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Huknudeckre MOYEBUHBI, B OCOOEHHOCTH MPOU3-
BOJIHBIE WMHUA30JMINH-2-0Ha, TIPUBJIEKAIOT BHUMAa-
HUE WCCIIeN0BaTeNeii B CBA3H C UX BBICOKOH U pa3HO-
00pa3HOi OMONOTHYECKON aKTUBHOCTBIO. Tak, mpea-
CTaBUTENM JTOTO KJjacca COEAUHEHHUN TPOSBISIIOT
poTUBOpaKkoBbIe [ 1, 2], aHTHOKCHIaHTHBIE [3], aHTHU-
OakrepuanbHbie [4], aHTHIENIPECaHTHBIC CBOMCTBA 3,
6], ABJISIOTCSI @aHTArOHUCTaMK perentopoB avp3 [7],
metipokuHa-1 (NK1) [8], CCRS5 [9], narnoutopamu
BUY-1 nporeass! [10] u creaponn-CoA necarypasbl
1 (SCD1) [11]. IlpousBogabie MMUAA30TUANH-2,4-TH-
OHa, cojiepalue B cBoeM coctase (hochopriIbHBII
(hparMeHT, MPOSBISIOT OaKTEpPUIMIHBIE CBOWCTBA, B
YaCTHOCTH, IMPOTUB 30JIOTHCTOTO cTaduiokokka [12].
Crnenyer OTMETUTH, YTO UMHU/IA30JIUIUH-2-0HbI, KOTO-
pbie conepxar cBa3b N—P, THAPOIUTHYECKH HEYCTON-
4yuBbl. BBeneHune B CTPYyKTypy MMHAA30JIUANH-2-0HA
ankuIPocHOpUILHON TPYNIBI MOXET TPUBECTH K
yCHJIeHUIO (apMaKOIOTHYECKOH aKTUBHOCTH ATHX
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MIPOU3BOMIHBIX, & TAK)KE MOBBIMICHUIO YCTOWIUBOCTH
K rugponusy. B To jxe Bpems, CBEIEHHUS O CHHTE3€
dhochopcoaepkammx UMHIA30IUINH-2-0OHOB B JIH-
Teparype MPEACTaBICHbl CIUHUYHBIMU MPUMEPaAMHU.
K nHacrosmemMy MOMEHTY MMEIOTCS TOJBKO IBE ITy-
OJMKaIMK, B KOTOPBIX OMHCAHBI CIIOCOOBI BBEICHUS
¢docdopHoro ¢pparmeHTa B OOKOBYIO LIeTIb UMHIA30-
JUIUH-2-0HOB. [IepBbIil METON 3aK/IOUAETCS B TPEX-
KOMIIOHEHTHOHM KOHJCHCAITUU aJIbJICTHUIOB, NUMU/A30-
munuH-2-oHa U (Gocduros [13], BTopoil ocHOBaH Ha
peakimu  N-METOKCUMETHIMOYEBHHBI C TpU(EHUI-
($ochuHOM B MPUCYTCTBUH ra3000pa3HOTO XJIOPUCTO-
ro Bonoponaa [ 14].

Panee wamMm ObIT pa3paboTaH OpPUTHHATHHBIN
METOJl MOJYyYEHUs] MPOU3BOAHBIX HMHUAAZOIUIUH-2-
OHa Ha OCHOBE KHCJIOTHO-KaTaJM3UPYEMON pEeaKIlnu
1-(2,2-1MMeTOKCHUATII)-3-apUIIMOYECBHH C PE30PIIH-
HOM U ero npou3BonHbIMH [15—17]. B manHO# paboTe
MIPEICTABICHO PACITUPEHIE TPAHUI] ITOTO METOA, 10~
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3BOJISIIONIETO TIOJTy4aTh HEU3BECTHBIC paHee (ocdop-
coJieprKaIie MPON3BOAHBIC UMUAA30IUANH-2-0Ha. C
ATOH IETIhI0 Ha TIEPBOM 3Tarte ObLT OCYIIECTBICH CHH-
Te3  amdTHI-{2-[1-(2,2-mumeTokcuaThI)-3-(heHunIT-
kapOokcamuzo |3t f poconara 3 ¢ HCHONB30Ba-
HUEM JIByXCTaauitHOW MeTomuku (cxema 1). Ha mep-
BOW CTajuu B3aumojelicTBueM BuHUIGochoHata 1 ¢
2,2-TUIMETOKCHATaH- | -aMIMHOM TI0 peaknuu aza-Mmu-
xad1st ObIT TIONyYeH areraib 2, KOTOPBIA MpH 00pa-
0oTke (heHMIM3OIMAHATOM (BTOpasl CTajus) MpeBpa-
mraercs B pocdonar 3.

