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HOBBIE OKCA30OJIMHBI C CYJIb®OJAHOBBIM ®PAI'MEHTOM

OKca30/IMHBI MIMPOKO HCHOJL3YHTCS B KAveCTBE JIEKAPCTB W CHHTOHOB /IS MX MOJIyYeHHSI,
CTPYKTYPHBIX (parMeHTOB [Js 3alIAThl PeaKNHOHHBIX WEHTPOB, a TaKKe JIMTAHIOB B
acHMMeTPUYeCKUX cuHTe3aX. HaMu BnepBble ncciieloBaHa CIOCOOHOCTh M30MEPHBIX Huc- U mpanc-3-
THAPOKCH-4-aMUHOCYIb(OJAHOB K 00pPa30BaHHI0 OKCA30JMHOB. OKCa30JMHBI CHHTE3HPOBAHBI
HUKJIM3ae COOTBETCTBYIOIIMX N-anujibHbIX MPOU3BOIHBIX mpanc-3-ruapokcu-4-
aMHHOCYJIb()0JIaHA NP KUNSTYEHHH B XJOPHCTOM THOHHWJIE; aMU/bI 4UC-U30MEPHOT0 aMHHOCIIHPTA B
TeX JKe YCJIOBHAX NPOBEIEHUs] PpeakUuH MPOAYKTa He o6pa3yr. IlojydyeHHbIe PpPe3yJbTATHI
MOATBEPKAAIOT, YTO OKCA30JIMHOBBI IHMKJ 00pa3yercsl MyTeM peaiM3allid BHYTPHM0JIEKYJISIDHOTO
SN2-TI0I0OHOr0 MeXaHH3MAa NMPH MCIMOJIb30BAHNH XJIOPHCTOr0 THOHWJIA B KAYeCTBE IerHIpaTuPy0Iero
pearenra.

Kuouesvie  cnosa:  cymbdonas; 4-amuHOTeTparnapoTnodpen-3-on-1,1-1MokcHa;  aMHHOCIHPT;
1,3-0Kca30JIuH; aMu/I.

BBenenue. IlpeBpameHne aMHUHOCIHPTOB B OKCA30JIMHBI BBI3BIBAET OCOOBII
WHTEpEC B TEUCHHE TIOCIEIHUX JIECATWICTHH Onarojaps MHOTOCTOPOHHEMY
HCTIOJIb30BAHUIO 3TUX COEJAMHEHUN B KaUE€CTBE JIEKAPCTB U CUHTOHOB JJISI UX TOJIYyYEHUS
[1-3], B kadyecTBe CTPYKTYPHBIX ()ParMEHTOB, CIYXKAIIUX JUIS 3AIIUTHl PEAKIIMOHHBIX
IEHTPOB, a TaKXKe B KadeCTBE KOOPAWHUPYIONIMX JIMTaHAOB B Pa3HOOOpa3HBIX
SHAHTHOCEJIEKTUBHBIX KaTAIUTUUECKUX PEAKUUAX, [IPHU 3TOM ITOCIEAHEE HANPABICHUE B

* Correspoding author: Tel.: +380567768223; fax: +380563749841; e-mail addres: palchikoff@mail.ru

© Upuna C. 3aposnasi, Upuna B. Cagxosa, lean B. Kynakos, [erp I'. dynsHes, Buranuit A. ITangsuunkos, 2013

23



ISSN 2306871 X. Bicuuk /IninponerpoBcbkoro yHiBepcutery. Cepist «Ximisi», 2013. Bum. Ne 20

HACTOSIIIEE BpeMsI ABJISETCS peBaHpyronuM [4; 5]. B pabote [6] mpuBeaeHB OCHOBHBIC
HAmIpaBIeHUs] CO3MAHHSA JIEKAPCTBEHHBIX CPEICTB, BKIIOYAIOMIUX OKCA30JIMHOBBIE
(parMeHTBl WM TIONYyYEHHBIX MpPEBpAlleHHEM 3THUX coeAuHeHui. K HUM oTHOCHTCS
pa3paboTKka WHTUOWTOPOB TJIIOKO3MJA3bl, LEpeOpO3UIO0B, CHHTE3 AHTHOMOTHKOB H
MIPOTHBOPAKOBEIX areHTOB [7; 8].

