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BBEJEHUE

Kapb6amaTsl criipToB 1 aMMHOB ITUPOKO MPEICTaB-
JIeHBI B JIUTEpaType. AHAIN3 JIUTEPaTypPHBIX AaHHBIX
MOKA3bIBAET, YTO OOJBIIMHCTBO CHHTE3MPOBAHHBIX
kapOaMaToB 00Jaar0T (HapMaKOJOTHUYCCKOM aKTHB-
HOCThIO. CyIIEeCTBYIOT OpUIMHAIbHBIE HOAXOIBI K
CHHTE3y KapOamaToB, Hanpumep, B padore [1] onuca-
HO TIOJy4eHHUE [-OKCHIPOMUIKapOaMaToB MyTeM CO-
YeTaHUs TPEX KOMIIOHEHTOB: IPONAPrHIOBOTO CIIHP-
ta, CO, 1 aMMHOB B IPUCYTCTBUU AKTUBHOTO KaTaJH-
3aropa — colelt cepeOpa.

PE3VJIBTATBI U OBCYXAEHUE

OObeKTaMu WCCIICIOBAHUS, MPEICTABICHHBIMI B
HacTosIIeH paboTe, cTamu KapbamaThl POU3BOTHBIX
AICTHIICHOBOTO Psi/a, Y KOTOPBIX BBHISBICHA CHOTBOP-
Hasi, IPOTHBOCYAOPOKHAS U IPOTUBOMUICTITUYCCKAS
AKTUBHOCTb.

OnuH M3 mpeAcTaBHTENeH aleTHIICHOBBIX KapOa-
MaroB — 3-meTui-3-kapbamomnOyTtun-1 (la) — Ho-
Boe siekapctBeHHoe cpenctBo (JIC) mox HazBaHumem
«Kapbarun», obnanaroniee MpoTHBOIMMICHTHIECKOH
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aKTUBHOCTBIO [2] 1 ycTaHOBIeHHOE B HCTUTYTE XU-
mun uMm. B.M. Hukutuna HamuonanbHOU akajgeMuu
Hayk Tamxukucrana. B coBeTckuil mepuon JaHHOE
JIC mpornuio KITMHUYECKOe HCITBITaHNE U OBLIO pa3pe-
meHo @apmrkomuteTroM Munsnpasa CCCP k BbIITycKy
B MPOMBIIIUIEHHOM MaciuTade. PU3NKO-XUMUYIECKUE
CBOMCTBA JAHHOTO Tperapara n3y4eHsbI JOBOIHHO MO~
pobHO, ogHAKO, BOpoc ycroitunBocTH «Kapbarun» B
arpecCUBHBIX cpefax J0 CHUX MOpP OCTaeTCs Hepaspe-
IIeHHBIM. BerneictBrue 3Toro ObLT MCCIIENOBaH IMPO-
LIlecC ero XMMHUYECKON ACCTPYKLIHUU B KUCIOHN cpene,
MOJIETUPYIOLIEH Cpey JKeIy/IKa YeIOBeKa.

Criextp IIMP coenunenns la BKiIrouaeT curHa-
JBl TIPOTOHOB JIByX METHIBHBIX Tpynm (6 1.6 m.u.),
TEPMHUHAJIBHOTO BOIOPOAA ALETHICHOBOH CBs3U (O
2.6 M.1.) 1 amuHOTrpynmsl (6 4.8 M.1.).

JlexapcTBeHHbIE CPEACTBA, IOCTYIAOLINE B Opra-
HU3M 4eJIOBEKA, OKa3bIBAIOTCS JJIs1 HETO KCEHOOUOTH-
KaMH, T.€. 4y>KepOAHBIMH areHTaMu, KOTOpbIe MOJIIe-
JKat BbIBeIeHHI0. KOMITIIeKe XUMHUECKUX HITH OHMOXH-
MHUYECKUX peakiuii, B pe3ynsrare koTopsix JIC mpe-
BpaIaloTCs B MPOAYKT, BRIBOJASIIMICS U3 OpraHn3Ma,
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HazbIBaeTcs Ounorpancdopmanueii. OOpa3oBaBIIecs
B OpPraHM3Me YeJIOBEKa HOBBIC XUMHUYECKHE COCIH-
HEHHs 001aJaf0T aKTUBHOCTHIO M TOKCHYHOCTHIO,
OTIIMYHBIMU OT WCXOIHOTO Tpenapara. Tak, B mpo-
necce OuoTpaHchopMmalu KOPTH30Ja, 00pa3yercs
(hapmaxonoruuecku 0osee aKTUBHBIH TOPMOH-THIPO-
KOPTH30H, a B pe3yJbTare OnoTpanchopMaiyy IpoTH-
BOKAIIJIEBOTO TIperapara KOAEHHa — HapKOTHYECKHUI
aHanpretuk MopduH [3]. Ilpu hopmynmpoBke KoHEd-
HBIX BBIBOJIOB O OMOJIOTMYECKOW aKTHBHOCTH HOBBIX
JIC cnenyeT y4nuThIBaTh BO3MOKHOCTH OMOTpaHcgop-
Maluy 1 MeTadoIu3Ma.