B pesynbrare peakiuu coequHeHUs 3 ¢ pe3opiu-
HOM B XJIOpO()OpME MPU KOMHATHOU TEMIIEPaType C
HCTIOJIb30BaHUEM TPH(TOPYKCYCHOM KHUCIIOTHI B Kaue-
CTBE KaTaym3aropa Oblia BRIIEICHA CMECh S5- U 4-apu-
JIMMUIa30JIMH-2-0HOB 4a U Sa B cooTHomeHuu 4:1.
CooTHECeHHE PETHOU30MEPOB OBIJIO OCYIIECTBICHO
no ganaeiM SIMP 1H [18].

Bsaumoneticteue docdonara 3 ¢ 2-mMeTmipesop-
IIMHOM TaKXe MPUBETIO K 00pa30BaHUIO CMECH PETH-
OM30MEPHBIX MMUAA30JUH-2-0HOB 40 U 50 B COOT-
Howenuu 9:1. B ciayuae nuporaiionga COOTHOLICHUE
peruonzoMepoB cocTaBuio 2:1 (cxema 2).

Panee Hamu ObLIO mOKazaHo, 4uTo 1-(2,2-muMe-
TOKCHATHI)- | -MeTHII-3-(CHUIIMOYCBHHA B XJIOPO-
(¢opmMe B MPUCYTCTBUU TPUPTOPYKCYCHOW KHUCIIOTHI
[IOJIBEPIacTCsl BHYTPUMOJIEKYJIIPHOU LUKIU3ALUUA C
oOpaszoBaHHeM TPOU3BOAHOTO 1,3-muruapo-2H-uMu-
J1a3011-2-0Ha, KOTOpPOE Jajiee BCTYMAeT B PEAKLHUIO C
¢denonamu [18]. MBI IPEANONIOKUIHA, YTO MOYCBUHA
3 takxke crnocoOHa K BHYTPUMOJIEKY/ISIPHON ITMKITU3a-
WU B NPUCYTCTBUM KUCIOT. Jl€MICTBUTENIBHO, B aHa-
JIOTUYHBIX YCJIOBHUSX HAM YJIaJOChb CHHTE3UPOBATH
LUKIAYECKYI0 MouyeBUHY 6. JlanpHelimue wuccieno-
BaHMUsI MOKA3aJIM, YTO UMHIa30I1H-2-0H 6 BCTyMHaeT B
PEaKLUIo C PE30PIIMHOM U €r0 IPOU3BOJHBIMU B XJIO-
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Cxema 3.
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podopme B IIpUCYTCTBUU TPUDTOPYKCYCHOH KHCIIO-
Tel. [IpomykTamMu peaknuu SBISIOTCS PErHOU30MeEp-
HBIE CMECH S-apUIIMMHIa30I1MH-2-0HOB 4a—B U 4-apu-
JIMMHUIA30JIMH-2-0HOB Sa—B (4a:5a = 3:1, 46:56 =
5:1,4B:5B = 3:1) (cxema 3).

Takum o00pa3oMm, B pe3yiabrare peaknuum {2-
[1-(2,2-quMeToKCcUATHI)-3-DeHUITKAPOOKCAMHUJIO |-
st} pochonara 6o nuITHI-[2-(2-0KCO-3-(heHuI-
2,3-nurunpo- 1 H-umunason- 1 -wn)atwi |pocdonara ¢
PE30PIUHOM, 2-METHIPE30PIUHOM M MHPOTAIIONOM
CUHTE3UpOBaHbl HOBEIE (hochopcomepxkamme S-apu-
JIMMUJA30JIMH-2-0Hbl U 4-apuiIMMHUAA30JIUH-2-0HBbl.
[TokazaHo, 9TO Ha COOTHOIIEHUE OOPA3yIOIINXCS pe-
THOM30MEPOB OKAa3bIBACT BIUSHUE KaK CTPOCHHE HC-
xomHoTO (hochoHaTa, TaK U Mpupoaa GpeHoa.