Pa3paboTka BO3MOXKHOCTEH MpEBpaIleHUs] OAHUX T'eTePOLIUKINYECKHX CHCTEM B
Jpyrue SBISETCS OJHMM W3 HaubOoliee MHTEPECHBIX M BAXKHBIX HANpaBICHUM
OpraHWYecKOW XWMHUHU. B mocnenHne rofpl JOCTUTHYTHI 3aMETHBIE YCIIEXH B W3YYEHUHU
MIPEBpAIICHAS OKCA30JMHOB B IUKJIBI C Pa3IUYHBIMH TEeTepOaTOMaMH U Pa3HOM
BEINYMHOW; TOSIBHJINCH TakXe 0030pHbIe pPaboTel Mo 3TOoMy Bompocy [8-10].
Pazpabotansl MeTOABl MONYYEHUS TPEXWICHHBIX TETEPOLMKIOB — OKCHPAHOB,
a3upUIUHOB, THHpaAHOB [11; 12].

Coenunenusi, coaepKaliue Cyib(oNaHOBBI TETEPOLHKI, PEIKO BCTPEUAIOTCS B
NpUposie, ONHAKO CYIIECTBYIOT MHOTOYHCIICHHBIC CBHJICTENLCTBA UX Pa3HOOOPa3HOM
Omosormdeckoil akTWBHOCTH (aHTHUMUKpoOHas [13], mporuBoBOcmamutenbHas [14],
HelipoTponHas [15; 16], poctperynupytomas [17; 18]).

Lenpio HacTosilero McciaeqoBaHUs SBISETCS pa3padOTKa yciIoBUi 00pa3oBaHUs
OKCa30JIMHOB, aHHEIHPOBAHHBIX CYIb(OIaHOBEIM ¢parMeHTOM. COENWHEHHUS TaKOoro
THTIA MOTYT TIPEJICTABIATH WHTEPEC IS JATBHEHIINX UCCIeTOBAHHNA C HENBIO TIOTYIeHHUS
HOBBIX KaTaJlU3aTOPOB M OMOJOrMYECKH aKTUBHBIX BeliecTB. CTOUT OTMETHTh, YTO TaKOU
TUN COWICHEHHS JABYX IISITUWICHHBIX TETCPOLUKINYECKUX CHUCTEM B JIHTEpaType
MIPAKTHYECKU HE MPEICTaBICH.

Pe3yabTaThl M uX o0cy:xkaenne. OCHOBHbIE NMYTH MNPEBpAIlECHUs BUIMHAIBHBIX
aMUHOCIIUPTOB B OKCA30JIMHBI OTpakKeHbl Ha TNpUBeACHHON Hmxke cxeme 1 [19]. B
COOTBETCTBHHM C HEll HamOojee W3BECTHRIM METOAOM (IyTh A) TPEACTaBIsAETCS
nukau3anus  N-anWibHBIX — NPOW3BOJMHBIX  2-aMuHoankoroneid.  Jlermmparanms
THJPOKCHAMUJIOB MPOTEKAET OOBIYHO C YYaCTHEM TaKHX CHIIbHBIX BOJOOTHHMAFOIIUX
arentos kak SOCl,, H,SO,, P,0Os5, MsClI, TsCI.

Cxema 1
B C
R,CO.H - R,CN
T2 aminoalcohol aminoalcohol, katalist 1C
PhsP
EtOH, HCI
socCl, tOH, HC
+ -
A D NH, ClI
R,COCI > - : 2
1) aminoalcohol aminoalcohol R, OEt
2) SOCI, (MsCl, TsCl) solvent
Hamu HCITOJIb30BaHBI pa3iuyHbIe TOIXObI K Tparchopmauu

Cynb(hOTAHCOAEPKAIIETO AMUOHOCIIPTA — mpanc-3-TUIpoKcu-4-amunocybdonana (1)
[20; 21] B okcazonmHBI. B KauecTBe MCXOMHBIX XJIOPAHTHAPHUIOB KapOOHOBBIX KHCIOT
B3ATHl COEIMHEHUSI C PA3IUYHBIM XapakTepOM 3aMecTUTeNel: 4-HUTPOOEH30MIXIOPUA
(2), 2-bropbensomnxmopun (3), Ocwzownxmopun (4) wu aunerwnxmopun  (5).
BsaumopeiictBueM xyopanruapuiior (2, 4, 5) ¢ mpanc-4-amuHoTteTparuapoTrHodeH-3-01-
1,1-muokcugom (1) momywensr amuusl (6, 8, 9), xoropeie paHee aBTopamu [22]
MCIIOJIb30BaHbI B KAUECTBE MPOMEKYTOUHBIX MPOAYKTOB JUISl AaIbHEHIINX MpeBpalleHUl
U He ObUIN BBIEJIECHBI B MHIUBUYaIbHOM BUJE U OIIMCAHbI.
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Ha niepBom a3rarne BbIJe/IeHBI MOHOAIMIIbHBIEC TPOU3BOAHbIC (6-8), Oitaronaps 6osee
MSATKHAM YCIOBHSIM peakuuu [23; 24]; Torma kak B aBTOpHI [22] modyvanu AuanuibHOE
MPOM3BOJHOE, KOTOPOE 3aTeM MOABEPraliy TUAPOIU3Y sl BhlAeneHuss MoHoaMuaa. [lpu
nonyuenun N-[mpanc-4-ruapokcu-1,1-nnokcunorerparuapo-3-ruenu |Janeramuaa  (9),
MOTIONTHUTENHPHO  ApPOOHOW  KpHCTAUIM3allMeld  BBIACICH  mpanc-4-amuHO-1,1-
quokcumorerparuapo-3-tucHmn  arnerat (10) B pasnMyHBIX  COOTHOIICHHSAX, B
3aBUCHMOCTH OT MCIIOJIb30BaHHOTO METO/IA.

