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Brnepseie ocymecTsieHo S-amminpoBanue 3,4-nurunponupuMuana-2(1H)-THOHOB, coepKanux 0CTaToOK
an(aTUIeCKUX albICTUI0B U B-THIPOKCHIUKIIONPOIIAHOBBIX AJIbJICTUI0B, 2-3aMEIICHHBIMHU (DYHKIIMOHAH3H-
POBaHHBIMH AJUTHIIOPOMH/IAMH, JOCTYITHBIMHU Y€pe3 LUKIIONPOIIaHONIbHbIE HHTepMeUaThl. C BHICOKMM BBIXOIOM
TOJTy4eHbI HOBbIC YHUKAJIbHbBIE TETEPOLMKIMYECKIE COSAMHEHNUS, UMEIOIINE CTPYKTYPY CXOIHYO OJ0Katopam

KaJIbIIUCBBIX KaHAJIOB 3-T0 MOKOJICHHSL.

KuroueBble cioBa: MeTiil 3-OpomMeTii-3-0yreHoat, 2-(0pommern)-4,4-1u3TOKCHOYT- 1 -eH, peakiust S-a-
auipoBanus, 3,4-muruaponupuMuani-2(1H)-THOHBI, MYJTBTUKOMIIOHEHTHBIE PEaKIny, anudaTuiecKue u

ﬁ—FI/II[pOKCI/IHI/IKHOHpOHaHOBLIe aJIbACT U bI

DOI: 10.31857/S0514749222090063, EDN: JLTQWC

BBEJEHUE

3.,4-Turunponmpumuana-2(1 H)-tronst (JJI'TIMT)
(1) (cxema 1) B HacTosIIEE BpEMS paccMaTpPHUBAIOTCS
KaK BaXHBIH KJIACC MOJIEKYJ, 00JaJaloniuX pa3HOO-
Opa3HOi OMOJOrWYecKol aKTHBHOCTBIO, HallpUMeEp
[IPOTUBOBHUPYCHOM, aHTUOAKTEPUAIBHOM U TIPOTUBOO-
myxosieBoH [1-3]. OHHM SIBISIOTCS XOPOILO U3BECTHBI-
MU OJOKaTOpaMH KaJbIIMEBBIX KaHAJIOB, MPOSBISIOT
MHIUOUPYIOIIYI0 aKTHBHOCTh B OTHOmeHMH Ca’'-
AT®a3p1, obnmagas MOTEHIIMATIOM B KaueCTBE MMMY-
HO-BOCCTaHABJIMBAIOUINX arecHTOB y HOCHUTEJEH OIly-
xonei [4, 5].

Paznmuunbie momudukanuu I TIMT-0B nmpuBomst
K IIMPOKOMY CIIEKTPY COEIMHEHUH C XOpOIIO ycTa-
HOBJIEHHBIMU JJAHHBIMH O B3aHMOCBSI3U MEXAY CTPYK-
TYpOW M aKTUBHOCTEIO [1, 6]. ATKHIMpOBaHKE U allk-
maposanue JITTIMT-oB (1) o aromam azora (N!, N3)
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SABJIACTCS paSpa6OTaHHBIM U HaJCKHO HN3YYCHHBIM
noaxoaom [7, 8].

Cpenn pa3mUUHBIX CTPYKTYPHBIX MOAM(PUKAIIAN
3HAYUTENIbHBIN MHTEpeC BbI3bIBaeT C2-3aMeHa, KOTO-
past obecrieunBaeT ONTUMHU3UPOBAHHYIO AKTUBHOCTD
KenmaeMmyto (apmakokuHeTuky [9—12]. CenextuBHOE
S-ankunupoBanue [AI'TIMT-oB mpoBoawioch paHee
B Pa3HBIX YCJIOBHMSAX BE€ChbMa OTPAHHYEHHBIM Ha0O-
poM peareHTOB [7-9] ¢ dopmupoBaHueM Moaudu-
HUPOBaHHBIX CTPYKTYp Buga A (2) u b (3) (cxema 1)
[10-12], mponoxuB MyTh K AaJbHEHIINM HCCIEI0-
BaHMAM Oojiee MOIIHBIX aHajgoroB AI'MIIT-oB [13].
S-ankunupoBannbie JII TIMT-oHBI 00mamaroT CcBO¥-
CTBAMU AHTUTYOEPKYJIE3HBIX AareHTOB (COEAMHEHHUS
4-8, cxema 1) [14], sSBISIOTCS KapAHO3AIIUTHBIMHU
npenaparamu (coenunenue 9) [15], coenqunenus 10
n 11 — moreHuManbHBIE aHTUQUISPUATBHBIE COCTU-
HeHus, 12 u 13 — aHTUTUNIEPTEH3UBHbBIE Mpenaparbl
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[1], 13 1 14 IPOSABIAIOT MPOTHBOOITYXOJIEBYIO aKTHB-
HOCTb [16]. JI71s1 momy4yeHust anKuInpOBaHbIX MPOAYK-
ToB THa A 1 b (cxema 1) yaie Bcero npuMeHsIINCh
metun nomua [1, 17, 18], mumeruncynedar [19-21],
OensmaramoreHuasl [1, 22, 23], adkuiabHbIE U 3aMe-
MEHHBIC aTKWIIBLHBIC pearcHThl [24-26].

Taxum 06paszom, mpocTeie U d3PHEKTHBHBIE METO-
JIbl pernocenekTuBHoro S-ankwinposanus I TIMT-
OB MO-TIPEKHEMY BOCTPEOOBAHBI.