JdudTna-{2-[(2,2-1MMeTOKCUITUJ)AMHUHO]-
stua}docedonar (2). Cmech 3.6 T audTHIBUHUI(OC-
¢donara, 2.3 T 2,2-quMeTokcudTaH-1-amMmuHa U 20 M
Bonbl kunsitiin 4 4. [lociie ynaneHus: pacTBOpUTes,
OCTaTOK MPOMBIBAIIN JIUATHUIIOBBIM d(PUPOM U CYIIIHITH
B Bakyyme. Beixon 4.1 r (69%), macno. UK cnekrp,
v, em1: 1439, 1686, 3411. Cnekrp SIMP 'H (CDCl,),
3, M. 1.: 1.30 T (6H, CHj, 3Jyy = 7.1 T'), 1.91-2.02
M (2H, CH,), 2.72 1 (2H, CH,, 3Jyyy; = 5.4 '), 2.87—
2.95 M (2H, CH,), 3.35 ¢ (6H, CH3), 4.02—4.10 m (4H,
CH,), 4.44 t (1H, CH, 3Jyyy; = 5.4 T'n). Crexrp SIMP
31P (CDCl): 6p 34.30 M. 1. Macc-crekrp (ESI-TOF),
m/z: 254 [M + H]J*.

JduyTun-{2-[1-(2,2-numMeToORCHUITUI )-3-(heH -
moueBuHa|ITHI}pocdonar (3). Cmech 3.6 T pocdo-
Hata 2, 1.7 r denmnmmsornumanara, 10 M 6e3BOHOTO
xyopodopma nepemernmBanu 9 1 npu 20°C. Ilocne
yIOANeHUsI PAacTBOPUTENS MPOMYKT IOIyYeH B BHUJE
macina. Beixon 3.5 1 (65%). UK criekrp, v, cm1: 1242,
1440, 1665, 3334. Cnekrp SIMP 'H (CDCl,), §, m. 1.:
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1.26 T (6H, CH3, 3Jiyy; 7.1 T'), 2.04-2.19 m (2H, CH,),
3.28-3.37 m (2H, CH,), 3.43 c (6H, CHj;), 3.53-3.62
M (2H, CH,), 3.96-4.09 m (4H, CH,), 4.44 T (1H, CH,
3y = 4.1 T), 6.92 T (1H, CHy,, 3Jyy = 7.3 T'n),
7.19  (2H, CH,,, 3Jyy = 7.9 T), 7.29 1 (2H, CH,,,
3Jup = 7.5 T). Crexrp SIMP 13C (CDCl), 8¢, M. 1.:
16.09 o Jcp = 5.6 '), 24.39 n (1Jgp = 135.8 T'n),
43.21, 50.62, 55.14, 61.45 1 (2Jcp = 6.2 I'y), 104.38,
119.18, 122.03, 128.37, 139.69, 155.98. Cnexrp SIMP
31P (CDCly): 8p 29.72 M. 1. Macc-cnektp (ESI-TOF),
m/z: 389 [M + HJ".

JdmdTna-[2-(2-okco-3-penunn-2,3-guruapo-1H-
umuaa3on-1-wn)ituwialpocponar (6). Cmecy 1.1 1
¢docdonara 3, 0.6 T TPUPTOPYKCYCHOM KHUCIOTHI U
10 mu xiopodopma nepemermBaiu 20 1 nipu 20°C.
[Mocny ynaneHus pacTBOPHUTEINST MPOAYKT MOJYYCH B
Bue macia. Beixon 0.7 1 (80%). UK crekrp, v, em 1
1207, 1635, 1670, 3065, 3264. Cnekrp SIMP 'H
(CDCly), 8, m. x.: 1.24 1 (6H, CHs, 3Jyy = 7.1 Tn),
2.36 n. T (2H, CH,, Z2Jyp = 17.8, 3Jyyyy = 6.8 '), 3.96
1.1 (2H, CH,, 2Jyyp = 18.8, 3Jyyy = 6.8 T'nn), 4.03-4.12
M (4H, CH,), 6.66 1 (1H, CH, 3J;; = 3.0 T'nn), 6.79 1
(1H, CH, 3Jyy = 3.0 T'm), 7.38 T (2H, CH,,, 3Jyy =
6.8 '), 7.45-7.53 m (4H, CH,,). Criekrp SIMP 31P
(CDCly): 0p 29.32 m. 1. Macc-cnextp (ESI-TOF),
m/z: 325 [M + HJ*, 347 [M + Na]*.