OCHOBHBIE CTaauM, MPOUCXOJAIINE B MOJIEKYJe
«Kapbaruna» B KUCIIOW cpejie U TpelCTaBICHHbIC Ha
CcXeMe, MOTyT BKJIIOYATh TUApATAlMIO IO aleTHiIe-
HOBOH CBSI3M M TMAPONN3 KapOamMuHOBOH rpymme. O
MIPEUMYIIECTBEHHOM HANpaBlICHUH PEAKLUU MOKHO
CYIUTb IO CTPYKType OOpa30BaBLIMXCS KOHEUHbBIX
TIPOAYKTOB.

Kak mnokaszan aHanu3 MpPOLYKTOB JECTPYKLUH,
OCHOBHBIM HAIIPaBJICHUEM PEAKLUHU B YCIOBHUSIX pe-
aknuu KydepoBa CTaHOBUTCS 0Opa3oBaHHE S5-METH-
nen-4,4-numetnn| 1.3 nuokconan-2-o1a (3) ¢ 9K30-
LMKJIMYECKOH METUIIEHOBOM IPyNION 3a CueT TUApPO-
au3a 1Mo KapOaMOWJIbHOM rpymme 3-meTui-3-kapOa-
MomnOyTrHa-1 (1a) 1 IPOMEKyTOUHOTO 00Pa30BaHUS
3-metmi-3-O-kap6okcndyTtrna-1 (1b).

3aBepiaroniei cCTaauei CTaHOBUTCS BHYTPUMOJIE-
KyJSIpHOE TPUCOCIUHEHHE MPOTOHA KapOOKCHUIBHOMN
TPYMITBI TPOMEXYTOYHOTO TIpoxykTa 1b mo ameruie-
HOBOM CBSI3M, KaK ITOKa3aHO Ha cxeme 1.

JlokazarenbCcTBOM CTPYKTYpHl S-metusen-4,4-nu-
metwia[ 1.3]mnokconan-2-ora (3), OKa3bIBAeTCSA HC-
Ye3HOBCHHE CHTHalla aleTHJICHOBOrO IMpoToHa (O
2.6 M.1.) 1 aMuHOTPYMIIHI (O 4.8 M.[I.), IMEBIIUX Me-
cto B criektpe [IMP ucxomnoro coenunenus 1a u mo-
SIBIIEHUE CUTHAJIOB ITPOTOHOB JIBYX METHJIBHBIX TPYTIIT
(6 1.60 m.1.) 1 1ByX jJyOJIETOB MPOTOHOB METHUJICHO-
Bo#i rpynmsl (6 4.3, 4.8 m.1.).

B UK cnekrpe coeaunenust 3 HaOmomaeTcs Imo-
sIBJIECHME HOBBIX I10JIOC ITOIVIOIIEHMS B oOnact 2960,
860-840 cM !, XxapaKTepHBIX I aCHMMETPHUECKHX
U 1e(OpMaIMOHHBIX KOJICOAHHN AK3OIMMUKINYECKON
METHUJICHOBOU CBs3u. llomochl mormomieHus B 06ma-
ctu 1700-1680 n 1840-1760 cM ! MoxHO oTHeCTH
K BaJICHTHBIM M JI¢(DOPMAIMOHHBIM KOJICOAHHSIM Kap-
OOHWIBHOM TpymIbl S-MeTuneH-4,4-aumetnn| 1.3 ] nu-
okcoan-2-oHa (3). [Tos0ck MOIIONICHUS B 00JaCTIX
3000, 1400—1260 cM ™' cOOTBETCTBYIOT aCHMMeTpHYe-
CKUM U Je(OpMAIIMOHHBIM KOJICOAHUSM aJIKHJIbHBIX
rpyrn npu C* mukia. TTomock! moromeHnus: o6nacTu
1180, 1100 u 1020 cm !, orHOCsTCS K KOIEeOaHHIM
(parMenTa, comepKamiero CB3H YIiepoa—KHCIOpO]
(C-O—C nuxna).

