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3-Kap6aMOMIXpOMOHBI pEarupyroT ¢ aMUJAaMH UAHYKCYCHON KHCIOTHI B TPUCYTCTBHH STHJIATa HATPUSA B KUILIIIEM 3TaHOJIE ¢ o0pa-
30BaHHEM 2-aMHHO-5-apOmI-6-0KCO- 1 ,6- TUrHAPONHPUINH-3-KapOOKCaMUIOB ¢ BhixogaMu 50—88%.

KiroueBrble ciioBa: aMU bl HI/IaHyKCyCHOf;I KHCJIOTHI, 3-Kap6aMOI/IJ'IXpOMOHLI, 2-HI/IpI/II[OHLI, PEeUUKIIA3aus.

MHorue mnpou3BOJHBIE 2-TMPHIOHA O0NAAAI0T IIHPO-
KAM  CIIEKTPOM  OHOJIOTHYECKOTO  JCHCTBUS, POSBIISS
MIPOTHBOBOCTIAJIUTENbHYIO, aHTUMUKPOOHYIO M aHaJIbIeTH-
4ecKyl0 aKTHBHOCTh.! OHM SIBJISIOTCS TaKKe HHTHOHTO-
pamMu KuHa3el Pim-1° M MOIyT MCIOJIB30BAThCA I
HCCIeOBaHMsl OMOXMMHYECKOH pOJIM CYpBHBUHA, YHHU-
KaJIbHOTO HHTHOHTOpA anonTo3a.” KpoMe Toro, HeKoTophie
2-NMpHUIOHBI KOHKYPUPYIOT B KadecTBEe OJIOKaTOPOB KaJlb-
LMEBbIX KaHAJIOB C TAKUM JIEKapPCTBEHHBIM IIpenapaTom
psina 6eH30THA3eNNHA, KaK JMITHA3EM.

Panee OpuTO mOKa3zaHO, 9TO XpoMoH (1) W XpPOMOH-
3-kapOoHOBas KHCIOTA (2) MpH B3aUMOACWCTBUH C IHAH-
alleTaMUIOM U TUAPAa3HIOM I[MAHYKCYCHOH KHCJIOTHI B
KHIAIeM 3TaHosie B npucyrcTBud NaOEt BricTymaioT B
pPOJM  CKPHITOTO  ®-(OPMUI-2-THIPOKCHAIETOPEHOHA U
o6pasyior  6-(2-rupokcuderm)-3-uano-2-mapuaon  (4)°
u 6-(2-ruppoxcudenun)- 1 H-mapasomno|3,4-bimpunis-3(2H)-
oH (5)* cootBercTBeHHO (cxema 1). I[IpucyrcrBue B moso-
KEHUH 3 XpPOMOHA 3JIEKTPOHOAKIIENTOPHON KapOOKCHIIb-
HOM IPYIIIBEI MOBBIIIACT JIMIIB dMeKTpodubHocTh atoma C-2,
C aTaky KOTOPOTro M HAYMHAETCS] B3aMMOJICHCTBUE C HYKIICO-
¢mramu, a cama KapOOKCHIIbHAS TPYIIa Y9acTHS B ITHX
peakuusX He IPUHUMaeT. B aHaJOrMYHBIX YCIIOBHSX
XpoMoH-3-kapOokcamu (3) ¢ THAPasHIOM IHaHYKCYCHOM
KHCJIOTHI pearupyer Kak 4-ruapoKcu-3-QpopMHIKYMapyuH H
obpasyer 1-ammHO-2,5-110KCO-2,5-murnapo-1H-xpoMeHo
[3,4-b]nupunun-3-kapooruTpu (6).*

* Kornev, M. Yu.; Moshkin, V. S.; Eltsov, O. S.; Sosnovskikh, V. Ya.
Mendeleev Commun. 2015, in press.
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CBeneHHsT O B3aUMOJICHCTBUHM 3-KapOaMOMIXPOMOHA
(3 = 3a) ¢ aMugamMu TMAHYKCYCHOM KHCJIOTHI J0 TOCIEN-
HEro BpeMeHH OTCYTCTBOBaiH. Tosibko B 2013 r. mosiBu-
JIOCh COOOUICHHE O TMONYyYeHHWH 2-aMUHO-5-(2-TUAPOKCH-
Oenzomnn)-6-okco- 1,6-muruaponupuanH-3-kapookcamuaa (7a)
MIPY B3aMMOJICHICTBUH XpOMOHa 3a C IMaHaleTaMHuI0M IIpH
KUITYEHHH B 9TAHONE B TNPHCYTCTBUM IHIEPUAHHA.’
Onnako criektp IMP 'H storo mpozaykra GbiT onucaH He
MOJTHOCTBIO (OTCYTCTBOBAJM CHJIBHOTIOJNBHBIC CHUTHAJIBI
nporonoB H-3' mu H-5' camuumnonnsHoro ¢parmenra B
obmact 6.80-6.90 M. 1.), 4TO BBI3BIBAJIO COMHEHHE B
MPaBUIBHOCTH CTPYKTYpHl 7a W moOymwio Hac Oojee
MOPOOHO HCCIIEOBATh ATY PEAKIIHIO.