OOmmii MeTo cCHUHTe3a S-apUIMMHAA30IUH-2-
OHOB 4a—B U 4-apWJIMMHIA30JIMH-2-0HOB 5a-B. a.
Cwmecs amerans 3 (1.29 mmons), dhenona (1.29 Mmors)
u TpudTOpyKCYCHOH KHUCHOTHI (2.57 Mmoinb) B 10 mu
xnopohopma nepemeniuBaiu 20 4 npu 20°C. Tlocne
VIaJICHHUs] PACTBOPHUTENb OCTATOK TPOMBIBAIH JTUITHU-
JI0BBIM 3(¢upoM. benblil mopomok cymmim B Bakyy-
Mme. Brixox 33% (cootnomenue 4:1), T. . 76-80°C.
Macc-cnextp (ESI-TOF), m/z: 435 [M + H]*, 457
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[M + Nal*. Haiineno, %: C 58.20; H 6.36; N 6.30; P
6.89. Cy;Hy7N,O4P. Berancreno, %: C 58.06; H 6.26;
N 6.45; P 7.13.

0. Cmecp Qocdonara 6 (1.54 mmons), deHoma
(1.54 wmmomnp), Tpudropykcycuoit kucmorsl (3.09
mMmone) U 10 Mt xmopodopma nepememmBamu 20 4
mpu 20°C. Ilocne ynmaneHus pacTBOPUTENS OCTaTOK
MIPOMBIBAIIN JIMATHIIOBBIM d(GHUpPOM. belblii mopomok
cymmin B Bakyyme. CMecCh PEerHOM30MEpOB HAa30-
JUH-2-0HOB 4a ¥ 5a BbIAeNeHa B COOTHOMIEHUH 3:1.
Beixon 40%, 1. tur. 142—148°C.

JdumyTnia-{2-[5-(2,4-nuruapoxcud eHun)-2-0Kco-
3-penunanmuaazonuann-1-nalatua}docponar
(4a). Cnekrp SIMP 'H (IMCO-dy), 8, m. x.: 1.17 .
1 (6H, CHj, 3Jyy = 7.0, 4Jygp = 3.1 T'), 1.76-1.87
M (1H, CH,), 1.98-2.07 m (2H, CH,), 2.79-2.90
M (1H, CH,), 3.50-3.62 m (2H, CH,), 3.84-3.94
M (4H, CH,), 5.03-5.11 m (1H, CH), 6.40 1 (1H,
CH,,, 3Jygy = 8.3 T'm), 6.83 1 (1H, CH,,, 3Jyy =
8.3 I'm), 6.99 T (1H, CH,,, 3Jyy = 7.2 Tw), 730 1
(2H, CHp,, 3Jy = 7.9 Tw), 7.59 0 (2H, CH,,, 3y =
8.3 I'n), 8.30 ¢ (1H, CHy,), 8.50 ¢ (1H, OH), 9.28 ¢
(1H, OH). Criekrp SIMP 31P (JIMCO-dy): &p 30.64 m. 1.

JduyTni-{2-[4-(2,4-nuruapoxcudeHun)-2-0Kco-
3-¢pennaumuaazoauaud-1-unalaruia}dochonar
(5a). Cnekrp SIMP 'H (IMCO-dy), 8, m. 1.0 1.23 .
1 (6H, CHj, 3Jyy = 7.0, 4Jygp = 3.0 T'), 1.76-1.87
M (1H, CH,), 1.98-2.07 m (2H, CH,), 3.09-3.15
M (1H, CH,), 3.50-3.62 m (2H, CH,), 3.974.04
M (4H, CH,), 5.46-5.52 m (1H, CH), 6.24 n (1H,
CHy,, 3Jyy = 8.4 T), 6.60 0 (1H, CH,,, 3Jyy =
8.4 T'm), 6.90 t (1H, CH,,, 3Jyy = 7.3 Tm), 7.19 1
(2H, CHp,, 3Jyy = 7.9 T), 7.41 1 (2H, CHy,, 3y =
8.1 I'm), 8.55 ¢ (1H, CH,,), 8.97 ¢ (1H, OH), 9.12 ¢
(1H, OH). Criexrp SIMP 31P (JIMCO-dy): 8p 30.93 m. 1.