N3BecTHO, 4TO B ycnoBuax peakuuu Kyueposa
alleTHJICHOBbIE COEIMHEHUS TIPUCOCTUHSIIOT MOJIEKY-
JIy BOJIBI ¢ 00pa30BaHUEM KETOHOB U abAeTuI0B. [1iis
JTIOKa3aTeIbCTBA, YTO THAPATAIIHS alleTHICHOBOM CBSI-
3W B HAIlleM cITydae He MMEET MecTa, ITyTeM BCTpPed-
HOTO CHHTE3a IONy4YeH 3-MeTHII-3-KapOamMously-
TaH-2-0H (2), oOpa3yromuiics Mpu B3auMOJEHCTBUN
3-metnn-3-runpokcudyran-2-ona (1) u nuanara Ha-
TpUs B cpene xiopodopMma B MPUCYTCTBUH TPUDTO-
PYKCYCHOM KHCIOTHI [2], 10 cxeme 2.

Cxema 1
H,N__O O _OH
HgO/H,S0, + H,0
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© Me Me Me
1c 3
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Cxema 2
OH NaOCN Na” "OCN HN__O
Me Me CFiCOOH Hg, ~CF;COO0H \( 0]
cHcl, | Oy O~H~-0O “NaOH O
M YU e e
O CF3 Me Me Me Me
1 2

HcxonHoe coenuHeHHe 3-METHI-3-TUAPOKCHOY-
TaH-2-0H (1) CHHTE3UPOBAaHO MO METOAMKE, ONHMCAH-
HO B paborax [4-5]. Beixoj 1ieneBoro mpomykra
3-metmi-3-kapbamonnOyTan-2-oH  (2) cocTaBiseT
20%. Brigeneno 0enoe KpUCTAUTUYECKOE BEIIECTBO
(Tt 116-117°C), cTpoeHme KOTOPOTro MOATBEPIKIE-
Ho UK u TIIMP cnekrpam.

B UK crniekrpe coenuHeHus 2 MIMEIOTCS UHTEHCHB-
HbIE TOJIOCHI MOTToIeHuUs B 00mact 1780—1720 cm .,
xapakrepuble i1 C=0 xapOaMOUIBHOW M aleTHIIb-
HOM TpymIl, a TAKXKEe T0JI0ca MOVIONICHHUS B 001acTH
3340-3230 cm !, oTHeceHHas K KONEGAHMAM aMHHO-
rpymnmnsl. [Toock! momionieHus: BaleHTHBIX U Jiehop-
MAI[MOHHBIX KOJICOAHHI aJKWJIBHBIX TPYII TPOSIBIIS-
10Tca B obmacTax 3000, 14801340 cm™!, a sa¢pupHoii
rpymmer C-O—C B o6mactu 1160, 1020 e,

B IIMP cnekrpe coeauHeHHs] 2 OPUCYTCTBYIOT
CUTHAJIBI JIByX METHIIbHBIX Tpym (O 1.47 M.71.) u atie-
TiibHON Tpynnsl (O 2.13 m.x.). Curnan B oOnactu
6.0 M.ZI. COOTBETCTBYET MPOTOHAM AMUHOTPYIIIIHI.

CpaBuenne criektpoB [IMP coenunenwuii 1a, 2 u 3
YKa3bIBaeT Ha TO, YTO MPOIECC AECTPYKIIUU COETUHE-
Hus 1a He cBsI3aH C IPUCOSTMHEHUEM MOJIEKYITBI BOBI
TI0 alleTHUIICHOBOH CBSI3U.

OtmeueHo [6], UTO TATHUYICHHBIE cepa- W a30T-
cofiepKaline TeTePOIUKIIBI C SK30UUKINIECKON Me-
THJICHOBOW TPYMIIONH OOpPa3yroTCs TPH B3auMOIEH-
CTBUHM AaIleTHJICHOBBIX aMHUHOB C CEpOYIJIEpPOIOM.
O06pa3oBaHme THA3OIUINH-2-THOHOBOTO ITUKJIA B JaH-
HOM CJIy4ae CBS3aHO C IPHUCOECTUHEHHEM THOIBHOMN
TPYTITEI TIO alleTHIIEHOBOH CBs3U. Panee coobmianock
0 cuHTE3e ¢ BEIXomoM 10 90% S-merunen-4,4-nuan-
kwi[ 1.3]A1M0KCcONan-2-0HOB MpU  B3aUMOAECHCTBUU
3-metui-3-ruapokcudyTuH-1-0B co cmeceto CO, u
BTOPUYHBIX AMUHOB B IPUCYTCTBUH KaTanuszaropa [7].