0
HO  NH, HO, HNZ R
Z—ﬁ O CeHg -H0 4—3 SOCl,
+R-C_ — —
~g? Cl rt S _S< 2 reflux 6 h
O/ \O 2_5 O O
1 6-9
R = 4-NO,Ph (6), 2-F-Ph (7),
Ph (8), CH5 (9)
0
H3C)LQ,, NH,
O\\ 2
2.5 ,/sq)—R-Hm__
0”0 05 5o N3
10 11-14

R = 4-NO,Ph (11), 2-F-Ph (12),
Ph (13), CH5 (14)

Jus twkmmzamun amuoB  (6-9) B COOTBETCTBYIOIIME OKCA30JMHBI BHIOpaH
XJIOPUCTHI THOHWJI, PEAKIUIO TMPOBOJWIA B HM30BITKE TOCIEAHEr0 MPH KUISYESHUH
peaknuoHHoi Maccel [23; 24]. B pe3ynbrare BBIICICHBI THAPOXIOPUILI OKCA30JIMHOB
(11-14) ¢ KoNMYECTBEHHLIMU BBIXOIaMHU.

CTpykTypa HOBBIX COEIMHEHHH ToATBepkAeHa naHHbIMH MK-crekrpockomuu u
criexrpockorun SIMP 'H. B MK-criektpax okca3omuuoB (11-14) momocsl, XapakTepHsie
ms amuzoB (1645 1 1560 cM™) OTCYTCTBYIOT, Y4TO CBHIETEIBCTBYET O TpaHC(hOPMAIH
AMHHON TPYMIBI; KPOME TOTO, BHHBI MOJNOCHI MOrNMomeHns npu 1650-1685 cm™,
XapaKkTepHbIE [T OKCA30JIMHOB, H OTHOCSTCS K BaJleHTHBIM KoJieOanusM cBsizu C=N. B
cexrpax SIMP 'H coesunenuit (11-14) pesonanc mporonos H* u H* maGmonaercs B
BUJE CIOXHBIX MYyJBTHIDIETOB B Oojee cnaboM T1ojie 10 CPaBHEHUIO C
COOTBETCTBYIOIIMMHU amuamu (6-9).

ABTopamu [25] mpeiokeHO ONTUMHU3HPOBATh METOIUKY TTOTY9IEHHUS OKCA30JIMHOB!
KOHJICHCALIUIO apOMAaTHYECKOW KapOOHOBOW KHCIIOTBHI NMPOBOIAT C aMHHOCTIUPTOM Oe3
KaTaJn3aTopa, 00ydas MHKPOBOJHOBBIM HM3lydeHHeM MomrHocThio 300 BT B TeueHue
HECKOJIbKMX MUHYT. Hamu OBUT MCIOJNB30BaH ATOT IMOJXOJ] (PKBUMOJBHBIC KOJIUYECTBA
mpanc-amuHociupta (1) u  OCH30MHOM KHCIOTBI B  aLETOHUTpHIE OOIydanu
mukpoBoiaHamMu 450 Bt, 30 mMunHyT; pactBop xiopanruapuia (6) B aneTOHUTpUIIE
ob0myyanun mukpoBoimHamu 450 BT, 30 MuHYT), OHAKO OH HE TMpPHBEN K 3aMBIKAaHUIO
OKCa30JIMHOBOTO ITHKJIA.

