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Peaxms 2-(1-ruapokCHIMAHO-2-0KC0-2-(heHmT THI)-6-R -npumvuanH-4(3 H)-0HOB ¢ H30BITKOM 71-TOITYOJICYTh-
(oxsI0puIa OCYIIECTBISETCS B JIBE CTAINH — Ha IIEPBOM TOZHIMPYETCS] aTOM KHCJIOPOJIA THAPOKCHUMHHOTPYTI-
I1b1, & HA BTOPO — aTOM KHCJIOPO/Ia aMHU/THOTO ()parMeHTa MUPUMHIMHOBOTO ukIia. [Ipy B3auMoaericTBru no-
JIYYEHHBIX JUTO3MIATOB C STHJICHANAMHUHOM 3aMEIIAeTCsl CYJIb(OHMIbHAS TPYIINa, HAXOISIIASICS B TIOJIOKEHUN
4 mupumuarHOBOTO NMKIa. Ha mpumepax 2-[1-6er3omn-2-(2-pypni)BuHu|-6-MetmmupuMuani-4(3 H)-oxa,
2-[2-(4-auTpodeHwT)BUHNI |-6-MeTHIIUpUMUANH-4(3 H)-0Ha 1 6-MeTHI-2-(2-0KC0-2-(PEHUIITUITHO )ITH-
pumuana-4(3H)-oHa 06CyXIaeTCsl 3aBUCUMOCTDh MEXAYy CTPOCHHEM CyOCTpaTa W HaIpaBICHHEM PEaKIIUU

TO3UJIMPOBAHUA.

KroueBble ciioBa: nupumuua-4(3H)-0Hbl, TO3WINPOBAHUE, TMPUMHUIUH-4-1IT 4-MeTHIOCH30CYIb()OHATHI,

JIUA3UPUIUHBI

DOI: 10.31857/S0514749221110057

BBEJIEHUE

Kak n3BecTHO, cynb(oHAT-aHUOHBI SBIISIOTCS XO-
POLIMMH YXOISIIMMH TPYNIAMH B peaKIsIX HYKJIeO-
(HIBHOTO 3aMELICHUS M SITUMUHUPOBAHUS, a 00pa3o-
BaHME UCXOIHBIX CY/Ib(OHATOB, KaK MIPABUIIO, HE Tpe-
OyeT KECTKUX YCIOBUHM M OCYILECTBISIETCS C BBICO-
KUMH BBIXOmaMu (CM., Hampumep, [1]). B gactHOCTH,
paHee HamMH OBUIO MTOKa3aHO [2], 9TO TO3UIMPOBAHNE
2-(1-rugpOKCHUMHUHO-2-0KCO-2-DeHMIITHIT)-6-Me-
TUnupuMuIuH-4(3H)-oH0B 1a, b 3KBUMONSPHBIM
KoJu4yecTBOM  n-Tonyoncynboxiopuga (TsCl) B
terparuapodypane (TI'D), B mnpucyrcTBuu TpH-
STWJIAMUHA M NPU KOMHATHOH TemIeparype MpHBO-
JUT K 00Pa30BaHUIO TO3MIOKCHUMHHOIPOU3BOIHBIX
2a, b.
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PE3VIIBTATBI U ObCYXIEHUE

Kak okazanocs B 1anbHeU1IeM, IPU UCTIOB30BaHUH
B OTHX K€ yCIOBUAX Ooyiee AByX dkBuBajieHTOB TsCl
(cxema 1), ¢ BRICOKUMH BBIXOJIaMHU 00pa3yroTCs coe-
JMHEHUSI, CIIEKTPaJbHbIC XapPaKTEPUCTHKH M XHMH-
YeCcKHe MPEBPALICHUS] KOTOPBIX, ONWCAHHBIC HIKE,
MO3BOJIMJIA TIPUIIHACATh WM CTPOCHHUE JAMTO3MIIATOB
3a, b.

