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CHHTE3 HEKOTOPBIX A30JINJ10B
2-OTAJIMMUNJOTAHCYJIbB@OHOBOUN KUNCJIOTHI

© 2013 ILIL Ilyperrun, T.C. FOgaxunal

C nesbio JAJIbHEHIero u3ydeHus OUOJIONMYEeCKONl aKTUBHOCTU WM PEAKIUOH-
HOI CIOCOOHOCTM CHHTE3MPOBAHBI paHee He OMUCAHHBIE B JINTEPATYPE a30JIUIbI
2-aMUHOITAHCYTH(MOHOBON KHUCIOTHI: MMUIA30UT, 2-METHINMUIAIOIUT, 2-M30IIPO-
MUINMUIA30UT, 4-MeTUInMUAa30/Iu, OeH3uMuasonus, 1,2 4-rpuasosns.

KitoueBbie ciioBa: azonmipl, 2-QraguMuIodTaHCYIbPOHOBAaS KUCIOTA, TaypPHH.

BBenenue

OpHo w3 HamboJlee WHTEHCUBHO DA3BHUBAIONINXCsI HAIPABJIEHWII B MEIUIIMHE — CO-
3manne (HapMaKOJOTUIECKUX IIPEapaToB Ha OCHOBE JHJ/IOT€HHBIX META0OJIUTOB M WX
[IPOU3BOHBIX. B 5TOM OTHOIIEHNN HECOMHEHHBIA WHTEPEC IPEJICTABIISIET AMUHOKUCIOTA
TaypuH (2-aMHHOITAHCYIH(MOHOBASA KUCIOTA).

B cBsa3u ¢ BBICOKOi (hapMaKOJIOrMIecKoil aKTUBHOCTHIO TaypUHA OTEYECTBEHHBLIMU
" 3apyOEeKHBIMU YUIEHBIMU TIPOBOJSTCS WHTEHCUBHBIE PABOTHI 110 CO3/IAHUIO HOBBIX OUO-
JIOTUYECKN AKTUBHBIX BEIECTB HA OCHOBE JAHHOW AMUHOKUCJIOTHI [1].

Taypun cnabo mpoHuKaer depe3 reMarTodHIedaTUIECKuil Oapbep W OBICTPO WHAK-
THUBUPYyeTCsi B opraHu3me. [loaTomy GOJIBINIOI MHTEpPEC IPEACTaBIsAeT CO3MaHUE HOBBIX
COeIMHEHNI HAa OCHOBE YKA3aHHOW aMWHOKHCIOTHI, O0JIaafommuX 0ojiee BBICOKOI -
dEKTUBHOCTHIO W HU3KOH TOKCHIHOCTHIO. TaKMMW COEMHEHUSIMUA MOTYT OBITH ITPOU3-
BOJ[HbIE TaypHUHA, 3aMeIlleHHbIe 110 AMUHOI'PYIIIE, 110 CY/Ib(OHOBOI IpyIime Jmbo 1Mo 0be-
UM TPYIIIaM OIHOBPEMEHHO. BBeseHre pa3judyHbIX 3aMECTUTEJEN 10 JTaHHBIM I'DYIIIaM
MOXKET 3HAYUTEJILHO PACIIUPUTH CIEKTP OMOJIOrMYECKO aKTUBHOCTU JJIsi TTPOU3BOIHBIX
raypuna [1].

Tereporukmyeckre aMuibl OPraHUIeCKUX U HEOPraHUIEeCKUX KHUCJIOT — a30JIUIbI —
[IMPOKO IPUMEHSIOTCA B DPA3JMYHBIX OTPACIAX MEIUIHUHBLI [2] M IPOMBIILIEHHOCTH.
JlanHbre coeIMHEHNUsI TIPOABJISIOT aHTUOAKTEPUATbHYIO0 aKTUBHOCTD, UCIOJB3YIOTCS KAaK
MIeCTUINIBI, (DYHTHUINIBI, TePOUINIbI, WHIMOUTOPHI MOHOAMHUHOKCHIA3DI, (hapMaKkodo-
PBI JUISI AHTUIeJIbMUHTHBIX IPENApaTOB M AHAJIBIeTUKOB [3].