[To HammM gaHHBIM, 2-3aMelIeHHbIe (YHKIMOHA-
JIM3UPOBAHHBIC ATTHIIOPOMUIBI TS S-aIKUITUPOBAHUS
3,4-muruaponupumuani-2(1 H)—trnonos (1) panee

JKYPHAJI OPTAHMYECKOM XUMUM tom 58 Ne 9 2022
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Cxema 3
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HE MPUMEHSUIACH, MIOATOMY IIeJIb Pa0OThI COCTOSIIA B
npuMeHeHuu 3-Opommeruin-3-Oytenoara (15) u au-
stunanerans 3-Opommerui-3-Oyrenoara (16), 2-3a-
MEIICHHBIX aJUTWIOPOMHUJIOB, JIOCTYIHBIX Yepe3 IH-
KJIOTIPOTIaHOJIbHBIE MHTepMenuaTsl [27, 28], nus no-
JYYCHUS HOBBIX TE€TEPOIUKINYECCKUX COCTUHCHUN
38 CUET PETrUOCEICKTUBHOTO S-aJUIMIUPOBAHUS IO-
JIy4eHHBIX B Hallled HCCIIEIOBATEILCKONW TpyIIe pa-
Hee 3,4-puruaponupumuau-2(1H)-THOHOB, conep-
JKAIUX OCTAaTKH anu(aTHIecKuX ambAeTUA0B [29]
(cxema 2).

HoBreie mnpousBognbie 3,4-TUTHAIPOTHPHAMEIHH-
2(1H)-tnonoB 17-24 OynyT TOTEHIMAIBLHO COAEP-
’KaTh JIOTIOJIHUTENbHBINA PEAKIMOHHBIN LIEHTP 3a CYET
¢parmenra ammnopomunos 15, 16, IOMOIHUTEIb-
Hy10 GapMako(OpHYIO rpymiy (LUKIOMPOIAHOM), CO-
XpaHsisi B 0a30BOM (pparMeHTe SAPO 3-TO MOKOJICHUS
aMIUIOAUINHOB 25, KOTOpbIE TECTUPYIOTCA Ha JaH-
HBIi MOMEHT KaK CaMbI€ TICPCIIEKTUBHBIC OJIOKATOPHI
KaJIbIIUEBBIX KAaHAJIOB, JUIsl KOTOPBIX HAJCKHO yCTa-
HOBJICHBI IIPaBUJIa B3aUMOCBSI3U CTPYKTYypa-aKTHB-
HOCTh [12] (cxema 2).

PE3VJIBTATBI 1 OBCYXX/JIEHUE

B cnydae mpuMeHeHHsT MOAENBHOTO cyOcTpara
26 B peakuuy aJUIMIMPOBaHMS BO3MOKHO 0Opa3oBa-
Hue 3-x npoxayktos 17, 27, 28 3a cuet TayTroMepHOTro
paBHOBecHsl B ucXonHOM coeaunenuu [1, 14, 30, 31]
(cxema 3).

[IpakTrdaeckn BO BCEX OMBITAX (CM. TAOIHUILy) 00-
pa3oBBIBajach cMech mpomaykToB 17, 27, 28 3a cuer

km

§ (SIMP 'H) = 4.44 m.1.

o
OMe OMe
28
O

MIOJIBUKHOT'O TAyTOMEPHOT0 paBHOBecUs. Hanmyummit
pe3ynbTaT MpOAEMOHCTPUpOBalla CHCTeMa KapOoHAT
Kanus B OSH30JI€ NP KHUISTYeHUH (OMBIT §, CM. Ta-
omuity). CtpykTypa coenunenuit 17 u 27 Ovlna moa-
TBEPKJIEHA C MOMOLIBIO cniekTpockonuu SIMP, cpas-
HenneM 'H CIEKTPOB MCXOMHOTO COEIMHEHMs 26 u
AJKUIMPOBAHHBIX MPOAYKTOB.

[ponykr ankunupoBanus 27 ganee ObUT poOAL-
JIUPOBAH TMPHU KUISYCHUU C YKCYCHBIM aHTHIPUIOM
0 CBOOOJHOMY aToMy a30Ta C LENbI0 IPOBEIEHUS
HOBOM Momu(pHKaruu, He OMHCAHHOW B JUTEpaType,
a TakXkKe ISl JI0KAa3aTelbCTBa CYIECTBOBAHHS TayTO-
MEPHOTO PAaBHOBECHS AJKWJIMPOBAHHBIX MPOIYKTOB,
KOTOpOE BO3MOXHO CMECTHUTh B CTOPOHY OJTHOTO W3
HUX B IIOAXOIAIINX yCIoBusX (cxema 4). CoennHeHne
17 B aHalIOTMYHBIX YIJIOBUAX aAlWIMPOBAHUA TAKXKE
MIPUBEJIO K COETMHEHHIO 29.

B crmydae mpumeHeHUS amdTHAICTAST 3-OpOoM-
MeTmi-3-0ytenans (16) Ttaxke B HalIEHHBIX yCIIO-
BUSIX OBUI MOJYYEH ANKHJIMPOBAHHBIM mpoaykr 19
(cxema 4). 3amena Tuonpoaykra 26 Ha ketod 30 Tak-
K€ MO3BOJIMJIIO MOJYYHUTh AJTKHIMPOBAHHBIC IPOLYKTHI
18 u 20.