WutepecHo, uto nmpu 00padoTtke coequnenmii 3a, b
M30BITKOM TUATHIAMUHA IPH KOMHATHOM TeMIlepary-
pe (cxema 2), MPOMCXOAUT 3aMEIICHHUE TOJIBKO OTHON
TOIYONCYNb(OTpyNIbl, HAXOAALICHCS B YETBEPTOM
MOJIOKEHUN MMMPUMUIMHOBOTO Mkia 4a, b. C uenbto
OIHO3HAYHOTO J0Ka3aTeJIbCTBA CTPOCHUS MPOLYKTOB
3aMelIeHus, CoeTMHeHNne 4a OBUIO MMOTYYeHO BCTPEd-
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HBIM CHHTE30M U3 4-0eH30JCcyib(oHara 5, Kak 3T0 1o-
Ka3aHO Ha cxeMe 2.

B omnmume or mudTHIAMWHA, METHIAMHUH JIeT-
KO BCTYIaeT B PEaKIHUI0 C TO3WIOKCHUMUHOIIPO-
M3BOMHBIM 2b, okumaemMo oOpa3ys OuasupuanH 6
(cxema 3) [3-5].

HeoOxoqumo Takke OTMETHTBH, 4TO 00pa3oBaHUE
cynb(oHaToOB, TOAOOHBIX coeanHeHUsM 3 u 5 [6]
HE SIBIISIETCS OOIIAM CBOMCTBOM NMHUPHUMHUINHOHOB U
MMAPUMUIUHANOHOB. Tak, HampuMmep, COITIacHO aB-
Topam pabotsl [7], mpu aeiictBun TsCl Ha ypammn B
nupuanHe, Wik Ha ero Na-, Ag-, Hg- comu o6pazy-

I0TCSl MCKJIIOYUTENBHO 1-TO3UITypaliiibl ¢ BBIXOJAMHU
cootBeTcTBeHHO 3, 4, 5 n 9%. [logoOHbIe pe3ynbTa-
ThI OBUTM TIONMy4YeHBl M B padorax [8, 9]. Hecmotps
Ha TO, YTO CIIOCOOHOCTH aMOMIEHTHBIX COE€IMHEHUI
pearupoBaTh C IepeHOCOM PEaKIIMOHHOTO IIEHTPa 3a-
BUCHT OT MHOTHX (DAKTOPOB, B HAIIIEM CITy4ae MOKHO
MPEaNOoI0KNUTh, YTO peakuus 1no cea3u C=0O cBsa3aHa
C XapaKTepoM 3aMEeCTHUTEN B MOJOKEHUH 2 IHKIIA.
[ IpoBEpKH CHpaBEeIIMBOCTH TAKOTO HPEAIIOIOKE-
Husl MBI TipoBenn B3anmopeiicteue TsCl ¢ coemmne-
HUSIMM UMEIOIIUMU JIBOMHYIO CBSI3b B (-IIOJIOKCHUU
OOKOBOW MeNW — MPOU3BOMHBIMH 2-BHHHII-0-METHII-
nupuMuanH-4(3H)-ouoB 7 1 8, a Takke CrOCOOHBIM
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R = Me (a), Ph (b).
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Cxema 3

MeNH,
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K p-T CONpPSDKEHHIO MPOM3BOIHBIM 2-THOyparmia 9
(cxema 4).

B pesynbrare, Bo Bcex ciaydasx MOJy4eHBI COOT-
BercTByromme 4-romyosicyibdonarst 10-12  (cxe-
Ma 4), a TpUBEICHHBIC NPEBPALICHUS OTIMYAIOTCS
JIMIIb JUIUTEIBHOCTBIO PEaKIHH.

OKCIIEPUMEHTAJIBHA A YACTD

Macc-criexktpsl (FAB) momydensr Ha macc-criek-
tpomerpe VG Analytical 7070 ED. Criextps1 IMP 'H
u 3C momyuens Ha crekTpomerpe Varian WXP-500
(pabouast wactora 499.77 u 125.67 MI'n coorseT-
CTBEHHO), BHyTPEHHHUI cTaHnapt — SiMe,.