Ha cxeme 1 mpencraBieHbl 1Ba BapuaHTa THIIO-
TEeTHYECKoro repexonHoro cocrtosHus 1b u lc, Be-
OymAX K (POPMHUPOBAHHUIO MATHYICHHOTO ITUKJIA.
IIpomexxyTouno obOpazyromuiics 3-meTmi-3-O-kap-
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O0okcuOyTuH-1 (1b) MOKET CO3/1aBaTh MATUUICHHBIN
IIUKJT 33 CYCT BHYTPUMOJICKYJISIPHON JACTH/IPATAIINH.

JIns BBIACHEHHUS BOIPOCA DHEPreTHUYECKON Ipej-
MOYTUTEIBHOCTH CTPYKTyp THra 1b u 1¢ paccunranbl
WX MUHAMYM DHEPIHH 110 KOMITBIOTEPHOH MporpamMmme
«Gaussiany ¢ UCTIOIB30BaHUEM METO/Ia TEOPUH (PyHK-
nuonana miotHoctu (DFT B3LYP) [8]. PacuerHbie
JaHHBIE [0 YHEPTUU MUHUMYMa [IPOLYKTOB T'HJIPOJIHU-
3a 3-mermi-3-kapbamomnOyTrHa-1 (1a) n Hambonee
MPEANIOYTUTEIIbHBIE ¢ YHEPTETUUECKON TOUKU 3PEHHUS
KOH(pOPMAITUH TIPEICTABICHBI B Ta0M. 1.

Kak cnenyeT 13 JaHHBIX KBAHTOBOXHUMHUYECKHUX pac-
4eToB, oOpa3oBaHue S-mermiieH-4,4-numern|l.3]-
JTNOKCOJIaH-2-OHOBOTO IWKJa (3) CTAaHOBHUTCS JHEP-
TeTUYECKH TIPEATNOYTUTENFHBIM 110 CPaBHEHHIO CO
CTPYKTYpPOH B OTKPBITOM 1IEIH.

W3 mpoekiuu MONEKYISpPHBIX MOAENIEH coeau-
HEHUsS 3 CIleAyeT, 4TO KapOOHWIbHAS TPYyIIa, ISITH-
YJIEHHBIM [IUKJI U DK30LUKINYECKasl STHIIEHOBAs CBSI3h
HAXOJATCS B OJHON IUIOCKOCTH, YTO CITYXKUT TPUYH-
HOUM TIOSBJICHUS XHUMHYCCKOM HEIKBHUBAJICHTHOCTHU
[IPOTOHOB METHJIEHOBOM I'PYIIIIBI.

B cnyuae coemunenust 1b opuenranus kapOoHU-
JBHOHM T'pyNIIbl OTHOCHUTENIBHO alETHICHOBOH CBS3H
UMeeT NPUHLUINAIBHOE 3HAYEHUE Ul NPOTEKaHUs
IIPOLIECCOB, 3aTPAruBarOIUX alleTUIICHOBYIO CBSI3b.

[Tpu opueHTanMM KapOOHWILHON TPYTIIBI B CTOPO-
HY alleTUICHOBOH CBS3H IIPOUCXOINUT e¢ OIOKUPOBKa,
YTO 3HAYUTEIHHO OTPAHWYMBAET HAIPABICHHE peak-
nuu ragparamun no Kyueposy. B xordopmanuu (b)
Ha PUCYHKE THAPOKCUIIbHAS TpyIa cONMmKeHa K are-
TUJICHOBOM CBSI3U M €CTh BBICOKAsI BEPOSITHOCTH 00pa-
3oBanus BBC nporona OH rpynmsl U 3JeKTpOHHOTO
oOnaka m-cBs3u [9].

Wcxozst U3 TOMYYEHHBIX CHEKTPATbHBIX TaHHBIX,
pacuera MHHUMYyMa SHEPIUH OOPa3yOIIMXCS MOJIe-
KyJI ¥ aHaJIM3a MOJICKYJISIPHBIX MOJIENICH MOKHO Cie-
JIaTh BBIBOJ, YTO B Cllydae 3-MeTHII-3-KapOaMousoy-
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DHepreTriecKne XapakTepUCTUKH 1 MPOCTPAHCTBEHHBIC MOJIETIH UCCIEAYEMBIX CTPYKTYp COeinHeHuH 1a—¢ n 3