Cxema 1
CN
(X = H, COH) OH X
NCCH,CONH
| — 2 N o
° H
1-3
|NCCH,CONHNH,
l(x =H, CO,H) l(X = CONHy)
0
=z
<l NH
N
NTH
OH

5
1X =H, 2X = CO,H, 3 X = CONH,



Chem. Heterocycl. Compd. 2015, 51(7), 688—690 [ Xumus cemepoyuxn. coeounenuii 2015, 51(7), 688—690]

Hamu ycTaHOBIIEHO, uTo 3-kapbamomnxpomor 3a (R' = H)
U paHee HEOMHCAaHHbIE O-3aMeIleHHble 3-KapOaMou-
xpomonsl 3b,e (R' = Me, Cl) BcTymaoT B peakumio ¢
[IMaHAETAMUAOM M N-METHWIIHAHANETAMUAOM B TIPHCYT-
crBun NaOEt (2 9KkB.) mpH KUISIYEHUW B 3TAHOJE B TEYe-
HUC 2 Y W JICHCTBHUTEIBHO 00pa3yloT MHPHUIOH-3-KapO-
okcamunsl 7a—f ¢ Bexomamum 50-88% (cxema 2, Tabm. 1).
CTpoeHne NMoIy4IeHHbBIX NTPOIYKTOB YCTAHOBIIEHO HAa OCHO-
BaHUM JAHHBIX dJIEMEeHTHOro aHanu3a, MK cnexrpockonuu
u cnekrpockonuu SIMP 'Hu BC. Crnenyer OTMETUTh, YTO
NP TIPOBEICHHUU 3TOH pEaKIUHM B TNPHUCYTCTBUH ITHUIIC-
pHIMHA, KaK YKa3bIBaloCh B paboTe,” HAM YIanoch BbIe-
JIUTH TOJIBKO UCXOJHBIA XPOMOH 3a.
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Xpomon R! R? IMupunon Brixon, %
3a H H Ta 74
3b Me H 7b 74
3¢ Cl H 7e 88
3a H Me 7d 50
3b Me Me Te 72
3¢ Cl Me 7f 53

Peaknust mexny 3-kapOaMOMIXpOMOHAMH 3 W IIHMaH-
aneTaMylaMy  BKJIIOYAeT MPHUCOEIUHEHUE METUICHAKTHB-
HOW MOJeKynsl amuaa mo atomy C-2 XpoMOHa ¢ TOcCIe-
IYIONMM PACKPBITHEM NHPOHOBOTO IMKJIA M 00paso-
BaHMEM HHTepMennara A ¢ Z-KOH(Urypanuel IBOWHOMN
CBSI3M, KOTOPBIA 3a cuer cOmmkeHHbIX rpynn NH, u CN
MUKIA3yeTcs B MHTepMenuatr B, mpencrapnstomuii co0oit
TayTOMepHYyIo Gopmy 2-tmpuaona 7 (cxema 2). I3meHerne
B HaIlPaBICHUU BHYTPUMOJEKYJIAPHON LUKIM3ALUU HpU
Hnepexose OT aMHUJOB K THApa3uy CBS3aHO, IO-BUAUMOMY,
¢ OonpIel HyKJIeO(PHITLHOCTRIO THAPA3UIHOTO aTOMa a30Ta
n OBICTpO#l m3oMepu3aiuedl uaTepmennara Z-A B E-A, B
KOTOPOM B3aUMHOE pACIOJIOKEHHE COOTBETCTBYIOIIUX
PEaKLMOHHBIX IIEHTPOB CIHOCOOCTBYET LMKJIM3ALMU B MHTEP-
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menuar C 1 oOpa3oBaHuIo KymMapuHa 6.* OTMETHM TaKxe,
YTO 10 CPAaBHEHMIO C peaklueil ruapasuna UaHyKCyCHON
KHCIIOTBI, KOTOpas BEJET K IOTEPE MOJEKYJ aMMHaka U
BOJIBI, B3aMOJICHCTBHUE C IIMAHALECTAMHIIAMH TIPECTABIACT
co0oi1 Oonee aTOM-3KOHOMHBIN CHHTE3 TTOJTU(YHKIIMOHAIb-
HBIX 2-TIMPUAOHOB M MOXET paccMaTpUBaThCs Kak
[4+2] ammenmmpoBanme ™mexny 1,4- u 1,2-amOudumamm,
COJICpIKAIIMU KaK HyKJI€O(WIbHBIE, TAK U IEKTPO(IIb-
HBIE LIEHTPBI.