KonTpons xoma peaknuyd M YHUCTOTHI CHHTE3UPO-
BAHHBIX COE€OUHEHUU ocymiecTBIsM MeronoM TCX
Ha miaactuHax Silufol UV-254-VIS, smroeHt — XJio-
podopm—Tekcan, 5:1 (BemectBa 3a, b, 4a, b, 5, 10,

HBIX COCTUHEHHI MpHBeNeHbl B padoTax — 1 [10], 2
[2],7,8[11],9[12].

Coenunenus 3a, b (obwas memoouxa). K Hacwi-
nieHHomy pactBopy 10 mMonb coenuHenusi 1 B 6e3-
BomHOM TI'®, noGamiisiin 6 MJI CBEXENEepPerHaHHOTO
TprdTHIaMHHA U 30 MMOITB #-TONYOJNCYIBGOXIOpHIA
1 OCTaBJsUIM Ha 4 CYTOK B 3aKPBITOM COCY/I€ TPU KOM-
HaTHON Temmeparype. BeiaenuBrmmiics M3 peaxiu-
OHHOW CMECH THAPOXJIOPUI TPUITUIAMHUHA OT(UIb-
TpOBbIBaJIH. PUIBTPAT HEUTPATU30BBIBAIN YKCYCHOM
KHUCJIOTOM U yHapuBajid Ha pOTOpHOM ucnapurene. K
OCTaTKy A00ABIISUIN BOLY U IEPEMEILNBAIIH 10 3aTBEP-
neHust ocaaka. IIpomykT oT(uibTpoBbIBaIM uepes
¢wunerp [lloTTa, MpombIBaIM HAa GUIILTPE BOIOU U I10-
cJie BBICYIIMBAaHUS B BAKyyMe BOJIOCTPYHHOTO Hacoca
npoMbIiBaiii OT U30bITKa TsCl ropsiuum rentaHoMm.

2-{2-Oxkco-2-penu-1-[(TO3MIOKCH)MMHUHO]-
3THJI}-6-MeTHINMPUMUINH-4-1J1-4-MeTHI0€eH30-
cyiabponar (3a) KpuCTaIUIM30BaJIM W3 CMecH OeH-
3oma ¢ rentanoMm (1:1). Beixom 55%, OecrBeTHbBIE
KpucTamnel, T.IoL 142-145°C. Cmextp SIMP 'H
(CDCly), 8, m.1.: 2.31 ¢ (3H, CHy), 2.39 ¢ (3H, CH3),
240 ¢ (3H, CHy), 6.75 ¢ (IHypuyppn)s 7-29-7.37 M
(6Hapom)> 7.57 T (1Hgp0y, J 7.6 T'), 7.65 11 (2H oy
J7.6Tn), 7.84 n (2Ha on J 8.1 T'1r) 8.09 11 (ZH, 0,
J 8.1 T). Crexrp SIMP 13C (CDCly), §, m.na.: 21.72,
21.79, 23.96, 110.37, 128.30, 129.05, 129.14, 129.81,

12); meraHon—aneToHUTpui—xiopodopm, 1:2:5 (co- 129.97, 130.02, 131,71, 132,60, 133.91, 134.84,
equHeHus 6a, b, 11). MeToauku MoOTydYeHUsT HUCXOI- 145.97, 146.27, 157.27, 160.96, 164.49, 171.64,
Cxema 4
TsCl, Et3N

Ar
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R = Bz, Ar = 2-Fur (7, 10); R = H, Ar = n-NO,CgH, (8, 11).
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187.97. Macc-cniektp: 566 [M + H]". Haitneno, %: C
57.19; H 4.14; N 7.38. C5;H,3N30,S,. Bbruucneno,
%: C 57.34; H4.10; N 7.43.

