBIG DJICKTPOHHBIE
Tapbl aTOMa Cepbl HAXOATCS B COMPSKEHUN C apOMaTH-
YECKUMH IUKJIAMH TIpH yriepoanbix aromax C, u C, Te-
TParuApOTHOIHMPAHOBOTO KoJIbla. [109TOMy OKHCIIeHHE B
L[EJIOM 3aTPYAHEHO KaK Ha CTAaAWU OKHCICHHS /IO CYIlb-
(oxcuza, Tak ¥ HA CTAAMU MPEBpaIIeHus B cynbhoH. Pa-
Hee YCTAHOBIICHO, YTO ITH ITIPOIECCHI SBIISIOTCS THITHY-
HBIMH JIEKTPO(QUIEHBIMU OKUCITHTEIBHBIMH PEAKIIHSIMHI
U CTPOTO MOTUUHSIOTCSI OUMOJICKYIISIPHOI KnHeTHKe [6].

Bc3ucaTuMuzydeHo S—okucIeHne uc-2,6- 1 eHi-
4- i TokendochoprT-4-are TOKCHTETPar LIPOTHOITPAHOB

(4) mepexuceio Boopona (30%) B MPUCYTCTBUH  JIEASTHOM
YKCYCHO# KHCJIOTBI, B pe3yJibTare ObLIO BBIIEICHO H OXapaK-
TEPU30BaHO CYIb(HOHOBOE pon3BoHOE (7).

[y6oKkoe OKHCIEeHHE B OTOM Ciydae OOBSCHSICTCS
TEM, YTO NPH B3aUMOJCHCTBHMH MEPEKUCH BOJOPOIA C
JIeITHOW YKCYCHOM KHCIIOTO#l 0OpasyeTcsi HaayKCycHas
KHUCJIOTA, SIBIISFOLIAS CHIIBHBIM OKUCIIUTEIIEM.

Pe3yabrarhl ucciie1oBaHusA
U UX 00Cy:KIeHne

HK-cneKkTpblCHHTE3UPOBAHHBIX COSTUHEHUI
3armmcanbl Ha mproope «NIKOLET-5700» ¢ ®y-
pbe-tipeodpazoBanrieM (CIIIA) B Tabnerkax KBr
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1 B TOHKOM ciioe. KoHTpoIb 3a x0oM peakuuii
OCYIIECTBIICH B TOHKOM CJIO€ OKCH/IA aJIFOMHHUS
B CHCTeMe pacTBopHTeneii (0eH3om:arerod 1:1).

Cunmes o—oxughocghonama (2). Peaxiuio
nuc-u3omepa2,6- 1 eHUITeTparuApOITHpaHa-
4-ona (1) ¢ muaTHIdOCHHUTOM MPOBOAMIH B
cpee OeH301a pU TIepEeMEIIMBAHUN SKBHMO-
JSIPHBIX KOJIMYECTB PEAreHTOB MPH KOMHATHOM
Temmeparype B TeueHue 3—4 gacoB ¢ qo0aBie-
HUEM KaTaIUTHIECKOTO KOJTMYECTBA HACHIIIICH-
HOTO pacTBOpa dTwiata Harpus. [Ipu stom ¢
BBIXOZIOM 94 % BBICNIEH W OXapaKTepU30BaH
a-okcudocdoHnar (2) .

Obwas memoouKa CUHMe3d CLONCHLIX IPu-
pos (3-5). K pacteopy 0,003 morst 2,6-mudeHn-
4-muATOKCH-POCHOPIITETParuAPOTHOTHPAH-
4-oma (2) B 15 M Genzonma u B 0,3 Momix
COOTBETCTBYIOIIETO aHTHAPHIA TPHOABISITH
0,03 Momnst XJOpaHTHIPHUIA COOTBETCTBYIOLICH
kuciotsl. CMech HarpeBaiil [py TeMIepaType
70-80°C B teuenue 3—10 vacoB. Xon peakuuu
KOHTponupoBaiu MeroioM TCX Ha OKHCH alTto-
MUHHS B CHCTEME Pa3JIMYHBIX PacTBOPHUTEICH.
OU3MKO-XUMHUUECKHE XapaKTEPUCTHKH COC/H-
HeHui (3—5) npuBenens! B Tabnunax 1 u 2.

BriBoabl

Takum 0Opa3oM, HaMu ObLT POBEJICH CHUH-
T€3 CIIOXKHBIX APHUPOB 1UC-2,6-nudeHmn-4-1u
3TOKCH(OCPOPUITETPAruIPOTHONHPAH-4-0T1a
W OXapaKTepU30BaHBI WX (U3UKO-XHMHUC-
CKHE TIapaMEeTPhl TOMYyYCHHBIX COCTUHCHUM.
[TonmyueHHble COCMUHEHHS HICHTH(PHUIIUPO-
BaHbl JaHHBIMH DJIEMEHTHOTO aHaim3a u K-
CHEKTPOCKONIMU. Pe3ynmbraThl MpOBENEHHBIX
WCCIIEZIOBAaHUIN MOTYT HAaWTH MPUMEHEHHE IS
OMCKA HOBBLIX OMOJIOTMYECKH AKTHUBHBIX CO-
€/IMHECHUI HA OCHOBE CJIOKHBIX 3()UPOB THO-
MMUpaHOHA.
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