[Ipu3HaBas BBIIAIOMIYIOCS POJb KapOOHOBBIX KUCIOT W HMX HPOM3BOAHBIX Kak
NPEKypcopoB B TpaHcHOpMAIHMIX aMHHOCITUPTOB B OKCA30JIMHBI, XUMHUKHU B TMOCJICTHHE
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roJibl BCE yallle MMoJIb3YITCS METOANKAaMHU, OCHOBAaHHBIMU Ha UCIIOJIb30BaHUH AJIBIECTUIOB
1 ketoHoB [19]. Hamu ObITn Takoke UCIpoOOBaHBI OKCHAATHBHBIC METOABI IS CHHTE3a
okcazonuHoB (mytu E, F Ha cxeme), KOTOpble paHee ObUIM MCCIeOBaHbl aBTOpamu [26]
Ha sraHoylaMuHe. [IpemiokeHHbI one-pOt CUHTE3 OKCa30JIMHA IPEAINONaracT y4acTHe
foga B KayecTBE OKUCIUTENsI B IPUCYTCTBUM IOTalla; CIEAYeT OTMETUTb, 4YTO
3JIEKTPOHOAOHOPHBIE CBOICTBA M CTEpPUYECKUH OOBEM aipAeruga HE MHPENsTCTBYIOT
NPOTEKAHUIO peakuuu. ABTOpaMu [26] TpeArnoaokeHo o0pa3oBaHHE HMHWHA M €ro
JanpHeHmas TpaHcQopMalys B OKCAa30JIMAMH C IOCIEAYIOLUIMM >JIMMHHUPOBAHUEM B
OKCa30/IMH. B Hamem ciyuyae npemioXeHHble METOOUKH HE IPUBENU K IIOIYYCHUIO
HeNeBbIX oKca3onuHoB (yTH E, F).

BzaumoneiictBue amuna (8) ¢ ueTblpeXKpaTHBIM H30BITKOM TpHpeHmipochrHa B
pacTBOpe HYeTHIPEXXJIOPHCTOTO yIiepoaa M aleTOHuTpwiIa (KumsdeHne 9 dYacoB) mO
meroauke [27] (myte H), Takke He MPUBEIO K MOJYYEHHIO 1IeJIeBOro okcazonuHa (13).

Kunsiuenne amuHocnupta (1) B Teduenue 40 yacoB B yYKCYCHOM AaHTHIPHIC B
npucyrcTBud mmpuanHa [28] (myte () ocTaHaBIMBAaeTCS Ha CTaAWH OOPa30BaHUS
MUAIIIEHOTO TPOW3BOJHOTO — mpaHc-4-(anerninamuHo)-1,1-muokcumorerparuapo-3-
tueHu anerara (15), kotopelit onucan panee [20].

PhCOCI, I,
K2CO3, t-BuOH _
= >
AcO, NHAC py ac,0 HO  NH, PhCH,OH, I,
BFS“» reflux 40 h L—f K2CO3, t-BuOH -
2505 G 'S, F
7\ 2\
o )ie} o O 4PPhg, 2CCly,
15 1 PhCOCI MeCN, 60°C, 9 h.
— 8
83.5% H
[lomobuble  TpymHOCTM TpH  00pa30BaHMHM  OKCAa30JIMHOBOTO  IMKJIA  C
HNCITIOJIb30BAHUECM HYTeﬁ CHHTEC3a E, MO>XKHO 06L$ICHI/ITL MOHWXEHHOM
HYKJ'ICO(I)I/IJ'ILHOCTLIO aToMa a30Ta BCJICACTBUEC 6J‘II/I3KOF0 PacCIoJIOKCHUA K

ANEKTPOHOAKIENITOPHON CYIb(QOHMIBHON TpyIIe, YTO MPENsITCTBYeT 00pa30BaHHIO
ocHoBanuii llludda, KoTropble 3areM NOABEPrarOTCS JAJbHEUIICH IUKIM3AIINY.
ITonoGHas cutyauust HaOMOgaeTCsl MPH WUCHONb30BaHMM IyTH H, rae, xak ykasbIBaroT
aBTOpHI [27], nefictBue TpuheHUAPOCHHHA C YETHIPEXXIOPUCTHIM YTIIIEPOJIOM HMPUBOIUT
K 00pa30BaHUI0O MMHUHA, KOTOPBIA 3aTeM TPaHCPOPMHUPYETCS B KOHEUHBIH MPOIYKT. B
JaHHOM CiTydae o0pa3oBaHHE UMHMHA TaKKe HE IIPOUCXOIUT.