2-{2-Oxkco-2-penu-1-[(TO3MIOKCU)UMHUHO]-
3THI}-6-(peHNIAMUPUMHINH-4-UT-4-MeTHI0eH30-
cyabdonart (3b) kpucTauIM30BaId U3 CMECH OCH30-
na ¢ rentadoM (1:1). Beixon 82%, GecrBeTHble Kpu-
cTammbl, T.IL 154-155°C. Crextp AMP 'H (CDCly),
0, m.1.: 2.44 ¢ (3H, CHy), 2.46 ¢ (3H, CHy), 7.32 T
(2Hapons J 7.5 1), 7.38-7.46 M (THpons I Hpppuunusn)s
7.63 1 (1Hyp0y,J 7.5T1), 7.72 1(2H, 0, J 7.5 '), 7.77
I (2H,pou J 7.5 T), 7.98 11 (2H, oy, J 8.1 '), 8.22 1
(2Hpoys J 8.1 Tm). Criexrp SIMP 3C (CDCy), 8, m.x.:
21.75,21.83, 105.96, 127.15, 129.03, 129.09, 129.12,
129.15, 129.87, 130.00, 130.21, 131.75, 132.12, 132.
63, 134,06, 134.28, 134.87, 146.04, 146.37, 157.66,
160.94, 165.48, 167.59, 188.13. Macc-cnekrp: 628
[M + H]". Haiineno, %: C 61.16; H 4.06; N 6.61.
C53,H,5N304S,. Beruncneno, %: C 61.23; H 4.01; N
6.69.

Coenunenust 4a, b (o6was memoouxa). K na-
CBILIEHHOMY pacTBOpy | MMonb coeauHeHuid 3 u 5
B O0e3BomgHoM TI'®D, nobasiasim 0.5 M1 IMATHIAMHHA
Y OCTaBJISUIM Ha CYTKU B 3aKPBITOM COCYJIE MPH KOM-
HaTHOU Temreparype. PeakiMoHHYI0 cMech OT(QHIIb-
TPOBBIBAIM, a (PUIBTpAT YMapWBald Ha POTOPHOM
ucnaputene npu temreparype 6anu 30°C. Ocrarok
pa30aBIsIN BOMOH, HEUTPATH30BAIH YKCYCHOW KHC-
JIOTOM W TNepeMelnBaii. Brigenusiieecs: BEIECTBO
otdmisTpoBEBamu uepe3 ¢uiasTp IlloTTa, MPOMEI-
BaIM Ha (UIBTPE BOJAOH U CYLIWJIM B BaKyyMe BOJO-
CTpYHHOTIO Hacoca.

2-[4-(Au>THIAMHHO)-6-MeTHIANUPUMHUIUH-2-
wil-1-peHnii-2-[(TO3UIOKCH)MMHUHO|3TaH-1-0H
(4a) xkpuCTaUTM30BAIM W3 CMECH OCH30ja C TemTa-
HoM (1:1). Beixom 91% u3 3a u 98% wu3 5, 6ecrBer-
Hble KpUCTaiibl, T.In. 131-132°C. Crextp AMP 'H
(CDCLy), 8, m.a.: 1.15 T (6H, 2CH3, J 7.0 I'ny), 2.34
¢ (3H, CH;), 2.40 ¢ (3H, CHj3), 3.21  (4H, 2CH,,
J 7.0 Tu), 6.19 ¢ (1Hpumumm)> 729 & 2QHgpoy J
8.1 T'm), 7.40 1 (ZH,poy, J 7.6 T'w), 7.56 T (1H,50y, J
7.6 T'), 7.79 0 (2Hypoy, J 7.6 Tw), 7.82 1 (2H, 0
J 8.1 Tm). Criextp SIMP 13C (CDCly), 8, m..: 12.25,
21.68, 23.69, 42.70, 101.72, 126.13, 128.81, 129,02,
129,04, 132.01, 134.25, 134.38, 145.44, 156.56,
160.21, 162.72, 164.70, 189.02. Macc-cnekrp: 467
[M + H]*. Haiineno, %: C 61.69; H 5.56; N 13.97.

OM?>

SIBOJIOBCKHM u np.

Cy4HyN4O4S. Brrancneno, %: C 61.79; H 5.62; N
14.01.