Bo3Mo)XHO mpoBeneHHE YHHMKAJIbHOTO —AJUTHIIU-
poBaHMs 2-3aMELICHHBIMU (YyHKIMOHAJIM3UPOBAH-
HBIMH ajutmiOpomuaaMu 15, 16 mpoaykToB peakiiuu
bumkunennmu 31 u 32, comepxammx HUKIOMpPOMa-
HONBHBIH (pparment (cxema 5). B cnekrpax AMP 'H
mpoayktoB 21-24 HaOmomanuch HE3HAYUTEIHHBIC
CJIEeIBI TPOIYKTOB JUTHIINPOBAHHUS Ty TOMEPOB.

JKYPHAJI OPTAHMYECKOM XUMUM tom 58 Ne 9 2022
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[IpoBeneHo TakXke AJKWINPOBAHUE COCIMHEHUS
26 npyruMu akTHUBHBIMHU alKuiIragoreHunamu 33 u
34, SBISAIONIMMUCS aHAJIOTaMu ajutiaopomuaa 15
adupom 33 — 6e3 KpaTHOH CBSI3H U KHCIO0TOH 34 — Oe3
KpaTHON CBSI3U M C YIJIEPOAHBIM CKEJIETOM, YMEHb-
LICHHBIM Ha OJIMH aTOM YIJIEPOJa, YTO IPUBEIIO K HO-
BbIM MPOAYKTAaM LUKIMYECKOTO U JMHEHHOIo CcTpoe-
Hus 35 u 36, cooTBeTCTBEHHO (cxema 6).

OKCIIEPUMEHTAJIBHAS YACTD

Hcnonp30BaHHbIE B XO#€ PAa0OOTBHI PEAKTHBBI U
PacTBOPUTEIN HMENN KBAIN(QHUKALHIO «UUCTBIE» H
«4HcThIe Ui aHanu3a». OUeHKy WHIUBHIYalbHOCTH
CHUHTE3MPYEMBIX BEIIECTB U HaONOIEHHE 3a XOIOM
MIPOBOUMBIX peaKkIui ocymiecTBIs MetogoM TCX
Ha miactuHkax «Sorbfil». B kauectBe amroeHTa uc-
M0JIb30BaHbl CMECH PACTBOPHUTENICH — METPOJICHHBIN
3¢up W STWIALETAT B PA3IMYHBIX COOTHOLICHHMSX.
Brinenenne HHIUBUYa IbHBIX BELIECTB OCYIIECTBIIS-
J METOJIOM KOJIOHOYHOW XpomMarorpaduu Ha CHIIU-
karene (70-230 memr) mpousBoacTBa ¢pupmbl Merck
C UCIIOJIb30BAaHUEM B Ka4€CTBE JIIOCHTOB CMECEH Tex
ke pactBopuTeneii. Crextpsl IMP 'H u 13C 5-10%
pacTBOPOB CHHTE3MPOBAHHBIX COCIUHEHUI B JeiiTe-
poxsopodopme (CDCly) Ob111 nomydeHs! Ha mpudope
Bruker Avance-500 (I'epmanus) ¢ paboueii yacToTOR
500 u 125 MI'ty cOOTBETCTBEHHO. XUMHUYECKUE CABH-
I'M U3MEPSUIN 10 LIKaje § CUrHaja OCTaTOYHBIX IPO-
TOHOB JieiiTepoxsiopodopma (6 7.26 u 77.16 m.a. ans
13C coorpercTBenno). MK cHeKTphI BelecTB 3amu-
caHbl B TuieHKe Ha criekrpodoromerpe Bruker FT-IR
Alpha (I'epmanus).

Oomas meroguka S-aanuauposanus AT TIMT-
oB ajutuadpomuaamu 15, 16. K pactesopy 1.0 mmomns
coenunenuii 26, 30-32 B 5 Mi1 a0COJIFOTHOIO O€H301a
po6asmsinu 0.21 r (1.5 mmons) K,CO5 1 1.25 mmons
anmmnopomuga 15 wnn 16 v KuUmATWIM TIpH TIepe-
MeIIMBaHuM 8 4. PeaknnoHHYyI0 cMech pa30aBIsuin
20 M HacwleHHoro BojHoro pacreopa NaHCOs;,
MPOAYKT PEaKIHUH W3 BOIHOTO CJIOSl AKCTPArHpOBaIU
EtOAc (3x10 mir), oObeIMHEHHBIE OPTAaHUYECKUE BBI-
kKU cymmii Na,SO,. [Tocne ynanenus pactBopu-
TeJIsl IPY MMOHMKEHHOM JIaBIICHUH TPOAYKT BBIICIISIIH
KOJIOHOYHOW Xxpomarorpadueii (JIOEHT — CMeCh I1e-
Tponeiinoro 3¢upa u EtOAc).

Itua 2-{[2-(2-MeTOKCU-2-0KCOITHJI)IPOMN-2-€H-
1-un]Tno}-4-meTnn-6-nentua-1,4-auruagponupu-
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Cxema 5

AcO

23, R = OEt, 70% 31, R =OEt 21, R = OEt, 64%
24, R =Me, 75% 32, R =Me 22, R = Me, 69%
Cxema 6
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OEt PhH
66%