No CtpykTypa E, > KK/MONB Mogens
HZN\KO
1a O><CECH ~114.641x104
Me Me
O, OH
1b O>(CECH —119.823x10*
Me”™ Me
O_OH
1 T om 139.783x10°
— X
c e ><g CH, .
Me Me
0)
}—o
_ 4
3 O>(¥CH2 119.883x10
Me Me
tuHa-1 (1a) BHYTPUMOJIEKYISIPHBIE B3aMMOICHCTBUS a3MHOB. AHaJOrM TUAJUA3WHOB OIKCAHbl B HAaIIUX
OKa3bIBAIOT BIMSHHUC Ha HAIPaBICHUE KOHKYPHPYIO- panHux paborax [l11-12]. B kauecTBe HCXOIHOTO
LIUX PEAKIHii, 3aTPArMBAIOIINX ALETUICHOBYIO CBA3b. WCIONBb30BaH 3-MeTWI-3-ruapokcnOyTan-2-oH (1),
B pa6ore [10] coobmanoch O aHTUKOATYIISHT- IpU  B3aUMOJIEHCTBUM ¢ OM(YKIMOHAIBHBIMH pe-
HOW aKTHBHOCTH 2,5-IH3aMeENIeHHBIX-1,3,4-THanu- areatamu — tuocemukapoazunom (TCK) u tnaokap-
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(a)

(b)

Bo3moxnsle koHdopManny 3-meTwi-3-O-kapookcnbytrHa-1 (1b): (a) kondopmanus ¢ ynanéunoit OH rpymmoii oT aneTnieHoBoH
cBs3; (b) koHpopMarms ¢ opueHTanueid OH rpymnisr B cTOpOHY alleTHIICHOBOH CBS3M M BO3MOXKHOCTBIO 0Opa3oBanust BBC

ooruapazuaom (TKI') o6pazyeT nCKOMBIE TeTEpPOIIHK-
JIBI.

3-Metun-3-kap6amonnOyTan-2-oH (2) mpu B3au-
mozeiicteuu ¢ (TCK) oOpasyeT npenmyIiecTBeHHO 3-
MeTHII-3-KapOaMomIOyTaH-2-TuoceMuKapOa3on  (4),
(cxema 3).

Crpoenue coenuHenus (4) yCTaHOBJICHO IO JIaH-
HbIM 35ieMeHTHOro ananusa, UK u IIMP cnekrpos.
B UK cnekrpe ecTh MOI0CH MOTIONIECHUS, COOTBET-
CTBYIOIIME BaJICHTHBIM KOJICOAHMSM CBSI3EH TPYIII,
yKa3zaHHBIX B ckoOkax: 1780 (C=0), 3230—440 (NH,),
1160 (N-C), 1140-1020 (C-O-C), 1520 (N-N) u
1645 (C=N) cm™ .

B mamem npensimymem uccnenoBanuu [10] orme-
YEHO, YTO 2-aMUHO-5,6,6-Tpumetnn-1,3,4-Tuaanasux
oOpa3yeTcsi MpU HaUYAWA CBOOOJHOW THIPOKCHIIb-
HOW Tpymmbl B 3-MeTwiI-3-TuapokcuOytan-2-oune (1).

s monydenmns  2-amMuHO-(THApasuHMI)-5-(1-Me-
Thia-1-xapbamonnokcus T )-6H-1,3,4-TnagnazuHoB
6, 7, ucxogHoe coequHeHHE 3-MeTHII-3-KapOaMOwMII-
OytaH-2-oHa (2) MEpeBOAMIOCH B O-OpOM-3-METHII-
3-kapbamomnOyTan-2-0H (5), ganee B3anMMOJACHCTBY-
Iolee ¢ THOCEMHKapOa3uIoM M THAOKapOOTuapasu-
JIOM.

C uenbio BBEAEHUS B MOJIEKYTy 3-MeTHII-3-Kap-
O6amomnOyTaH-2-oHa (2) JOMOJHHUTEIHHOTO pEeaKIu-
OHHOTO IEHTpa MPOBEACHO €ro OPOMHpPOBaHUE MO-
JEKYJISIPHBIM OpOMOM ISt TiepeBojia B B-Opom-3-me-
THi-3-kapoamounoyTan-2-ona (5) B pactBope 1,4-nu-
okcaHa, o meronuke [14—15] B COOTBETCTBHM CO
cxemotii 4.