2-[4-(AudTUIAMUHO)-6-PpeHUITUPUMUTUH-2-
wil-1-¢peHnii-2-[(TO3UIO0KCH)MMHHO|3TaH-1-0H
(4b) KpHCTaUIN30BAIA U3 CMECH OCH30J1a C TeITaHOM
(1:1). Bexom 77%, OecrBeTHBIE KPHUCTAJUIBI, T.ILI.
140-142°C. Cnextp SIMP 'H (CDCl,), §, m.1.: 1.23
T (6H, 2CH3, J 7.0 '), 2.44 ¢ (3H, CH;), 3.38 k (4H,
2CH,, J 7.0 '), 6.68 ¢ (1H,pupumun)> 7-33 & (2H,pope
J 8.1 I'm), 7.37-7.47 M (SHype), 7.59 T (1H J

apom?

7.5 Tw), 7.85-7.89 m (4H,50\), 7.92 0 (2Hgpoy, J
8.1 Tm). Crextp SIMP 3C (CDCly), §, m.a.: 12.43,
21.72, 42.87, 98.35, 127.02, 128.60, 128.83, 129,11,
129,29, 129.58, 130.37, 132.11, 134.21, 134.57,
136.81, 145.39, 157.49, 160.95, 162.43, 162.66,
189.26. Macc-criekrp: 529 [M + H]". Haiineno, %: C
68.82; H 5.38; N 10.55. C,oH,4N,O,4S. Brruucneno,

%: C 68.89; H 5.34; N 10.60.

2-{2-Oxco-2-penu-1-[(TO3MIOKCH)MMHUHO]-
3THI}-6-MeTHINMHPUMHUAINH-4-UI-0eH30Cyabd0-
Har (5). K nacerimennomy pactsopy 0.4 r (1 MMos)
coequHenuss 2a B Oe3BomHoM TI'®, mgobGammsiu
0.1 mJ cBexkeneperasanHoro TpuaTuinaMuna u 0.15 Mo
(1.1 MmMonp) GeH30ICYTBMOXITOPH/IA W OCTABISLT Ha
CYTKH B 3aKpBITOM COCYJE IPU KOMHATHOW TeMIepa-
Type. BpuienuBmmiicss THAPOXJIOPUI TPUITHIAMUHA
orubTpoBbIBasM. OUIIbTpaT ynapuBaiu Ha POTOp-
HoM Hcnaputene. OCTaToK KpUCTAJUIN30BAIHN U3 CMe-
cu Oensona ¢ renranom (1:1). Bexog 0.53 1 (98%),
OecrBeTHbIe KpucTawiel, T.I0. 150-153°C. Cmektp
SIMP 'H (CDCly), §, m.i.: 2.35 ¢ (3H, CH;), 2.41 ¢
(3H, CHy), 6.80 ¢ (I1H puyumun)s 7-34 & (ZHgpon, J
8.0 I'm), 741 T (2H,p0y, J 7.5 Tm), 7.57-7.61 m
(3Hgpow)s 7.65-7.68 M (3Hypoy), 7.86 11 (2H,pons
8.0 ') 8.22 1 (2H,poy / 7.5 T'r). Criexrp SIMP 13C
(CDCly), 8, m.1.: 21.35,23.33,110.02, 128.00, 128.65,
128.72, 128.75, 129.46, 129.52, 129.67, 131.24,
133.43, 134.42, 145.53, 153.23, 156.84, 160.49,
163.98, 171.35, 187.47. Macc-cnekrp: 539 [M + H]".
Haiineno, %: C 65.68; H3.79; N 7.72. C,sH,oN;0+S,.
Brrancaeno, %: C 55.75; H 3.74; N 7.80.