N3BecTHO, 4TO 3aMBIKaHUE OKCA30JMHOBOTO LIMKJIA B aMHJIaX MOYKET IMIPOUCXOINUTh
MO JIBYyM MEXaHWU3MaMm: BHYTPHMOIEKYISHOMY Sn2-TIOZ0OHOMY MEXaHWU3MY, B POJH
YXOJISIIIEH BBICTYNAET THAPOKCUIIbHAS IPYIIIa, UMEET MECTO oOpalleHne KOHPUrypauu
aToMa yriiepoja INpH THAPOKCH-TPYMNIE; aKTUBUPOBAaHHAs THAPOKCH-TPYIMIA aTaKyeT
KapOOHMIIBHBIM aTOM YyTJIepoJa aMUIHON TPYIIIBI, YTO MPUBOANT K OTHIETNIEHUIO BOJIBI U
3aMBIKAHHIO OKCA30JIMHOBOTO IIUKJIA C COXpPAaHEHWEM KOH(PHUTYpaIuy aToMa YIiiepoia pH
runpokcu-rpymmne [29]. [ns BeIACHEHHS MeXaHM3Ma OOpa30BaHHs OKCA30JMHOB C
CyJb(OIaHOBBIM (parMEeHTOM, HaMH ObUI NMPOBEAEH BCTPEUHBIH CHHTE3 OKCa30JIMHOB
(11, 13) u3 yuc-N-anmnpHbIX npou3BoaHbIX (17, 18), monmydeHHBIX U3 yuc-aMUHOCTIHPTA
(16). Ongnako, Hu kunsgyenue amuaoB (17, 18) B xmopucToM THOHMIIE, HU OOJIydYeHHUE
MUKpOBOJHaMH (aueToHuTpui, 450 BT, 30 MuHyT) HE puBeIo K 00pa30BaHHIO LETIEBBIX
okcazonnHoB (11, 13). ITomoOHBIH pe3yabTaT MOXET ObITh OOBSICHEH CTEPHUUCCKUMHU
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3aTpyJHEHUSIMA TIPH 3aMBIKaHUM [HKJIA B ciaydae yuc-N-anuiabHBIX MTPOU3BOIHBIX
aMHHOCIIUPTOB, YTO MOXET HUMETh MECTO TOJBbKO TPU peanusanuu Sy2-Tog00HOro
MEXaHU3Ma.

@)
HO NH, HO HNJ\R
O CgHg -H,0 453 socl, O 0
s R-C B2 Za 50 Oy o )/s/\:[ »)—R - HC
>g \ rt S reflux 8 h o] N
16 2,4 17,18

R = 4-NO,Ph (17), Ph (18)

Takum o0Opa3om, Hambosaee 3(PPEKTHBHBIM METOIOM CHHTE3a OKCAa30JMHOB Ha
OCHOBE CyNb(OJAHCOACPKAIINX AMUHOCIHPTOB, SIBISIETCS LUKIW3aus UX mparc-N-
MOHOALMJIBHBIX ~ MPOM3BOAHBIX  MPH  KUISIYEHHMH B XJOPHCTOM  THOHHJIE.
[IpeamnonoXXuTenbHO, LUKIA3ALUS TMPOUCXOOUT IO BHYTPUMOJEKYJSIpHOMY  Sy2-
MOTIOOHOMY MEXaHU3MY.

JKCNepUMeHTAILHAN YaCTh

HK-cnexTpsl peructpupoBanu Ha ciekrpomerpax Spectrum One (Perkin Elmer) u
Nicolet iS10 B Tomkoit mnenke. Criektpsl SIMP 'H u3Mepsnn Ha pagroCneKTpoOMeTpax
Varian VXR u Bruker DRX ¢ paboueii yactoroit rerneparopa 300, 400 u 500 MI'iy mst
pacTBOpOB coelUHEHWH B jAedTepoauMeTHicyibdokcune. KoHTpomb mNpoTeKaHUs
pEaKkLMy U YUCTOThl CHUHTE3UPOBAHHBIX COENMHEHHH ocymecTBIsuM MerogoM TCX Ha
mwractuHax Silufol UV-254, snioeHT — HW30MpoOMaHoi, NPOSIBUTEIh — Mapbl HOAA.
DJeMeHTHBINH aHali3 BRIIONHSUIH Ha aHanu3aTope Carlo Erba.

Awmugpt (6-8, 17, 18) nmoxyuensl o obmieit meronuke [29]. K pactBopy 3 mmomnb
COOTBETCTBYIOIIETO 3-TUAPOKCH-4-amuHOCYIb(onana (1, 16) B 10 M1 BOABI MO Karusm
JI00ABJISUIA SKBUMOJILHOE KOJIMYECTBO XJIopaHruapuzaa (2-4), pacTBOPEHHOr0 B OCH30JI€.
IIpu nepemMeIMBaHNH pPEeaKMOHHON Macchl, 100aBIsIM 5% pacTBOp TMAPOKCHIA HATPUS
1o ciaboienouHo cpenpl. Ocagok oTHUIBTPOBBIBANM.