Jlanee mo mMeTomauke, ommcaHHOW B padorax [10—
11], myTem B3aUMOAEWUCTBHUS COEAUHEHUS S ¢ THOCe-
MUKapOa3uIoM W THAOKapOOTHIPA3UIOM TOTYUECHBI
COOTBETCTBYIOIIME 2-aMHUHO-(TUApa3uHmI)-5-(1-me-

Cxema 3
S S
(0] H
I T 0 oo, O CH; N-NH-C-NH,
HyN—C—0—C—C_ i 3y
(Ij . CH; EtOH/H,0 H2N—C—O—§—C\
’ cHy CHs
2 4
Cxema 4
O CH; O O CH; O
HN(HZO(|33C// o HNPJO(':3C//
2 T\ H,0 2 T\
CH3 CH3 CH3 CH,Br
2 5
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Cxema 5

0 CH; N—N 0 CH; N—N
TSC i Y \ I L/ \
— H2N—C—O—C—<_' VN, | = HN=C-0-¢—( )N,
PARS] | pp— | S
CH, “BHS CH;
6
5
9 ?H3 N—N ITIHz (") (|3H3 N—N
LS luN—C—0—c— N\ e HN—C—0—C— N _
o™ | HaN—C—0 CI3‘<_'_“>—NH H,N—C—0 (;i —NH-NH,
CH; “-BrHS CH; S

Tui-1-kapbamomnokcud Tl )-6 H-1,3,4-Tnanna3nuol
6, 7 (cxema 5).

Oo6pazoBanne  2-amuHO-(THapa3wHMN)-S-(1-Me-
Thi- 1 -kapbamomnokcndThN )-6 H-1,3,4-THanna3snHoB
6, 7 nonTeepkaaercs nanubiMu MK u IMP 'H criek-
TPOB.

B UK cnexrpe coequnenuit 6, 7 uMeroTcst moso-
CHI MornolieHus B oonactsax 1322-1170, 1423, 3254,
1640 u 765, 675, 1525, 1660 cMm™!, oTHeceHHBIE HAME
K konebanusaM ax3orukiandeckux (C—C, C-N, C-O0,
C=0) u saponukmmyeckux (C—S, N-N, C=N) cBs3eii
COOTBETCTBeHHO. Ilomoca momiomeHuss B 00NacTsIX
1782-1724 u 3440-3230 cm ! xapaxrepna mis C=0
u NH, xap6aMOoMIbHOM IrpyMIIbL.

B cniektpe SIMP 'H coenunenuii 6, 7 mpucyTCTBY-
et cunnieT npu 3.71, 7.16 1 9.14 m.a. ¢ uHTErpanbHON
WHTEHCUBHOCTHIO 10 2H, OTHECEHHBIM K METUJIEHO-
BBIM TIpoToHaM C® MONMOKEHHH IMKIA U K30IHKIH-
YECKUM aMHHOTPYIIIaM COOTBETCTBEHHO.

B cnydae coenrHeHust 7 UMEIOTCSI HOBBIE CHHIJIE-
Tl 1pH 3.21 1 8.8 M.A. ¢ MHTErpaIbHON HHTEHCUBHO-
ctbto 2H u 1H, oTHECeHHbIE K MTPOTOHAM IK30LMKIIN-
YEeCKOM TUAPAa3UHUIBHON TPYIIIBL.

OKCIIEPUMEHTAJIBHA S YACTb

Cnextpol [IMP 3anuceiBanu Ha CHEKTPOMETpE
«Bruker AM-300» (I'epmanus) B pactBope CDCl;,
BHyTpeHHU crtangapt — TMS. UK cnekrpsl 3a-
nuceiBam  Ha crnekrpodoromerpe «Perkin-Elmer
Spectrum-65» (CIIIA) B unTepBane 400-4000 cm .
OneMEeHTHBI aHaJIW3 BBINOJHUIM Ha AaHAJIM3aTOpPe
«Perkin-Elmer-2400» (CILIA).

WHIuBHTyaIbHOCTE CHHTE3UPOBAHHBIX COCIMHE-
Hui noaTBepxkaanu meronoM TCX Ha cTaHmapTHBIX
miactuHax «Silufol UV-254» (Yexus), dMIOCHTHI —
Oenzon—coupt 2:1, cnupr—xsnopodopm 3:1, mposiBis-
JIM TapaMu Hoja.

Ucxonnoit  3-mermn-3-runpokcnOyran-2-oH (1)
CHHTE3UPOBAIM M3 3-MeTWI-3-THIpPOKCHOyTHHA-1,
ITyTeM THJIpaTaIluy 110 METOINKE, ONTUCAHHON B pabo-
Tax [4-5].