MuanH-S-kapookcuiaar (17). Bexog 0.30 r (79%).
UK cnexrp, v, em : 3307 cn (N-H), 1737 ¢ (C=0),
1697 ¢ (C=0), 1682 ¢ (C-N), 1649 ¢ (C—N), 1162 ¢
(C-0), 1119 ¢ (C-0), 1080 ¢ (C-O). Cnextp SIMP 'H,
o, m.1.: 0.86 T [3H, (CH,),CH;, J 6.9 T'u], 1.26 T [3H,
CH;CH,0, J 7.1 I'], 1.14-1.56 m [8H, (CH,),CH;],
227 ¢ (3H, CH;C=), 3.15 n (IH, CH,C=0O, J
16.0 I'm), 3.23 1 (1H, CH,C=0, J 16.0 I'n), 3.67 1
(1H, CH,S, J 14.6 I'n), 3.68 ¢ (3H, MeO), 3.88 n (1H,
CH,S, J 14.6 I'n), 4.03—4.22 M [3H, CH(CH,),CHj,
CH;CH,0], 4.44 yu.c (1H, NH), 5.04 ¢ (1H, CH,=),
5.28 ¢ (1H, CH,=). Cnekrp JIMP 13¢C, §, m.a.: 14.0,
14.3,22.6 (2C), 24.1, 31.6, 36.2, 39.8 (2C), 52.0, 59.6
(20), 117.9 (2C), 137.7 (3C), 167.0, 171.8. Hatineno,
%: C 59.70; H7.87. C19H39N,0O4S. Beruucineno, %: C
59.66; H7.91.

Itua 2-{[2-(2-MeTOKCU-2-0KCOITU)IPOI-2-eH-
1-ni]TH0}-6-MeTHII-4-1eHTIII-1,4-Auruaponupu-
MuauH-5-kapookcuaar (27). K pacrtsopy 0.14 r
(0.5 mmonp) coemuHeHU 26 B 5 MJI METaHONA JO-
6apmsu 0.12 v (0.6 Mmonb) ammmnOpomuaa 15 u
kunsatunn 12 4. [locne ymanmeHuss pacTBOpUTENS
TIPH TTOHIKEHHOM JaBIICHUH MPOAYKT BBIIEISUTH KO-
JIOHOYHOHM Xpomatorpadueit (MOEHT —CMech XJIO-
podopma u meranona). Beixog 0.28 r (74%). UK
ceKTp, v, cM 1 3357 e (N-H), 1734 ¢ (C=0), 1714
¢ (C=0), 1698 c (C—N), 1662 ¢ (C-N), 1211 ¢ (C-

PhH
96%

A

0), 1086 ¢ (C-0O). Criextp SIMP IH, o, ma.: 0.87 T
[3H, (CH,),CH;, J 6.7 T'u], 1.30 T [3H, CH;CH,0, J
7.1 Tu], 1.12-1.39 m [6H, (CH,);CH;], 1.47-1.69 M
[2H, CH,(CH,);CH;], 2.53 ¢ (3H, CH5C=), 3.20-3.43
M (2H, CH,C=0), 3.69-3.80 m (1H, CH,S), 3.76 ¢
(3H, MeO), 4.13-4.30 m [3H, CH,S, CH;CH,0], 4.70
n.n [1H, CH(CH,),CHs, J; 11.6, J, 6.9 Tn], 523 ¢
(1H, CH,=), 5.64 ¢ (1H, CH,=). Cnextp AMP 13C,
o, ma.: 14.0, 14.2, 17.7, 22.4, 23.6, 31.2, 35.7, 36.0,
40.0, 52.3, 52.8, 61.1, 105.9, 120.0, 134.5, 144.2,
162.4, 164.6, 173.6. Haiineno, %: C 59.73; H 7.85.
Cy9H39N,0,S. Beruucneno, %: C 59.66; H 7.91.

O0masi MeroAukKa AaUWJIMPOBAHMS COeIMHe-
Huii 17, 27. PactBop 0.5 mmonb coenuneHuit 17 win
27 B 3 MJ YKCYCHOTO aHTHUApHIA KUMATAIH 12 4.
Peaknmonnyro cmech paz0aisuid 30 MII HACHIICH-
Horo BoznHoro pacteopa NaHCO;, nponykr peakuun
13 BoHOTO ciost akctparupoBain EtOAc (3x10 mo),
OObEAMHEHHbIE OPraHWYECKHE BBITSKKH CYLIWIN
Na,SO,. Ilocne ynaneHus pacTBOpuUTeNs MPU [IOHU-
JKEHHOM JaBJICHUM, MPOAYKT BBIIEISUIN KOJTOHOYHOU
Xxpomarorpadueil (3JIOEHT — CMECh METPOJICHHOrO
a¢upa u EtOAc). U3 coenuuaenns 17 Beixon 29 cocra-
B 0.19 1 (88%), u3 coenuuaenust 27 BbIxox 29 cocra-
Bui 0.14 r (65%).

Atua 1-anmernii-2-{[2-(2-MeTOKCH-2-0KCOITH)-
npon-2-en-1-wia|Tuo}-4-merna-6-nenrua-1,6-au-

JKYPHAJI OPTAHMYECKOM XUMUM tom 58 Ne 9 2022
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THAPONUPUMHUANH-5-Kap0oKcHIaT (29). HK
CHEKTD, V, em 1738 ¢ (C=0), 1692 c (C=0), 1648
cp (C—N), 1224 ¢ (C-0), 1182 ¢ (C-0), 1072 ¢ (C-0O).
Cnektp AMP 'H, 5, m.1.: 0.85 T [3H, (CH,),CH;, J
6.7 I'u], 1.30 T [3H, CH3;CH,0, J 7.1 I'y], 1.13-1.48
M [8H, (CH,),CH;], 2.30 ¢ (3H, CH;C=), 2.36 ¢ (3H,
CH;C=0), 3.19 ¢ (2H, CH,C=0), 3.69 ¢ (3H, MeO),
3.96 ¢ (2H, CH,S), 4.12-4.28 m (2H, CH;CH,0),
5.06 ¢ (1H, CH,=), 5.20 a.x [1H, CH(CH,),CH;, J;
8.8,J,5.0Tu), 5.27 ¢ (1H, CH,=). Cniektp SIMP 13C,
o, m.a.: 13.9, 14.3, 20.7, 22.4, 24.1, 24.3, 31.4, 31.5,
36.7,40.1,51.7,51.9,60.4,113.8,118.5, 137.3, 151.2,
155.6, 166.0, 170.1, 171.3. Haiineno, %: C 59.48; H
7.52. C51H3,N,058S. Breruncneno, %: C 59.41; H 7.60.