2-(3-benzona-1-MmeTunanazepuanu-3-uia)-6-ge-
uuanupumuann-4(3H)-on (6). K HaceimenHomy
pactBopy 0.5 r (1 mmonb) coenunenus 2b B TI'D,
no6asmsu 0.5 M 33% BomHOTO pacTBOpa METHIIA-
MUHA U OCTaBJISUTH HAa CYTKH B 3aKPBITOM COCYJE IPU
temneparype 2°C. PeakIMOHHYIO CMeCh ymapuBaJld
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Ha POTOPHOM HCHApUTENe NP TeMmieparype OaHu
30°C. Ocrarok pa30aBisian BOIOW, HEHTPATN30BAIH
YKCYCHOM KHCJIOTOW W TiepeMelInBaid J0 00pazo-
BaHMs TBEPJOTO Ocajka. Beiienusiieecs BEIIECTBO
orunbsTpoBhBaM depe3 QuibTp IllorTa, mMpombI-
BaJIM Ha (PUIBTPE BOJOHN M CYIIMJIM B BaKyyMe BOJIO-
cTpyiiHoro Hacoca. KpucramivzoBaiau W3 3TaHOA.
Beixon 0.2 r (57%), GecluBeTHBIE KPHUCTAIUIBI, T.ILL.
188-190°C. Cnextp SIMP 'H (IMCO-dy), §, m.u.:
2.44 ¢ (3H, CHy), 4.68 yur.c (1H, NH, 0 00m)> 6.94
¢ (MH yypunin)> 7-34-7.43 M (3H,p50,), 7.53 T (2H
J 7.5 Tw), 7.63 T (1H,p0y, J 7.5 T), 7.78 10 (2H, 0y
J 7.5 T'm), 8.04 1 (2H,,, J 7.5 T'm), 11.99 ymrc
(1H, NH). Crextp SIMP 13C (CDCl,): 46.64, 64.14,
107.45, 126.67, 128.46, 128.84, 129.04, 129.65,
130.73, 133.86, 134.30, 135.77, 160.54, 191,83.
Macc-cnexrp: 333 [M + H]". Haiineno, %: C 68.61; H
4.92; N 16.79. CoH(N4O,. Beraucneno, %: C 68.66;
H 4.85; N 16.86.

apom’

2-[1-(®PypaH-2-na)-3-0kco-3-penuanpon-1-
eH-2-Wi1|-6-(peHnanmupumMuauH-4-ua1  4-MeTUII0€eH-
3ocyabponar (10). K pacteopy 0.3 r (1 Mmmons) co-
equrenust 7 B 50 mun TI'® u 0.1 ma TpusTHIamMuHa
npubassuii 0.2 r© (1 MMOJIb) TOHIXJIOpUIA, TIEpe-
MEIIMBAJIN JI0 PACTBOPEHUS] U OCTAaBISIM Ha 25 cyT
IIpy KOMHATHOHM Temmeparype, J00aBiss Ha TSAThIS
u necareie cyTku no 0.1 r Tosmixnopuaa u 0.05 M
TPUAITHIIAMHUHA. 3aTEM PEaKIIMOHHYIO CMECh OT(HITh-
TPOBBIBAIA W TPOMBIBAIHA HEOOJIBIIUM KOJIUYECTBOM
TeTparuapodypana. @UILTPaTHl HEUTPATN30BAIH YK-
CYyCHOM KHUCJIOTOM M OTTOHSIJIM PAaCTBOPUTENb Ha PO-
TopHOM ucnaputene. K octarky mo0apisui Bomy, me-
peMeInBaIn U IeKaHTHpoBaiu. OCTaToK pacTBOPSUIU
B OcH30JIe, CymiIn Oe3BOTHBIM CyIh(haToM HATPHS,
OT(UIBTPOBBIBAIIN OT OCYIIUTEIS ¥ OTTOHSITH PACTBO-
puTens Ha poTopHOM Hcnapurene. [IpoaykT kpucTan-
JU30BaJIN U3 cMecH Oen3ona ¢ rekcanoM (1:2). Beixon
0.3 1 (66%), 6ecuBeTHBIN MOPOMIOK, T.IUT. 141-142°C.
Crnextp SIMP 'H (CDCly), §, m.n.: 2.35 ¢ (3H, CHy),
241 ¢ (3H, CHy), 6.31 a.x (1Hgypqy, J 3.1, 1.5 '),
6.51 1 (1Hgypa, J 3.1 T'r), 6.65 ¢ (1H ypunumn)> 7-24
1 (1Hgypans J 1.5 T), 7.30 1 (2Hyp, J 8.1 T'm), 7.37
T (2Hyp00 J 7.5 Tw), 7.49 T (1Hgp0y, J 7.5 T), 7.78 ¢
(IHgpequn)> 7-82 1 (2H,p0y, J 8.1 '), 7.92 11 (2H 0,
J 7.5 Tm). Criextp SIMP 13C (CDCly), 8, m..: 21.29,
23.71,107.36, 111.88, 115.21, 122.95, 128.07, 128.21,
128.66, 129.32, 132.78, 133.27, 133.66, 136.54,
144.71, 145.10, 149.77, 163.08, 163.58, 170.59,
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196.13. Macc-cniextp: 461 [M + 1]". Haiineno, %: C
60.91; H4.12; N 5.61. C,5H,oN,O5S. Berancneno, %:
C 65.21; H4.38; N 6.08.