Kpome Toro, azommapr cyabhOHOBBIX KACIOT MOTYT HIPEIACTABIATH UHTEPEC KAaK IIPO-
MEYKYTOYHBIE MPOJYKTHI B CHHTE3€ aMUJOB W CJIOKHBIX 3(hUpPOB N-3aMEIeHHOTO Tay-
puHa. B CBSI3U C BBINIEN3JI0XKEHHBIM HAMU OBLIM CHHTE3WPOBAHBI paHee He ONMCAHHBIE

Hlypoirua  Ilerp  Ilerposuua  (utschem-2007@mail.ru), FOmaxuma Tarbsma  Cepreesna
(tsyudakhina@yandex.ru), Kadegpa OpPraHMYecKoi, OHOOPraHUYECKOH ¥ MEIUIMHCKON XUMHH
Camapckoro rocymapcrBenuoro yumsepcurera, 443011, Poccuiickass @epeparus, 1. Cawmapa,
ya. Akag. Ilasiosa, 1.
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B JmTeparype azoiuisl 2-drammMuiodrancyibdonosoii kucsorsl (VIa-f) ¢ uesbio usy-
qeHusT UX (PUINKO-XUMHUIECKUX XapaKTePUCTUK W Onosiormaeckoit akrusHocTu. CuHTE3
coenuuenuit VIa-f nposoguiu mo cxeme 1.
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Cxema 1. Cunre3 azonnuoB 2-dragumunodrancyibdonosoit kucmorsl (VIa-f)

SKCHepI/IMeHTaJH)Ha.ﬂ 9aCTb

Toukocyoitayo xpoMarorpaduio MPOBOJAWIN HA IUIACTHHKAX C CHJIAKATEJIEM
Kieselgel 60 F254 Merck (I'epmanus) B cucreme muxsopmeran/aneron=10/1, nposas-
JIEHHE IIPOBOIUJIM C ITOMOIIBIO yJIbTpaxeMuckKona ~"Xpomarockon M” mpu A= 254 HM
U B UOLHOM KaMepe.

Nudpakpacubie CHeKTpbl CUHTE3UPOBAHHBIX coejnHenuit peructpuposann ua MK-
Dypre-cnekrpomerpe Perkin Elmer Spectrum 100 (CIIIA) s rabiaerkax KBr. CrekTpsr
'H SIMP perucrpuposasu na mpubope Bruker AM300 SF Bruker, (®PT') npu paboueit
qactore 300 MI'nm. B kagecrBe pacrtBopuresns npumensiin JIMCO-dg.

2-Pranumunosrancyibdonar Harpus (II), 2-dranumuposrancynbdoHuII-
xqopug (IIT) u N-rpumernicunuinazonst (Va-f) nonydann no merogukam 4-6 .

2-Pranumunosrancyibdonuindropun (IV) [7]. 2-drammvumosrancyabdorm-
xjopug, (IIT) (5,0 r, 18,2 mmosn) pacrBopuiu B 100 mut aneronurpmia. K mnosyden-
HOMYy pacTBopy Aobasmwiu 2,12 r (36,4 mmosb) Kamust dropuga u 0,24 v (0,91 MMmosb)
adupa 18-kpayn-6. 3areM mepeMenuBaId PEAKIIMOHHYIO CMECh IPU KOMHATHOM TeMIie-
parype B Teuenne 12 q. Ilocse ynapuBauusi pacTBOpa IMOIyUYaJId OCAJIO0K OEI0ro IBeTa,
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KOTODBIi Jlajiee [IPOMBLINA BOOH Ha BopoHKe Broxmepa. Beixon 3,19 r (68 %). T. mwi.
108-110 °C; Ry 0,52.

Aszonuapr 2-prammvugosrancynbgonoBoit kuciorsl (VIa-f) (o6was memo-
Juxka):

2-®Orajgumuposrancynbdonmidropuy (IV; 1,0 r; 0,0039 moun) pacrsopsin B 10 Mt
xjiopodopma, mobasisin N-rpumermincuimiazon (Va-f, 0,0039 mosb) u nepemernusa-
JIN PEAKIIMOHHYIO CMECh IPH KOMHATHON TEMIIEPATYpPEe, KOHTPOJHUPYS XOJ PEAKIUU C
nomornpbio TCX. Ilocse ynmapuBaHusi pacTBOpa IIOJyYalid OCAI0K 0EJIOro WMJIM CBETJIO-
JKEJITOTO IIBeTa.