Orua  2-{[2-(2,2-AN3TOKCHAITWI)IPON-2-eH-1-
Wi|Tuo}-4-MeTHJ-6-neHTHaA-1,6-Aurnaponupu-
muauH-5-kapookcuaar (19). Bexog 0.35 1t (81%).
UK cnekrp, v, em !: 3293 cn (N-H), 1697 ¢ (C=0),
1682 ¢ (C=0), 1648 ¢ (C-N), 1246 c (C-0O), 1223
c (C-0), 1117 ¢ (C-0), 1059 c (C-0). Cmektp
SAMP 'H, §, m.1.: 0.86 T [3H, (CH,),CH;, J 6.9 Tu],
1.19 T [6H, (CH3CH,0),CH, J 7.1 I'u], 1.28 T
(3H, CH;CH,0OC=0, J 7.1 I'n), 1.11-1.56 m [8H,
(CH,),CHs;], 2.27 ¢ (3H, CH5C=), 2.42-2.51 ™ [2H,
(CH;CH,0),CHCH,],3.44-3.55M[2H, (CH;CH,0),-
CH], 3.59-3.72 m [3H, (CH;CH,0),CH, CH,S],
3.87 n (1H, CH,S, J 14.2 I'n), 4.08-4.23 M [3H,
CH(CH,)4,CH;, CH;CH,0C=0], 4.43 ym.c (1H,
NH), 4.64 T [1H, (CH;CH,0),CH, J 5.6 I'i], 5.00 ¢
(1H, CH,=), 5.17 ¢ (1H, CH,=). Cnextp IMP 13C,
o, m.a.: 14.0, 14.3, 15.2 (2C), 22.6, 24.1, 31.7, 36.3,
37.1, 38.8, 59.6 (2C), 61.4 (2C), 102.0 (3C), 116.5
(2C), 140.5 (20), 167.0. Haiizeno, %: C 61.99; H
8.89. C»,H3gN,0,4S. Berancneno, %: C 61.94; H 8.98.

Metua  3-{[(5-aueTmia-4-meTua-6-nentusi-1,6-
JUTHAPONUPUMUAUH-2-WI)THO|MeTH}0yT-3-eHOo-
ar (18). Beixon 0.26 T (73%). UK crektp, v, cM '
3247 cn (N-H), 1699 c (C=0), 1636 ¢ (C=0), 1538
¢ (C—N), 1247 ¢ (C-0), 1163 ¢ (C-0), 1119 ¢ (C-
0), 1054 ¢ (C-0), 1025 ¢ (C-O). Cnextp IMP 'H,
o, m.a.: 0.85 T [3H, (CH,),CH;, J 6.9 T'], 1.11-1.56
M [8H, (CH,),CHs], 2.24 ¢ (3H, CH5C=), 2.25 ¢
(3H, CH5C=0), 3.15 n (1H, CH,C=0, J 16.4 Tn),
3.23 1 (1H, CH,C=0, J 16.4 '), 3.70 ¢ (3H, MeO),
3.77 o (1H, CH,S, J 14.8 '), 3.88 n (1H, CH,S, J
14.8 T'm), 4.49-4.55 m [1H, CH(CH,),CH;], 5.06
¢ (I1H, CH,=), 530 ¢ (1H, CH,=). Cnexrp AMP
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3¢, 5, mu.: 14.0, 22.6, 24.3, 24.3 (20), 31.7, 36.2,
36.4,39.8, 51.9 (2C), 118.2 (3C), 137.5 (2C), 171.7,
197.2. Haitneno, %: C 61.40; H 7.91. C;gH,gN,05S.
Breruncneno, %: C 61.33; H 8.01.

1-(2-{[2-(2,2-AudTOKCHITUA)IPOM-2-eH-1-M]-
THO}-4-MeTHI-6-IeHTHI-1,6-AUTrHAPONUPUMH-
auH-5-un)atanon (20). Bexog 0.32 1 (82%). UK
cextp, v, cM: 1736 ¢ (C=0), 1635 ¢ (C-N), 1272
¢ (C-0), 1249 ¢ (C-0), 1161 ¢ (C-0), 1122 ¢ (C-0).
Criextp SIMP 'H, 8, m..: 0.89 T [3H, (CH,)4CH;, J
6.71I'n],1.23 T [6H, (CH;CH,0),CH,J 7.1 I'u], 1.08-
1.59 M [8H, (CH,),CH;], 2.33 ¢ (3H, CH5C=), 2.43 ¢
(3H, CH3C=0), 2.46-2.56 M [2H, (CH;CH,0),CH-
CH,], 3.51-3.57 m [2H, (CH5;CH,0),CH], 3.66-3.73
M [3H, (CH;CH,0),CH, CH,S], 3.834.01 m (1H,
CH,S), 4.63 ym.c [1H, CH(CH,),CH;], 4.68 T [1H,
(CH;CH,0),CH, J 5.6 T'u], 5.04 ¢ (1H, CH,=),5.20 ¢
(1H, CH,=), 6.22 ym.c (0.5H, NH), 6.63 ym.c (0.5H,
NH). Crnextp AMP 13C, §, m.a.: 14.0, 152 (20),
22.5, 24.0, 24.6, 29.0, 31.8, 35.5, 37.0, 38.9, 57.1,
61.3, 61.4, 101.9 (2C), 116.3, 140.1, 149.0, 154.3,
197.7. Haiineno, %: C 63.55; H 9.08. C,;H3,N,0O5S.
Brruucaeno, %: C 63.60; H 9.15.