IMonyuenne mpanc-N-[4-ruapoxkcu-1,l-AuoKkcuagorerparuapo-3-
TueHua]ameramung (9):

Meromuka A. K pactBopy 6 MMmoibs mparc-4-amuHOTETparuapotuoden-3-on-1,1-
mrokeuaa (1) B aneToHe 00aBIISIOT SKBUMOJIBHOE KOJIMYECTBO YKCYCHOTO aHTHIPHIA.
IMepememmuBaror 1 yac npu 0°C, 3arem emie 2 yaca 0e3 MOAJACPKaHHS MOHWKCHHON
temrepatypsl. JlobaBisaror 3 M cMecu HachimeHHbIX pactBopoB NaCl u NaHCO; (1:1),
IKCTPArupyroT 3 X 5 miu cMmecu xinopodopm-uzomnponanon (9:1), cymar Hax cyiabdarom
Hatpus. Beixox 59.3%, T.mw1. 156-158°C. UK-cnektp, eml: 3416, 3327, 3028, 2968,
1642, 1571, 1306, 1231, 1165, 1108, 1031. Crmekrp SIMP 'H, &, m.x.: 1.88 ¢ (3H,
NHC(O)CHs), 3.09 m (1H, H®), 3.22 m (1H, H*), 3.27-3.32 (1H, H*), 3.44 m (1H, H*,
2322,26=10.0 T'ry, *J505=5.0 T'm), 4.42 yur.c (1H, H®), 4.49 m (1H, H*), 8.04 ym.c (1H, NH).
Haiineno, %: C 37.00; H 5.51; N 7.49. CgH;NO,S. Brrumcneno, %: C 37.30; H 5.74;
N 7.25.

Mertoauka b. K pactBopy 6 mmonb mpanc-4-amunoterparuapornoden-3-omn-1,1-
muokcrna (1) B aneTroHUTpHIEe B MPUCYTCTBHH 3KBHUBAJIEHTHOTO KOJHMYECTBa KapOoHarta
KaJusg JOO0aBISIOT SKBUMOJBHOE KOJIMYECTBO XJIOPHUCTOrO aneTuia (IepeMelInBaHue,
KOMHaTHast TeMiepatypa). OOpasyromuiicsi yepe3 HECKOIbKO YacoB OCalOK (DUIBTPYIOT.
Brixon 20,3%.
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mpanc-4-Hutpo-N-[4-ruagpokcu-1,l-tnokcugorerparuaapo-3-
TueHnJg|oenzamua (6). Boixox 83.4 %. T. mn. 213-216 °C. SAIMP 1H, 0, M.1.: 3.26-
3.45 (3H, H®, H* H™), 3.53 M (1H, H™), 4.56 m (1H, H%), 4.74 m (1H, H*), 6.00 1 (1H,
OH), 8.14 n1 (2H, H™, 3J,=8.5 '), 8.35 x (2H, H™), 8.92 1 (1H, NH). SIMP “*C, §,
M.IL: 51.1 (C?), 51.2 (C®), 60.4 (C?), 68.5 (C*), 123.5 (C™), 129.1 (C*), 139.4 (C™), 149.2
(CA'), 164.7 (C=0). Haiineno, %: C 44.10; H 4.31; N 9.01. C1;H1,N,04S. Boruucieno, %:
C 44.00; H 4.03; N 9.33.

mpanc-2-®rop-N-[4-rugpokcu-1,1-THOKCHIOTETPArHAPO-3-THEHMIT | GeH3aMHT
(7). Beixom 33.7%. T.mr. 178-180 °C. Haiimeno, %: C 48.06; H 4.33; N 5.29.
C11H1,FNO,S. Brruucneno, %: C 48.35; H 4.43; N 5.13.

mpanc-N-[4-Tuapokcn-1,1-nuoKkcnaoTeTparuapo-3-TueHna|6eH3aMu (28).
Bsixox 62.0%. T. . 130-132 °C(pasn). Crektp IMP 'H, §, m.1.: 3.22-3.42 (1H, H®),
3.50 m (2H, H®, H*®), 3.65 M (1H, H®), 4.56 m (1H, H®), 4.71 m (1H, H*), 5.95 1 (1H,
OH), 7.49, 7.56, 7.91 m (5H, H"), 8.49 x (1H, NH). Haiizeno, %: C 51.56; H 5.39; N
5.27. C11H13NO,S. Brruncieno, %: C 51.75; H 5.13; N 5.49.