3-MeTnia-3-kap6amoninlyran-2-on (2). K pac-
TBOpY 25.5 T (255 MMOib) 3-MeTHUi-3-TUAPOKCH-
Oyran-2-ona (1) u 26.0 r (400 mmons) NaOCN B
300 M Ge3BOAHOTO XJIOpodopMa, TIPU MepeMeITnBa-
HUU B Te4eHue 5 1, npukamneBaiu 48.0 r (442 MMoIb)
TPUPTOPYKCYCHOM KHCIIOTHI, 3aTEM €Ile MepeMeln-
Banu 5 4. Ilo 3aBeplieHUN nepeMenuBaHusl HEHTpa-
JTU30BAIM PEAKIMOHHONW MacChl, pa3ieisuld XJIOpO-
(OpPMHBIH €10, OCYIIMBANIK U OTTOHSUTH XJI0POPOpM
Ha pOTOpHOM wuchaputene. Boixoq npoaykra 7.25 r
(20%), T.mn. 116-117°C. UK cnektp, v, cM |: 3440—
3230 w (NH,), 3000, 1780-1720 (C=0), 1480-1340
(CH;), 1160-1020 (C-O-C). Crmextp AMP 'H, §,
Mm.1.: 1.47 ¢ [6H, (CH;),], 2.13 ¢ (3H, CH;3-An), 6.00
¢ (2H, NH,). Haiineno, %: C 44.68; H 6.77; N 8.61;
CeH|{NO5. Brruncneno, %: C 44.72; H 6.83; N 8.69.

5-Metuaen-4,4-pumerunia|1.3]anoxkcanan-3-on
(3). B 100 ma 20%-nomy pactsopy H,SO,4 nobasnsnu
31.75 r (250 mMonp) 3-meTwiI-3-KapOamMomIOyTiHa- 1
(1a)u 2.5 (HgO). ConepxumMoe nepeMeInBai B Te-
genue 40 muH. [Tpr 3TOM HAOTIOMATOCH TIOBBIIIICHUE
TeMIIepaTypbl PEaKIIMOHHONW MaCChl, OXJIAXK JAFOIIAsICSI
JBJOM C MOBapeHHOW comblo. o 3aBepiieHnu peak-
UK U3 PEaKIIMOHHOM MaCcChl ITyTeM SKCTParupOBaHHUs
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XJIOpo(OpPMOM BBIZIEIICH IEJIEBO MTPOAYKT W OTOTHAH
xsiopodopm. Beixon mpoaykra 20.48 T (64%), T.IUL
34-36°C. UK cmektp, v, em ' 3000, 2960, 1840—
1760, 1700-1680, (C=0), 1400-1260 (CHjy), 1180,
1100-1020 (C-O-C), 846 (=CH,). Cnexrp AMP
H, §, m.ai. (J, Tu): 1.60 ¢ [6H, (CH;),], 4.55 1 (2H,
=CH,, J 4.0). Haiineno, %: C 56.18; H 6.19. CcHgO;.
Brruucneno, %: C 56.25; H 6.25.

3-MeTuia-3-kap6amMonadyTan-2-TuoceMu-
Kap6a3on (4). Pactop 1.91 r (10 MMoIs) THOCEMH-
kap6azuna (TCK) u 1.45 r (10 Mmonb) 3-meTrin-3-kap-
O6amomnOyTan-2-oHa (2) B 60 M (1:1) aTanon—BOAA
nepemenuBanu B TeueHue 20 MuH. BeimaBuumii oca-
JIOK OT(WIBTPOBBIBAIM M MEPEKPUCTAIIN30BBIBAIIN
u3 sTa”ona. Beixom mpomykra 1.76 T (81%), T.aum
148-149°C. UK crmektp, v, cM™': 3230-3440 (NH,),
1780 (C=0), 1645 (C=N), 1520 (N-N), 1160 (N-C),
1140-1020 (C—O-C). Cniextp SIMP 'H, §, m.1.: 1.24 ¢
[6H, (CH;),], 1.90 ¢ (3H, CH;), 6.00 ¢ (2H, NH,), 7.91
¢ (2H, NH,), 9.80 ¢ (1H, NH). Haiineno, %: C 38.48;
H 6.36; N 25.62; S 14.61. C;H4N,4O,S. BerancineHo,
%: C 38.53; H 6.42; N 25.68; S 14.67.

1-bpom-3-meTmi-3-kapoamonsioyranon-2  (5).
K pactBopy 14.5 r (100 MMonp) 3-meTHi-3-kapoamo-
nilyranona-2 (2) B 120 mut 1.4-quokcana mpu nepe-
MenmBanuy npukansBain 16 r (100 Mmons) Opoma.
3areM emie pa3 MepeMeIInBaId HA MarHUTHOU Me-
mayike B BoJsiHOW OaHe mipu temmeparype 60°C B Te-
yeHue 4 4. [IpoayKT ocakaany XoI0JHON BOJOM, BbI-
MTaBIINH CBETIO-XKEJITHIN TMOPOIIOK OTHHIBTPOBATH U
MEePEKPUCTAIIIN30BBIBAIM U3 BOJHOTO cupTa. Boixon
npoaykra 16.1 1 (72%), t.mr. 89-90°C. C4H;,(NO;Br.
M 224.