ITHa 6-{[1-(aueTHI0KCH) M KJIONPONMJI | Me-
THI}-2-{[2-(2-MeToKCH-2-0KCOITHI)TPONI-2-eH-1-
wi|Tno}-4-metmi-1,6-1MruaAponupUMUIMH-5-Kap-
ooxcunaar (21). Bexon 0.27 1 (64%). UK coektp, v,
em 1 3310 c1 (N-H), 1736 ¢ (C=0), 1697 ¢ (C=0),
1648 ¢ (C=0), 1599 cp (C-N), 1218 ¢ (C-0O), 1159 ¢
(C-0), 1090 ¢ (C-0), 1019 ¢ (C-O). Crrextp SIMP 'H,
8, m.4.: 0.45-0.55 M (1H, CHy,enonpon)s 0-72-0.82 m
(lHa CquP[KHOHpOH)’ 0.82-0.95 m (lH’ CquPIKHOHpOH)’
0.96-1.08 M (IH, CHyompon)s 127 T (3H,
CH;CH,0, J 7.1 I'n), 1.45-1.73 m (1H, CHCH,C),
1.88-2.12 m (1H, CHCH,C), 2.02 ¢ (3H, CH;C=0),
2.27 ¢ (3H, CH;C=), 3.14-3.23 m (2H, CH,CO,), 3.70
c (3H, MeO), 3.68-3.77 m (1H, CH,S), 4.00-4.07 m
(1H, CH,S), 4.09—4.24 m (2H, CH;CH,O0), 4.39-4.48
M (1H, CHCH,C), 5.04 ¢ (1H, CH,=), 5.25 ¢ (1H,
CH,=), 6.61 yurc (1H, NH). Cnextp AMP 13C, §,
M. 10.2, 13.3, 14.3, 21.4, 22.8, 36.1, 39.7, 40.1,
48.9, 52.0, 56.5, 59.7, 111.5, 118.2, 130.6, 137.8,
147.7, 159.3, 166.5, 171.6. Haiineno, %: C 56.64; H
6.51. C5gH»gN,O¢S. Brruncieno, %: C 56.59; H 6.60.

Metun  3-{[(5-ameTunn-6-{|1-(aueTUIOKCH)IIU-
KJIONponuI|MeTn}-4-MeTHa-1,6-1urugponupu-
MMIMH-2-WJI)THO|MeTHa}0yT-3-eHoar (22). Brixon
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0.27 T (69%). UK cnextp, v, cM ': 3258 ci1 (N-H),
1734 ¢ (C=0), 1628 ¢ (C=0), 1473 ¢ (C-N), 1217 ¢
(C-0), 1159 ¢ (C-0), 1017 ¢ (C-O). Cniexrp SIMP 'H,
8, M2 0.50-0.60 M (1H, CHyypnompon)> 0.76-1.01 M
(3H, CHyemompon)s 1.94-2.05 M (1H, CHCH,C), 2.00
¢ [3H, CH;C(=0)0], 2.27 ¢ (3H, CH;C=), 2.31 ¢ (3H,
CH;C=0), 3.16 1 (1H, CH,CO,, J 15.4 T'm), 3.22 1
(1H, CH,CO,, J 15.4 T'm), 3.67-3.77 M (2H, CH,S),
3.70 ¢ (3H, MeO), 3.94-4.04 m (1H, CHCH,C), 4.62
yirc (1H, NH), 5.07 ¢ (1H, CH,=), 5.28 ¢ (1H, CH,=).
Crextp SAMP 13C, §, mu: 12.9, 14.1, 21.4, 30.6,
36.2, 39.7, 39.9, 41.7, 52.0, 56.7, 65.8, 118.4, 122.5,
137.5, 160.7, 165.0, 171.6, 171.8, 196.3. Haiizeno,
%: C 57.92; H 6.58. C;oH,4,N,O5S. Brruucneno, %:
C 57.85; H 6.64.