4-(Anerniamuno)-1,1-nuokcuaorerparuapo-3-Tuenu anerar (15) momryden mo
metoauke [20]: 33 mmonb amurocnupra (1) kunstunu 40 yacoB B YKCYCHOM aHTHIIPHIIC
(1,3-xpaTHbIii U30BITOK) B TPHCYTCTBUH 42 MMOJIb MHUPUAMHA. PeakIHOHHYIO Maccy
yIapuBaiv, MAacllo PaCTHpald B JWITHIOBOM J(Hpe; 0O0pa3oBaBIIMNCI O0CATOK
orduasTpoBau. Berxoa 83.5%. T.r. 135-140 °C. Cunektp AMP 'H, 5, M. 1.84 ¢ (3H,
NHC(O)CHj), 2.09 ¢ (3H, OC(O)CHg), 3.06 m (1H, H®, Hs,5,=12.4 T'), 3.35-3.45
(1H, H?), 3.54 m (1H, H*, 35,,=7.2 T), 3.68 m (1H, H*, 25, 55=14.2 T'11, 3J525=5.0 I'm),
4.72 m (1H, H*), 5.43 ym.c (1H, H®), 8.24 1 (1H, NH). Haiineno, %: C 41.02; H 5.35; N
5.67. CgH3NOsS. Brraucieno, %: C 40.84; H 5.57; N 5.95.

yuc-4-Hutpo-N-[4-ruapoxcu-1,1-nuokcuaorerparnapo-3-TueHus|6eH3aMmu
(17). Beixom 92.2 %. T. . 165-170 °C (c pasin). Haiineno, %: C 44.35; H 3.91; N 9.03.
C11H1:N,06S. Brramciieno, %: C 44.00; H 4.03; N 9.33.

yuc-N-[4-Tuapokcu-1,1-nuokcumorerparuapo-3-tuennia|oensamua (18).
Boerxon 35.7%. T. . 155-160 °C. UK-cmekTp, em™: 3308, 3016, 1650, 1548, 1538, 1354,
1327, 1301, 1137, 1077.Cuextp SIMP 'H, &, m.x.: 3.11 M (1H, H®), 3.20 m (1H, H®,
Hsa55=12.0 'y, *J554=8.0 '), 3.62 M (1H, H*™), 3.69 M (1H, H*), 4.54 ym.c (2H, H°,
H4), 5.89 ymr.c (1H, OH), 7.50, 7.56, 7.87 m (5H, HAr), 8.64 ymi.c (1H, NH). Haiineno, %:
C51.99; H5.09; N 5.72. C1H13NO,S. Berancneno, %: C 51.75; H 5.13; N 5.49.

I'unpoxmnopuabl  okcazonmHoB (11-13) monyweHsl mo oOmed Meromuke [29]
KuarsyeHreM amunioB (6-9) B u30BITKE XJIOPHCTOTO THOHWIIA B TEYEHHE § 4YacoB.
XJIOpPHUCTBI THOHHMI YJASUIM B BaKyyMe, MPOMYKTHI TOJYYEHBbI C KOJIMYCCTBCHHBIM
BBIXOJOM.

T'uapoxaopun 2-(4-uurpodennn)-3a,4,6,6a-rerparuaporuenol3,4-
d][1,3]okca30a-5,5-nmokenaa (11). T.mr 177-180 °C. MK-cmektp, cm™: 3388,
1673, 1526, 1350, 1299, 1167, 1117, 717. Cuextp SIMP *H, &, m.x.: 3.29 m (1H, H*),
4.42 M (2H, H*, H*), 3.50 M (1H, H®, 2. 65=14.8 Ty, *Jgc6.=4.8 T'm), 4.59 m (1H, H™),
4.73 M (1H, H®), 8.14 1 (2H, H, 3),5=8.8 T'm), 8.32 n (2H, H"), 8.77 yur.c (1H, NH").
Haiineno, %: C 41.76; H 3.39; N 8.66. C1;H11CIN,OsS. Beruucineno, %: C 41.45; H 3.48;
N 8.79.

I'napoxnopun 2-(2-propdennn)3da,4,6,6a-terparnuaporueno|3,4-
d][1,3]okcaz0a-5,5-quokcuna (12). T.mn. 193-195 °C. UK-cnektp, em™: 3382, 3017,
2956, 1739, 1650, 1537, 1301, 1249, 1124, 1073, 756.Criextp SIMP 'H, &, Mm.1.: 3.43 M
(1H, H*), 3.65-3.78 (2H, H*, H*®), 3.87 m (1H, H®, Jg.e6=14.7 T, *Jgc62=4.5 I'ry), 5.06
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M (1H, H*), 5.90 ym.c (1H, H*), 7.25-7.76 (4H, H™), 8.86 1 (1H, NH"). Haiineno, %: C
45.56; H 3.49; N 4.66. C1;H;;CIFNO;S. Boruucneno, %: C 45.29; H 3.80; N 4.80.