Hannume canuuuionwisHOro parmMeHTa B MUPHAOHAX 7
XOpOLIO COrfacyeTcss ¢ JaHHbIMH crektpoB SIMP 'H
(mporonst H-3' u H-5' mpu 6.76-6.88 m. 1) u SIMP "°C
(rpymma C=0 mpu 191.3-195.2 M. n.). ITupunoHOBBIH
npotoH H-4 mposBnsercs npu 8.21-8.30 M. 1., a naBe
rpynnsl  NH, coequnennit 7a—c¢ mposBISIOTCS B BHIE
CHJIFHO YIIMPEHHOTO cHTHaja B obmactu 6.50-8.50 M. 1.;
npu 90 °C oHHM BBIIVIIAT KaK JBa OTYETIMBBIX CHHIJIETA
npu 7.00 u 8.00 M. 1. Kpome Toro, B crekrpax SIMP *C
STHUX COEOWHEHHN B oOmactu 155.3-166.7 M. 1. HaOmO-
JIAFOTCSI YeThIpe IHKa, YTO BMECTE C APYTMMH JaHHBIMHU
MOJTBEPIKIACT MIPEIOKEHHYIO CTPYKTYpY 7.

Takum 00pa3oM, peakuusi XpOMOH-3-KapOOKCaMHIIOB C
[IMaHaleTAMU/IAMH SBJISIETCS YIOOHBIM METOIOM CHHTE3a
HOBBIX TPOM3BOAHBIX HUKOTHHAMHE[A, NPEACTABISIONINX
MHTEpeC JUIs TOJy4eHHs Oojee CIIOKHBIX COeJINHEHUI
3TOr0 psiia C TMOTCHIMAILHOW OHOJIOTUYECKON AaKTHB-
HOCTBIO ¥ IPYT'MIMH TTOJIE3HBIMU CBOMCTBAMHU.

JKcIepUMeHTaIbHAs YaCcTh

UK cnexTpsl 3apeructpupoBaHsl Ha mpudope Perkin-
Elmer Spectrum BX-II ¢ wucmomp3oBaHHEM IIPUCTABKH
HapyIIEHHOTO MOJHOTO BHyTpeHHero oTpaxkenus (HIIBO).
Crextpsl IMP 'H u "C 3ammcans Ha crektpomerpax
Bruker DRX-400 u Bruker Avance II (400 u 100 MI'n
cootBercTBeHHO) B JIMCO-ds, BHYTpEHHHI CTaHAApT
TMC. DneMeHTHBIM aHaiIW3 BBHINOJHEH Ha aBTOMaTHYe-
ckom aHanmzatope PE 2400. Temmeparypsl IUTaBICHHS
ompeneineHsl Ha mpubope SMP40.

HcxonHeie XpoMoOH-3-kapOokcamMuapl 3a—C€ IIONyYSHBI
1o u3BecTHOit Metouke.” Coequuenust 3b,¢c panee ommca-
HBI HE OBIIH.

6-MeTuniaxpomon-3-kap6okcamua (3b). Beixon 107 mr
(52%). Bensrii nopomok. T. . 238-240 °C. UK cnexTp,
v, eM 'z 3356, 3184, 3059, 3025, 1678, 1656, 1600, 1557,
1482. Crextp SIMP 'H, §, m. 1. (J, T'n)): 2.48 (3H, ¢, CH;);
7.61 (1H, n, J = 8.6, H-8); 7.68 (1H, n. 1, J = 8.6, J = 2.0,
H-7); 7.73 (1H, ym. ¢, NHH); 7.96 (1H, 1, J = 2.0, H-5);
8.54 (1H, ymr. ¢, NHH); 8.96 (1H, ¢, H-2). Criexrp SIMP “C,
5, M. 1.: 204 (CH3); 115.9; 118.3; 123.5; 124.7; 136.0; 136.2;
154.1; 162.6; 163.4; 176.2. Haiineno, %: C 64.93; H 4.45;
N 6.91. C;HoNO;. Berunciaeno, %: C 65.02; H 4.46; N 6.89.