T 6-{[1-(aeTHI0KCH)IUKJIONPONUI | Me-
THA}-2-{[2-(2,2-AMITOKCUITUI)IPOI-2-eH-1-1mi]-
THO}-4-MeTWI-1,6-TMruAPONUPUMUIUH-5-KaApOOK-
cunar (23). Beixon 0.33 1 (70%). MK crextp, v, cM '
3309 cit (N-H), 1747 ¢ (C=0), 1698 c (C=0), 1648 ¢
(C-N), 1219 ¢ (C-0), 1126 ¢ (C-0), 1092 ¢ (C-0),
1054 ¢ (C-0), 1021 ¢ (C-0). Cnextp SAMP TH, 8, m.1.:
0.46-0.51 M (1H, CHy,y0npon)s 0-73-0.81 m (1H,
CHy,cnonpon)s 0-88-0.93 M (1H, CHy,jyc0npon)s 0-96—
1.04 M (1H, CHy ynonpon)s 1-19 T [6H, (CH3CH,0),
CH,J7.0Tu], 1.27 T 3H, CH;CH,0, J 7.1 I'n), 1.50
a1 (1H, CHCH,C, J; 14.8, J, 11.0 T'm), 1.60-1.76 m
(1H, CHCH,C), 2.03 ¢ (3H, CH5C=0), 2.29 ¢ (3H,
CH;C=), 2.38-2.52 m [2H, (CH;CH,0),CHCH,],
3.46-3.52 m [2H, (CH53CH,0),CH], 3.59-3.81 m
[3H, (CH;CH,0),CH, CH,S], 3.99 1 (1H, CH,S, J
13.9 I'm), 4.064.23 m (2H, CH;CH,0C=0), 4.40—
4.46 m (1H, CHCH,C),4.62 n.n[1H, (CH;CH,0),CH,
Jy 17.3, J, 11.6 T'u], 4.99 ¢ (1H, CH,=), 5.15 ¢ (1H,
CH,=), 6.58 yurc (1H, NH). Cnekrp SIMP 13C, §,
m.a.: 10.1, 13.3, 14.3, 15.3 (20), 21.4, 22.9, 36.7,
38.8, 40.2, 48.8, 56.5, 59.7, 61.3, 61.4, 101.9, 104.4,
116.6, 140.3, 156.3, 159.7, 166.6, 171.8. Haiineno, %:
C 59.02; H 7.65. C3H3¢N,O¢S. Boruucneno, %: C
58.95; H 7.74.

1-[(5-AneTna-2-{[2-(2,2-AMI TOKCHITUII ) TP OII-
2-eH-1-ni|THO0}-6-MeTUA-3,4-TUTUIPOTTUPUMH-
JUH-4-WI)MeTWI | MUKJIonponus amerar (24). Bui-
x011 0.33 1 (75%). UK criextp, v, oM~ ': 3234 cn (N-H),
1746 ¢ (C=0), 1699 ¢ (C=0), 1626 c (C-N), 1540 c
(C-N), 1218 ¢ (C-0), 1123 ¢ (C-0O), 1053 ¢ (C-0),
1025 ¢ (C-0). Cnextp SIMP 'H, §, m.1.: 0.46-0.54 m

(lHa CH2HI/IKJ‘IOHPOH)’ 0.74-0.82 m (lH’ CH2uI/IKnonpon):
0.80-0.88 ™M (1H, CHy,ynonpon)s 0-91-0.99 M (1H,
CHZHHKIIOI‘IpOH)’ 1.19 1 [6H, (CH3CH2O)2CH’ J
7.0 Tu], 1.87-2.06 m (2H, CHCH,C), 2.00 ¢ [3H,
CH;C(=0)0O], 2.25 ¢ (3H, CH;C=), 2.29 ¢ (3H,
CH;C=0), 2.40-2.50 m [2H, (CH;CH,0),CHCH,],
3.40-3.53 M [2H, (CH5CH,0),CH], 3.57-3.67 m [3H,
(CH;CH,0),CH, CH,S],3.71 n(1H,CH,S,J13.9Tn),
3.93 n.n (1H, CHCH,C, J; 13.5,J, 8.8 I'y), 4.57 ymi.c
(1H, NH), 4.62 T [1H, (CH;CH,0),CH, J 5.6 T'u],
4.99 ¢ (1H, CH,=), 5.15 ¢ (1H, CH,=). Cnektp SAMP
3¢, &, m.a.: 10.7, 12.9, 15.2 (2C), 21.4 (2C), 30.4,
37.0, 38.8 (20), 39.8, 56.7, 61.3, 61.4, 101.9, 102.1,
116.1, 140.1, 140.3, 157.7, 171.8, 196.3. Haiineno,
%: C 60.34; H 7.72. C,,H34N,O5S. Boruucneno, %:
C 60.25; H 7.81.

Itua 2-[(4-3ToKcH-4-0KCOOYTHII) THO|-4-MeTHJI-
6-nmeHTHII-1,6-AUTrHAPONUPUMHAUH-5-KAPOOKCH-
aar (35). K pacteopy 0.07 r (0.25 mmonb) coenu-
HeHus 26 B 3 Mi1 aOcomoTHOTO OeH3071a 100aBIsIIN
0.08 r (0.4 mmonp) stHn 4-xnopbyraHoara (33) u
0.06 (0.4 Mmonb) K,CO3 1 KUISITUIIN [IPU IIEpEMEIIHU-
BaHuu 24 4. Peakunonnyo cmech pa3dasisuii 20 it
HachblleHHOro BogHoro pactsopa NaHCO;, mpogykT
peakiuu M3 BOJIHOTO Cliosi dKcTparuposanu EtOAc
(3%10 ™M), OObECAMHEHHBIC OPTAHUYCCKUE BBITSIKKU
cymmu Na,SO,. [Tocne ynanenust pacTBopuTelis Ipu
MTOHKECHHOM JIaBJICHUH, POAYKT BIJIEIISLTH KOJIOHOY-
HOU Xpomarorpadueil (37TI0EHT — CMECh METPOJICIHO-
ro 3¢upa u EtOAc). Beixox 0.06 r (66%). UK cnektp,
v, eM 11 3304 ¢ (N-H), 1733 ¢ (C=0), 1698 ¢ (C=0),
1649 ¢ (C-N), 1260 ¢ (C-0), 1243 c (C-0), 1205 ¢
(C-0), 1162 c (C-0), 1118 c (C-0), 1081 ¢ (C-0),
1022 ¢ (C-0). Cnextp SMP 'H, §, m.1.: 0.85 T [3H,
(CH,),CHs;, J 6.8 T'u], 1.25 T (3H, CH3;CH,0OCOC=,
J 7.1 Tn), 1.26 T (3H, CH3;CH,OCOCH,, J 7.1 I'n),
1.13-1.58 ™ [8H, (CH,),CH;], 1.83-2.08 m (2H,
CH,CH,CH,CO,), 2.29 ¢ (3H, CH5C=), 2.34-2.50 m
(2H, CH,CO0,), 2.87-3.03 m (1H, CH,S), 3.12-3.27 m
(1H, CH,S), 4.064.22 m (4H, CH;CH,O0), 4.51 n.1
[1H, CH(CH,),CH;, J; 14.6, J, 7.2 T']. Cnexrp AMP
3C, 8, mx: 14.0, 14.1, 14.3, 20.1, 22.5, 24.1, 25.0,
30.1, 31.6, 32.7, 36.4, 53.6, 59.9, 60.6, 103.5, 118.3,
137.1, 166.7, 173.2. Haiineno, %: C 59.28; H 8.32.
Cy9H3,N,0,48S. Beraucneno, %: C 59.35; H 8.39.