Nnvngazonuy 2-dramumugosrancynbdoroBoii kuciaorsl (VIa). Bpems peak-
unn 45 mun. Bexon 1,06 r (95 %); 1. . 128-130 °C; Ry 0,25. UK-cnextp, v, cm™ L
1333 (SOg2), 1783 (CO), 905 (S-N). Cmexrp SIMP 'H, §, a.m.: 3,40 T (2H, CH2S0»),
4,55 v (2H, CHyN), 7,26 x (1H, H5, Ht), 7,67 n (1H, H4, Ht), 8,11 ¢ (1H, H2, Ht)

2-MerunuMmugazonns, 2-pramuMuaostaHcyinbdonoBoii kucaorbr (VIb).
Bpems peaxmuu 4 u. Boixon 0,89 r (78 %); 7. mi. 119-120 °C; R, 0,20. UK-cuextp,
v, em~1: 1330 (SO3), 1779 (CO), 902 (S-N). Cuexrp SIMP 'H, 6, m.a.: 2,45 ¢ (3H,
CHs, Ht), 3,68 T (2H, CH3SOs,), 4,42 v (2H, CH,;N), 7,18 a (1H, H5, Ht), 7,76 x
(1H, H4, Ht).

2-N3ommrponunanMu1a301u T 2-dpTaauMuI03TaHCyTHMOHOBOM KHCJIOTBI
(VIc). Bpewmsi peakunmn 7,5 4. Beixox 1,02 r (80 %); . mi 113-115 °C; Ry 0,18.
NK-crektp, v, em~t: 1335 (SO,), 1781 (CO), 907 (S-N). Cuexrp SIMP H, 6, m.nu.:
1,33 n (6H, 2CHs, Ht), 3,56 m (1H, CH, Ht), 4,07 v (2H, CH2SO3), 4,36 © (2H,
CH:N), 7,08 o (1H, H5, Ht), 7,69 x (1H, H4, Ht).

4-Mernnumugazonny  2-dramuMmuagosrancyiibgonoBoit  kucsiaorsl  (VId).
Bpewmsi peaknun 1 4. Beixox 0,99 r (84 %); 7. mr. 123-125 °C; Ry 0,23. UK-cuexrp,
v, em~1: 1338 (SO3), 1784 (CO), 909 (S-N). Cunexrp SIMP 'H, 6, m..: 2,26 ¢ (3H,
CHs, Ht), 3,95 v (2H, CH5S0,), 4,39 © (2H, CH,N), 6,97 ¢ (1H, H5, Ht), 7,20 ¢
(1H, H2, Ht).

Beusumugazonuy 2-dramumuaostancyibdonoBoii kuciaorel (VIe). Bpemsa
peaknun 3,5 4. Beixox 1,17 v (90 %); . mr 133-135 °C; Ry 0,23. UK-cuexrp, v,
em 1 1337 (SO2), 1785 (CO), 908 (S-N). Cmekrp SAMP 'H, §, m.a.: 3,30 T (2H,
CH»S03), 4,45 v (2H, CH:N), 7,26 m (1H, H5, Ht), 7,65 m (1H, H6, Ht), 7,90 1
(1H, H4, Ht), 8,26 n (1H, H7, Ht), 8,47 ¢ (1H, H2, Ht).

1,2,4-rpuazosmny 2-drammmunosrancyiibdonosoii kuciaorel (VIf). Bpewms
peakmmuu 4 4. Bexon 1,14 r (95 %); 7. mr. 107-110 °C; Ry 0,27. HK-cuektp, v,
em 1 1332 (SO2), 1780 (CO), 903 (S-N). Cmekrp SAMP 'H, §, m.a.: 3,35 T (2H,
CH»S03), 4,48 v (2H, CH:N), 7,92 ¢ (1H, H5, Ht), 8,09 ¢ (1H, H3, Ht).

O6cyx1eHne pe3yabTaTOB

Tonyyenne  azommiaos  2-bramumunosrancyibbonosoii  kuciaorsl (VI a-f)
upoBoAW/IM  Upu  B3amMmogeiicrBun  2-drajmmuposrancyibdonmidropuna  (IV) ¢
N-tpumernsicununazonamu (V a-f).

Ha mepsoit crajum cuHTesa nosydanm 2-gramumupodtancyiabdonar narpus (IT)
P B3aUMOIENCTBUU 2-aMUHOITAHCY/Ib(MOHOBON KHUCJIOTHI C AlleTATOM HATPHUS U (DTa-
JIEBBIM QHTUJPUJIOM B YKCycHOH Kucsore [4] mo cxeme 2.