2-(2-Amuno-6H-1,3,4-Tuagna3zuH-5-ua)npo-
naH-2-wikapdamar (6). Pactsop 2.24 t (10 Mmmonb)
1-6pom-3-meTun-3-kapbamonnOyranona-2 (5)n 0.91r
(10 mmomes) TCK B 150 mutr criupr—Bona (1:1) marpe-
Bajny TeueHue 2 4 B mpucyTcTBum | mut xoHI. HBr.
PeakiioHHy10 CMeCh OXJIaXKJaju, HEUTpaIU30BaIU
pactBopom NH,OH, BbmaBmmii 0cafok OYHIIAIH
kumsmEM 3TaroiaoM (70 M Ha 1 T BemecTBa) ¢ ak-
TUBUPOBAHHBIM yIJIeM U QriIbTpoBasin. PacTBopuTens
ynapuBaJid, BeIXo mpoaykra 1.62 1t (75%), T.mr. 122—
123°C. UK cnektp, v, cM™': 3440-3200 (NH,), 1778
(C=0), 1605 (C=N), 1502 (N-N), 1436 (C-N), 737
(C-S). Cnexrp SIMP 'H (CDCly), §, m.z1.: 1.42 ¢ [6H,
(CH3),], 3.71 ¢ (2H, SCH,), 7.16 ¢ (2H, NH,), 9.14 ¢
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(2H, NH,). Haiineno, %: C 38.82; H 5.47; N 25.86;
S 14.76. C;H,N4O,S. Beruucneno, %: C 38.88; H
5.55; N 25.92; S 14.81.

2-(2-T'uppasuno-6H-1,3,4-tuaguasmu-5-u.u)-
nponan-2-uiakapoéamar (7). AHaJOTMYHO IO METO-
qke (6) u3 2.24 v (10 mmonb) 1-6pom-3-meTui-3-kap-
6amomnoyTanona-2 (5) u 1.06 v (10 mmons) TKI.
Berxon mponyxra 1.66 T (72%) ¢ T.rur. 108—-109°C. UK
CIIEKTD, V, em 1 3450-3200 (NH, u NH-NH,), 1778
(C=0), 1605 (C=N), 1502 (N-N), 1436 (C-N), 737
(C-S). Cniextp IMP 'H (CDCly), §, m.z1.: 1.42 ¢ [6H,
(CHj),], 3.21 ¢ (2H, NH,), 3.71 ¢ (2H, SCH,), 7.16 ¢
(2H, NH,), 8.80 c¢ (1H, NH). Haiineno, %: C 36.29; H
5.56; N 30.24; S 13.78. C;H3N50,S. Berancneno, %:
C 36.36; H 5.62; N 30.30; S 13.85.

BbIBOJbI

Iuaponus kapOaMaroB CHUPTOB alleTHICHOBOTO
psina B ycioBusax peakiuu KydepoBa He 3aTparuBaet
alleTHJICHOBYIO CBsI3b, a HAIlpaBlieH Ha KapOaMHHO-
Byl0o Tpymiy. KoHEeUHbIM MPOAYKTOM CTajld TUOKCa-
JIaHBl € JK30LUKINYECKOM METUIIEHOBOM TIPYMIION.
3aMeHIeHHBIe TUaJJUa3ruHbI ITOJTYYCHBI ITYTEM B3aUMO-
neticteuss TCK u TKI ¢ B-OpoMMeTnn okcuOyTaHO-
HOM.
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nepkke MUHAKOHOMUKHA W TOPTOBIH PecryOmuku
Tamxukuctan (mpoext ['P Ne 0116 EO 00547).
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of Dioxolanes and Thiadiazines
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In the process of hydrolysis of 3-Methyl-3-carbamoylbuthine-1, the final product is 5-methylene[1.3]dime-
thyl-1,3-dioxolan-2-one. Hydration of 3-Methyl-3-hydroxybuthine-1 under similar conditions leads to the for-
mation of 3-Methyl-3-hydroxybuthan-2-one, on the basis 6-Bromo-3-methyl-3-carbamoylbuthan-2-one were
synthesized 2-amino (hydrazinyl)-5-(1-methyl-1-carbamoyloxyethyl)-6H-1,3,4-thiadiazines.

Keywords: hydration, acetylene derivatives, oxyketones, intramolecular hydrogen bond, dioxolane and thia-
diazine cycle
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