Itua  8-MeTmiI-4-0KCo-6-neHTUII-3,4-TUTrnaApo-
2H,6 H-nupumuno[2,1-b][1,3] Tua3zun-7-kapooxcu-

JKYPHAJI OPTAHMYECKOM XUMUM tom 58 Ne 9 2022



IMPUMEHEHUE 2-3AMEIIEHHBIX ®YHKIINOHAJIM3NPOBAHHBIX AJIJIMJIBPOMHUIOB

aat (36). K pactBopy 0.14 r (0.5 MMO0I1b) COeMHEHUS
26 B 5 mu abcomrotHOTO OeH3oma nobammsumu 0.08 T
(0.55 mmonp) B-OpoMnponnoHOBOH KHUCIOTH (34) n
0.08 r (0.55 mmonb) K,COz u xunmaTuiau npu nepe-
MelnBaHuu 24 4. PeakmoHHyr0 cMech pa30aBiisiin
20 mn HaceimeHHoro ojgHoro pacrtsopa NaHCO;,
MPOAYKT pEeakUUu W3 BOJHOTO CJIOS DKCTparupoBa-
mu EtOAc (3%10 mi), 0ObeTUHEHHBIC OpraHHYECKUe
BRITsDKKM cymmin Na,SO,. Ilocne ynamenus pac-
TBOPHUTENS MpPU TIOHIKEHHOM JaBJICHUHM IPOIYKT
BBIJICJISTM KOJIOHOYHOM Xpomatorpadueit (J10eHT —
cMmech nerpodeiinoro a¢upa u EtOAc). Beixon 0.16 T
(96%). UK cnektp, v, cM 1 1698 ¢ (C=0), 1507 ¢
(C—N), 1275 ¢ (C-0), 1230 c (C-0), 1216 ¢ (C-0),
1140 ¢ (C-0), 1117 ¢ (C-0), 1069 ¢ (C-O). Cnektp
SAMP 'H, §, m.1.: 0.83 1 [3H, (CH,),CH3, J 6.7 Tn],
1.10-1.34 m [6H, (CH,);CH;], 1.28 T (3H, CH;CH,0,
J7.1Tn), 1.35-1.60 m [2H, CH,(CH,);CH;], 2.28 ¢
(3H, CH5C=), 2.75-2.98 M (2H, CH,C=0, CH,YS),
3.04-3.26 m (2H, CH,C=0, CH,S), 4.10-4.27 m (2H,
CH;CH,0), 5.67 n.n [1H, CH(CH,),CH;, J; 7.8, J,
5.5 I'n]. Cnextp SIMP 13C, §, m.n.: 13.7, 14.2, 21.2,
21.8, 22.3, 24.5, 31.3, 33.5, 36.1, 47.7, 60.2, 110.9,
151.5, 155.5, 165.8, 168.2. Haiineno, %: C 59.31; H
7.39. C6H,4N,05S. Beruncneno, %: C 59.23; H 7.46.

3AKJIIOYEHUE

BnepBble  ocymiecTBieHO  S-aJUIMIUMPOBaHUE
3,4-muruaponupumuanH-2(1 H)-THOHOB,  cofepika-
IIMX OCTAaTOK anr(aTUIEeCKUX allbJeTU0B, 3-OpoM-
MeTwi-3-Oyrenoarom  (15) w  npudTHnIAneTanem
3-6pommerni-3-OyteHoata (16). C BBICOKUM BBIXO-
JIOM TIOJIy9€HbI HOBBIE YHHKAIIbHBIE TETEPOIHKIIN-
YEeCKHe COCIMHEHUs, UMEIOIINE CTPYKTYPY CXOIHYIO
OnokaTopam KaJIbIUEBBIX KAHAJIOB 3-TO MTOKOJICHUS.
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For the first time, S-allylation of 3,4-dihydropyrimidine-2(1H)-thions, containing the residue of aliphatic alde-
hydes and B-hydroxycyclopropane aldehydes, with 2-substituted functionalized allyl bromides, available through
cyclopropanol intermediates, was carried out. New unique heterocyclic compounds with a structure similar to
the 3rd generation calcium channel blockers have been obtained in a high yield.

Keywords: methyl 3-bromomethyl-3-butenoate, 2-(bromomethyl)-4,4-diethoxybut-1-ene, S-allylation reaction,
3,4-dihydropyrimidine-2(1H)-thions, multicomponent reactions, aliphatic and B-hydroxycyclopropane aldehydes
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