Ha Bropoii craguu upu B3aumogelicrsun (I]) ¢ THOHWIXJIOPHIOM B IIPUCYTCTBUU
AIM®A monyammm 2-brammvmaosrancyabbonnmnxiaopun (I11) [5] no cxeme 3.
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Cxema 2. MexaHu3M B3auMOJEHCTBUSI (PTAJEBONO aHTUIPUJIA C 2-aMUHOITAHCY/IH(MOHATOM Ha-
Tpusa
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Cxema 3. Mexanusm B3ammogeiicteusa (II) ¢ Ttnonmmxsopumom B npucyrcrBuu JIM®OA

U3 siureparypHbIX JAHHBIX U3BECTHO [8], 4TO asKMIICYIb(MOHMIXIOPHUILI MOLYT B3a-
AMOJEHCTBOBATh C¢ N-TPUMETHJICH/IMIBHBIMU [TPOM3BOIHBIMU a30JI0B C 0OPa30BaHUEM
COOTBETCTBYIONINX A30JIUI0B CYJIb(MOKUCIOT. JIaHHBI MeXaHU3M ObLI IIPEJJIOXKEH JJIsd
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MOHOXJIODAHTUJIPHJIOB KapOOHOBBIX KHCJIOT, HO €r0 MOXKHO PACIPOCTPAHUTH W Ha MO-
HOPTOPAHTUIPHUIBI CYIBMOHOBBIX KHUCJIOT.

Ha cxeme 4 npejcrapiieH MexaHu3M 0Opa30BaHUs A30JUI0B 2-DTATUMUIOITAHCYITh-
bOHOBOII KHUCJIOTHI HA MPHUMEPE ee MMUIA30/IMIA [0 CXEME.
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Cxema 4. MexanusMm o00pa30oBaHUs MMHUIA30IUAA 2-(PTAJTUMHUIOITAHCYIHMOHOBON KUCIOTHI
(Vla)

Kak moka3piBaloT KBAHTOBO-XMMHUYECKHE PACUETHI, BCE YETHIPEXIIEHTPOBLIE IEPEXO/I-
HbIE COCTOSIHUSI SIBJISIIOTCSI HEIJIOCKUME. DTO CBA3aHO ¢ paziaumdusvu B Bam-jep-Baasb-
COBBIX PaJINycaX COOTBETCTBYIOIINX aTOMOB, YYACTBYIOIINX B IIEPEXOIHBIX COCTOSHUSIX.
B cayuae 3amensl xjopa Ha (HTOpP IPOUCKOANT HEKOTOPOE YIJIOMIEHUE STOrO IHKJIA 32
cuer MmenbIiiero Bawn-gep-BaanbcoBa pamamyca atoma dropa. Kpome Toro, B gerbipex-
IEHTPOBBIX IEPEXOIHBIX COCTOAHUAX YIVIBI MEXKJy CBS3sSMH CHJIBHO 3aBHUCAT OT Bamn-
nep-BaanbcoBbIx pannycoB aToMoOB, a 3aMeHa XJopa Ha (QTOp JeJaeT TH YIVIbL II0-
napHo Gmuskumu. [Tostomy peakruu N-tpumermicuiniazonos (Va-f) ¢ 2-dbramumumo-
srancynbdormadropugom (IV) mporekaior ¢ Gosiee BBICOKOI CKOPOCTBIO, 4eM ¢ 2-ra-
sumuosrancyibdormxaopugom (IIT), 9ro u nocmykuao npudrHOi BHIOGOPA BbIIIEU3-
JIOXKEHHOTO CIT0co0a CHUHTE3A.

BriBoibl

1. OcymectBiien cuaTe3 A30JIUI0B 2-DTATAMUAIOITAHCYTB(MOHOBON KUCTOTHI: HTMUIA~
30/IM/1a, 2-MEeTHINMUIA30/IIIA, 2-M30IPOIMINMIIA30NIa, 4-MEeTHINMIIA30/Iu1a, OeH-
suMuaa3oanaa u 1,2,4-Tpua3onuia.

2. VaauBuiiyajibHOCTD IIOJIy9YeHHBIX COEIUHEHUI moiarBep:kiaeHa jgaHHbiMu TCX,
a crpykrypa — gammeiva UK u SIMP 'H crmexrpockommn. JIIs BCeX MOJyUEHHEIX
BEIECTB OmpPeJeJIEHbl TEMIIEPATYPHI ILIABICHUS.

3. IlpenokeH BO3MOXKHBII MEXaHI3M PEAKIUN CHHTE3a a30JU0B 2-DTaJINMUI0-
9TAHCYJIHMOHOBON KHUCJIOTHI.
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SYNTHESIS OF SOME AZOLIDES OF
2-PHTHALIMIDOETHANESULFONIC ACID

© 2013  P.P. Purygin, T.S. Yudakhina?

New  azolides of  2-phthalimidoethanesulfonic acid (imidazolide,
2-methylimidazolide, 2-isopropylimidazolide, 4-methylimidazolide,
benzimidazolide, 1,2,4-triazolide) to research their biological activity and
reactivity were synthesized with the aim of their future study.
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