CMmech peruou3oMepoB HIA30JMH-2-0HOB 40 u
56. a. Beixog 60% (cootHomenue 9:1), T. mi. 156—
158°C. Macc-cnekrp (ESI-TOF), m/z: 449 [M + H]*,
471 [M + Na]*. Haiineno, %: C 59.08; H 6.70; N 6.29;
P 7.01. C5,H,;9N,O¢P. Boruucneno, %: C 58.92; H
6.52; N 6.25; P 6.91.

6. CMeCh pEeruou30MepoB HJIa30JIUH-2-0HOB 40 U
56 Beizeniena B cootHomenuu 5:1 Beixox 22%, T. 11,
146-153°C.

AusTna-{2-[5-(2,4-puruaporcu-3-meTnJa-
pennn)-2-oxco-3-pennaumugazonuauu-1-uial-

srua}docdonar (46). Criexrp SIMP 'H (JIMCO-dy),
8, m. 1.0 1.17 . 1 (6H, CHs, 3Jyy = 7.0, 4Jypp =
3.1 I'm), 1.74-1.86 m (1H, CH,), 2.01 ¢ (3H, CHj),
1.97-2.10 m (2H, CH,), 2.80-2.90 m (1H, CH,),
3.52-3.64 m (2H, CH,), 3.85-3.96 m (4H, CH,), 5.04—
5.11 m (1H, CH), 6.40 1 (1H, CH,,, 3Jyy = 8.3 T'n),
6.83 n (1H, CH,,, 3/ = 8.3 T'w), 6.98 T (1H, CH,,,
3 = 7.3 Tu), 7.30 T (2H, CH,,, 3Jyy = 8.0 T'),
7.59 n (2H, CH,,, 3Jyy = 7.9 Tn), 8.50 ¢ (1H, OH),
9.27 ¢ (1H, OH). Cuektp SIMP 31P (IMCO-dy): p
27.25 m. 1.

HdusTna-{2-[4-(2,4-auruapoKcu-3-MmeTnJa-
dhenni)-2-okco-3-peHMIUMHUAA30JIUINH-1-1J]
srua}docedonar (56). Criexrp SIMP 'H (JIMCO-dy),
3, m. 1.: 1.23 1. 1 (6H, CH3, 3Jpyy="7.0, 4Jp3p = 0.9 '),
1.74-1.86 M (1H, CH,), 2.08 ¢ (3H, CH3), 1.97-2.10
M (2H, CH,), 2.80-2.90 m (1H, CH,), 3.52-3.64 m
(2H, CH,), 4.03—4.15 m (4H, CH,), 547-5.52 m
(1H, CH), 6.23 1 (1H, CH,,, 3Jyy = 8.4 T'w), 6.60
1 (1H, CHp,, 3Jyg = 8.2 T'm), 6.90 T (1H, CHy,
3 g = 7.5 Tw), 7.19 T (2H, CH,,, 3Jyy = 7.5 o),
7.41 n (2H, CHp,, 3Jygy = 7.9 Tw), 8.55 ¢ (1H, OH),
9.11 ¢ (1H, OH). Cnekrp SIMP 31P (IMCO-dy): p
29.27 m. 1.

CMech peruousoMepoB HIa30J1HH-2-0HOB 4B U
58B. a. Beixox 30% (cootHomenue 2:1), macio. Macc-
cnektp (ESI-TOF), m/z: 451 [M + H]*.