6-MeTun-2-(4-HUTPOCTHPUI) TUPUMUANH-4- 1T
4-metunoensocyiabponar (11). K cmecn 0.26 r
(1 mmomnb) coennuenust 1 u 0.2 v (1 mMmonp) n-TO-
myoncynbdoxmopuna B 20 mi 6e3BomHoro TI'®, mo-
6aBisi 0.1 MJT CBeXKENEpPEerHaHHOTO TPHATHIIAMHHA
1 ocTaBsId Ha 30 CyT B 3aKPBITOM COCYIE TIPU KOM-
HaTHOW Temmeparype. BeiaenuBmmiicss w3 peaxkuu-
OHHOM CMECH THIPOXJIOPUI TPUITHIAMHUHA OT(HHUITb-
TpoBbIBAHA. PUIBTPAT yIapuBajgud Ha POTOPHOM HC-
napurene. OCTaToKk MPOMBIBATIM BOJAOW U (PUIBTpO-
Baym 4epe3 ¢unbTp LloTTa, BEICYIIMBAIN B BaKyyMme
BOJIOCTPYHHOTO Hacoca. DKCTParupoBajH MPOAYKT
TOpSIYMM TENTAaHOM. BpIIENUBIIMICS MPU OXJIaxK[e-
HHUM U3 PAacTBOPA 0CAJOK OT(MIBTPOBbIBAIU. BbIxon
0.15 r (37%), OecrnBeTHBIE KpUCTAILIBI, T.ILL 182—
185°C. Cniextp SIMP 'H (CDCly), §, m.zi.: 2.46 ¢ (3H,
CH;), 2.54 ¢ (3H, CH3), 6.80 ¢ (1H ypuyuun)> 7-16 1
(IH e J 16.0 T, 7.39 11 (2H, 0, J 8.0 T'r), 7.66
A (2Hgpoy, J 8.5 Tm), 7.76 1 (1H ey J/ 16.0 T'm),
797 1 (2H,p0y J 8.0 T), 8.23 1 (2H,p0y, J 8.5 T'm).
Cnextp SIMP 13C (CDCly), 8, m.a.: 21.40, 23.76,
107.88, 123.71, 127.66, 128.30, 129.34, 130.04,
133.37, 136.13, 141.49, 145.38, 147.43, 163.26,
163.72, 170.62. Macc-cnektp: 412 [M + 1]*. Haii-
neHo, %: C 60.91; H 4.12; N 5.61. C,yH{7N;05S.
Brrancaeno, %: C 58.39; H4.16; N 10.21.