I'uapoxnopua 2-¢penuni-3a,4,6,6a-rerparuaporueno|3,4-d][1,3]okcazon-5,5-
auokeuaa (13). T.mn. 252-256 °C. UK-crektp, eml: 3362, 3016, 2956, 1736, 1648,
1532, 1309, 1262, 1171, 1129, 1088, 710. Crextp SIMP 'H, 8, m.1.: 3.30-3-60 (1H, H*),
3.65 M (1H, H*), 3.74 m (1H, H*, 2404=13.0 T'), 3.88 M (1H, H®), 5.08 m (1H, H*),
5.85 ym.c (1H, H*®), 7.40-7.75, 8.06 m (5H, H™), 8.80 1 (1H, NH"). Haiineno, %: C
48.51; H 4.11; N 4.93. C1;H1,CINO;S. Boruucneno, %: C 48.26; H 4.42; N 5.12.

I'mapoxgopun 2-metnia-3a,4,6,6a-terparuaporueno|3,4-d][1,3Jokca3zoa-5,5-
muokennaa (14). T.wr. 153-155 °C. MK-cmektp, cv™: 3336, 3019, 2968, 1670, 1587,
1528, 1333, 1183, 1150, 1055, 868. Cnektp IMP 'H, &, m.1.: 1.07 ¢ (3H, CHs), 3.25 M
(1H, H*), 3.37 M (2H, H*, H*), 3.46 m (1H, H*), 4.49 m (1H, H*), 4.63 yur.c (1H, H®),
8.61 ymr.c (1H, NH"). Haiineno, %: C 34.31; H 4.51; N 6.83. C4H1oCINOsS. Brruncieno,
%: C 34.05; H 4.76; N 6.62.
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Oxca30J1iHM IIMPOKO BUKOPHCTOBYIOTHCH y SIKOCTI JIKIB Ta CHHTOHIB 11 iX OTPUMAHHA; AK
CTPYKTYPHI ()parMeHTH JJIs1 3aXUCTY PeaKUifiHUX LEeHTPiB, a TaKoxk y sikocTi Jiranais. Hamu Bnepme
HAOCTiUKEHO 3aTHICTL i30MepHMX yuc- Ta mpanc-3-TiApokcu-4-aminocyabgoaaHiB 10 yTBOpeHHS
okca3oJiniB. OKca3o/liHd YTBOPIOIOTHCH LLIAXOM HHMKJIi3aumii BiamoBinnux N-anmmiabHUX HOXiTHHX
mpanc-3-riipoxcu-4-aMiHoCy/Ib(oIaHy NPU KUI’ATIHHI Y XJOPUCTOMY TiOHimi; amiau yuc-izomepHoro
aMiHOAJIKOT0JII0 32 THX 7K€ YMOB NMPOBEIeHHS peakiii He YTBOPIOIOTh TOTOKHOI'0 NPOAYKTY. OTpuMaHi
Pe3yIbTaTH MiATBEPIKYIOTb, WI0 OKCA30JiHOBHH LMK/ YTBOPIOETbCS 4epe3 peasizaniro
BHYTPiIIHEOMOJIEKYJISIpHOTO S\ 2-M0Ai6HOr0 MexXaHi3My 3a yMOB BHKOPHCTAHHS XJOPHCTOIO TiOHITY y
SIKOCTI JeriIpyro4oro peareHrty; ajJbTepHATHBHMII MeXaHi3M (aTaka riipOKCUIBHOI IPyNH 10 KapOoHY
aMiqHOI rpyny) He peasti3y€Thes NPH 3aCTOCYBAHHI MiKPOXBH/ILOBOI'0 ONIPOMiHEHHs peakuiliHoi MacH.

Kniouosi  cnosa:  cymvdonan;  4-amiHoTterparizpotioden-3-on-1,1-miokcun;  amiHOCHHPT,
1,3-okcazomis; amiz,.

Oxazolines are widely used as synthons for medicines and their production, as protection for
structural fragments of reaction centers, as well as ligands. We for the first time examined the ability of
cis- and trans-3-hydroxy-4-aminosulfolanov to form oxazolines. Oxazolines are formed by cyclization of
the corresponding N-acyl derivatives of trans-3-hydroxy-4-aminosulfolan under reflux in thionyl
chloride; amides of cis-isomer aminoalcohol under the same conditions of the reaction do not formed
identically product. These results confirm that the oxazoline cycle formed by realization of
intramolecular Sy2- mechanism using thionyl chloride as dehydrating agent; alternative mechanism
(the attack of the hydroxyl group on carbon of amide group) can not be realized using the microwave
radiation reaction mass.

Keywords: sulfolane; aminotetragidrotiofen-4-3-ol-1,1-dioxide; the aminoalcohol; 1,3-oxazolin; amide.
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