0. CMech pEeruom3oMepoB HAa30JUH-2-OHOB 4B
u 5B BoIZeneHa B cooTHomennu 3:1. Brixox 33%,
Macio.

dudTua-{2-[2-okco-3-penni-5-(2,3,4-rpurui-
poxcudenuna)MmMuaa3z0auauH-1-na|3Tua}poc-
¢onar (4B). Criekrp SIMP 'H (aueron-dy), 8, M. 1.:
1.19-1.27 m (6H, CHj), 1.89-2.12 m (3H, CH,), 3.07—
3.18 m (1H, CH,), 3.74-3.84 m (2H, CH,), 3.954.10
M (4H, CH,), 5.04-5.13 m (1H, CH), 6.40 n (1H, CH,,,
3y =8.4Tn), 6.69 n (1H, CH,,, 3/ = 8.4 '), 7.01
T (1H, CH,,, 3/ = 8.8 T), 7.31 1 (2H, CH,, 3/ =
8.8 T'm), 7.53 n (2H, CH,,, 3Jyyy = 8.1 T'm). Criekrp
SIMP 31P (anetoH-dg): 8p 29.56 M. 1.

JdudTua-{2-[2-okco-3-penni-4-(2,3,4-rpurui-
poxcudenuna)umMuaa3zoauauH-1-ua|3Tualpoc-
¢onar (58). Criexrp SIMP 'H (aueron-dy), 8, M. 1.:
1.34-1.41 m (6H, CHj), 1.89-2.12 m (3H, CH,), 3.19—
3.28 m (1H, CH,), 3.74-3.84 m (2H, CH,), 3.95-4.10
M (4H, CH,), 5.41-5.46 m (1H, CH), 6.22 n (1H, CH,,
3Jyy =8.4Tn), 6.82 n (1H, CH,,, 3Jyyy = 8.3 '), 6.91
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1 (1H, CH,,, 3y = 7.6 Tw), 7.16 T 2H, CH,y, 33y =
7.8 T'w), 7.40 1 (2H, CHy,, 3Jyy = 7.9 T'n). Cuexrp
SIMP 31P (anetoH-dg): 8p 29.54 M. 1.

Cnexkrpsl IMP 'H u 13C nony4ens! Ha crekTpo-
metpe Bruker Avance 600 (600 m 150 MI'1r coor-
BETCTBEHHO) OTHOCHUTENBHO CHTHAJIOB OCTaTOYHBIX
npoToHoB pactBoputens. UK crnexkTtpsl CHATHI Ha
crekrpomerpe UR-20 B untepsane 400-3600 cm1.
Kpucrammmaeckne o0pa3iisl UCCIenoBaIl B TadIeT-
kax KBr. DieMeHTHBIN aHamu3 BBITIOTHEH Ha TPHU-
oope Carlo Erba mapxkum EA 1108. Macc-crieKTpsI
MOHM3AIMH  DJIEKTPOPACTBIICHHEM TIONY4YEeHbl Ha
macc-criektpomerpe AmazonX (Bruker Daltonik
GmbH, bpewmen, ['epmanus). Temneparypsl miaBie-
HUS OTIpe/IeIeHbl B CTEKIISTHHBIX KalMJUIApax Ha TpH-
oope Stuart SMP 10.

®OHJIOBA I TOJJIEPXKKA

Pabota BbimonHeHa npu (GUHAHCOBOM MOJEPIKKE
Poccuiickoro ¢onna gyHaamMeHTaqIbHBIX HCCIEA0Ba-
nuit u [IpaButenscrBa Pecnybnuku Tatapcran (mpo-
exta Ne 18-43-16004) ¢ ucnonbp3oBaHrEeM 000pyAOBa-
Hus Kaszanckoro Haywnoro nenrpa Poccuiickoii aka-
JIEMHUH HayK.

KOH®JIMKT UHTEPECOB

ABTOpBI 3asIBIAIOT 00 OTCYTCTBHM KOH(IUKTA
UHTEPECOB.
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Synthesis of Alkylphosphoryl-Containing
4(5)-Arylimidazolin-2-ones
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The acid-catalyzed reaction of {2-[1-(2,2-dimethoxyethyl)-3-(phenylcarboxamido)]ethyl} phosphonate or diethyl
[2-(2-0x0-3-phenyl-2,3-dihydro-1 H-imidazol-1-yl)ethyl]phosphonate with resorcinol and its derivatives afforded
new 4(5)-arylimidazolin-2-ones. The ratio of the resulting regioisomers is significantly affected by the structure
of the starting compounds, which allows one to obtain products with a predominance of one regioisomer.

Keywords: imidazolidin-2-ones, phenols, phosphonates, acetals
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