6-MeTuJj-2-[(2-0kco-2-GpeHUJIITUI)THO | TU-
puMuanH-4-ui  4-metuiadensocyiasbdonar  (12).
K pactBopy 0.8 r (3 Mmmonp) coenuaenus 9 B 60 M
TI'® w 3.5 mu tpwdTMinamuHa mpubasmsimi 0.7 T
(3.6 MMOJIB) TO3WIXIIOpPHA, [IEPEMEILIUBAIN 10 pac-
TBOPCHHS W OCTaBISIM HAa CYTKH IPU KOMHATHOM
Temreparype. 3areM peakHOHHYI CMECh OT(HIIb-
TPOBBIBAJIM U MPOMBIBAIHN HEOOJBIINM KOJIMYECTBOM
TI'®. OunbrpaTr HEUTPATU30BAIM YKCYCHOW KHUCIIO-
TOW M OTTOHSUIM PACTBOPHUTENb HA POTOPHOM HCHApH-
tene. K ocrarky mo6asnsm 100 mMit Bozbl, OCTaBISIIN
Ha HOYb, ¢uisrpoBanu uepe3 ¢wiprp Llorra, mpo-
MBIBAJIM HEOOJBIIUM KOJUYECTBOM BOAbL. OcCTaToK
pacTBopsuln B O€H30JIe, CYLIMIN OE3BOAHBIM CyJb-
(arom HaTpusi, OTOUIBTPOBBIBAIIM OT OCYIIUTENS U
OTTOHSUIM PacTBOPUTENIb Ha POTOPHOM HCIApUTEIIE.
OcTarok pacTUpaiu ¢ TeKCaHOM, OT(QUIBTPOBBIBAIN
1 KPUCTAJUTM30BAJIM M3 CMECH OCH30/1a C TeKCaHOM
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(1:2). Beixon 0.73 r (56%), GecriBeTHBIE KPUCTAILIHI,
.. 80°C. Cnexrp SIMP 'H (CDCly), §, m.a.: 2.30
¢ (3H, CHy), 2.33 ¢ (3H, CHy), 4.48 c (2H, CH,),
6.52 ¢ (1H,punimnun)> 7-23 18 (2Hp0y, J 8.1 T'm), 7.44
T (2Hgpons J 7.6 T'1), 7.55 T (1H,p0y, J/ 7.6 T'mr), 7.80 1
(2H,poy; J 8.1 T'mx), 7.96 11 (2H,5,, J 7.6 T'x). Criexrp
AMP 13C (CDCly), §, m.a.: 21.22, 23.24, 38.02,
105.20, 127.97, 128.17, 128.25, 129.33, 132.83,
133.08, 135.71, 145.71, 163.29, 170.07, 171.08,
193.08. Macc-cnexrp: 415 [M + 1]*. Haiineno, %: C
57.89; H 4.42; N 6.71. C5)H gN,0,4S,. Brraucneno,
%: C 57.96; H 4.38; N 6.76.

BbIBO/1bI

Paccmorpennsie mpuMepsl 00pa3oBaHUs B MsT-
KHUX YCJOBUSIX Cy/ib()OHATOB MUPUMHUAWHOBOIO psiAa
1 BO3MOKHOCTb MCIIONIB30BAHUS IOCJIEAHUX KaK I10-
JTYNpOOYKTOB aMUHHPOBAaHUS aMHIHOTO (parMeHTa
MUPUMHUIMHOB CBUJICTENLCTBYIOT, Ha Hall B3IV,
0 T1IeNIecO00pPa3sHOCTH AANBHEHINEro HMCCIIeI0BaHUS
CTPYKTYPHBIX OCOOCHHOCTEH ITPOU3BOAHBIX TUPUMHU-
nuH-4(3H)-0HOB, ONpeneNsIOmrX Pe3yabTaTbl peak-
UM AIIEKTPOPHUIBHOTO 3aMEICHHUS C yYaCTHEM apHJl-
CYIb(HOXITOPHIOB.
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Specific Features of Tosyling the 2-Substituted Pyrimidine-
4(3H)-ones Containing a Double Bond in the a-Position
of the Side Chain
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The reaction of 2-(1-hydroxyimino-2-oxo-2-phenylethyl)-6-R-pyrimidin-4(3H)-ones with an excess of p-to-
luenesulfochloride is carried out in two stages — at the first one the oxygen atom of the hydroxyimino group is
tosylated and the second one is the oxygen atom of the amide fragment of the pyrimidine ring. The interaction
of the obtained ditosylates with ethylenediamine replaces the sulfonyl group, located at position 2 of the py-
rimidine ring. In the examples of 2-[1-benzoyl-2-(2-furyl)vinyl]-6-methylpyrimidin-4(3H)-one, 2-[2-(4-nitro-
phenyl)vinyl]-6-methylpyrimidine-4(3H)-one and 6-methyl-2-(2-oxo-2-phenylethylthio)pyrimidin-4(3H)-one
the relationship between the structure of the substrate and the direction of the tosylation reaction is discussed.

Keywords: pyrimidine-4(3H)-ons, tosylation, pyrimidine-4-yl 4-methylbenzosulfonates, diaziridines
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