6-XuopxpomoH-3-kapookcamua (3¢). Beixog 220 mr
(98%). bensrii mopomrok. T. tur. 255-257 °C. UK cnektp,
v, eM ' 3365, 3153, 3101, 3070, 1683, 1641, 1594, 1555,
1467, 1441. Cuextp SIMP 'H, §, m. 1. (J, T): 7.80 (1H,
yur. ¢, NHH); 7.81 (1H, x, J= 8.9, H-8); 7.90 (1H, 1. n, J=9.0,
J=2.6,H-7); 8.12 (1H, n, J = 2.6, H-5); 8.42 (1H, ym. c,
NHH); 9.02 (1H, ¢, H-2). Criektp IMP °C, 8, M. 1.: 99.1;

* Kornev, M. Yu.; Moshkin, V. S.; Eltsov, O. S.; Sosnovskikh, V. Ya.
Mendeleev Commun. 2015, in press.
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116.0; 120.7; 124.1; 124.7; 130.6; 134.5; 154.0; 162.7; 174.8.
Haiineno, %: C 52.57; H 2.76; N 6.06. C,(HsNO3-0.25H,0.
Brruncneno, %: C 52.65; H 2.87; N 6.14.

Hoayuenue coenmuenuii 7a—f (oOmas meronmka). B
KoJIOEe, CHAOXKCHHON OOpATHBIM XOJOIMJIBHHUKOM U XJIOP-
KaJbLEeBOH TpyOKoH, pactBopsitor 46 mr (2.0 MMoIb)
METAJUIMIECKOTO HAaTpusA B 4—5 M1 aOCONIFOTHOTO 3TAaHOJA.
B momy4eHHBIN pacTBOp AOOABISAIOT cMeCh | MMOJB COOT-
BETCTBYIONIETO 3-KapOaMOMIXpoMoHa 3 ¥ 2 MMOIIb aMHJa
[UAHYKCYCHOW KHUCJIOTHI U KUIISTAT NPU NCPEMCITUBAHUN B
TeueHue 2 4. Ilocne oxnaxaeHus peakLUUOHHOM CMECH A0
KOMHATHOW TEMITepaTyphl, HE3aBUCUMO OT HAIWYHs OCaIKa,
cMech HeHTpanu3yroT npu nepememmBanuu 1 H. HCL
BrInmaBmmii  MENKOKPUCTAJUTUYCCKUN  OCaloK  OT(IIBT-
POBBIBAIOT, MPOMBIBAIOT 3TAHOJIOM, BBICYIIHBAIOT M Tepe-
KpHucTauTu30BbIBatoT n3 cmecu JIM®PA-EtOH, 1:3.

2-AMHHO-5-(2-TUAPOKCHOEH3011)-6-0KCco-1,6-TUTrHAPO-
nupuaun-3-kapookcamua (7a). Boixog 202 mr (74%).
Yenteiit mopomok. T. mr. > 300 °C. UK crektp, v, cM
3419, 3190, 1691, 1634, 1602, 1571, 1517, 1486. Cnextp
SAMP 'H, &, m. 1. (J, T): 6.50-8.50 (4H, yur. ¢, 2NH,);
6.80 (1H, 1, J=17.5, H-5"); 6.86 (1H, 1, J = 8.3, H-3"); 7.37
(1H, n. o. n, J=8.3,J="17.8,J= 1.4, H-4"; 7.55 (1H, n. x,
J=178,J =14, H-6"; 823 (1H, ¢, H-4); 10.90 (1H, c,
NH); 11.57 (1H, ¢, OH). Crextp SIMP 'H (mpu 90 °C),
o, m. n. (J, I'm): 6.82 (1H, 1. 1, J=7.5,J= 1.1, H-5"); 6.87
(1H, n. n, J =83, J = 0.7, H-3"); 7.01 (2H, ym. c, NH,);
737(1H, 0. n. n, J=8.8,J="7.3,J=1.7, H-4"); 7.50 (1H,
o n,J=178,J=1.6, H-6"); 7.96 (2H, ym. c, NH,); 8.19
(1H, c, H-4); 10.74 (1H, ym. ¢, NH); 11.08 (1H, ym. c,
OH). Criextp SIMP C, §, m. m.: 92.2; 113.1; 116.5; 118.4;
124.1; 131.6; 133.6; 144.5; 156.5; 158.7; 159.6; 168.7;
195.2. Haﬁ}leHO, %: C 5674, H 404, N 15.40. C13H11N304.
Brruucneno, %: C 57.14; H 4.06; N 15.38.

2-AMUHO-5-(2-TUAPOKCU-5-MeTHI0€eH301I)-6-0KCcO-
1,6-nurnapomupuaun-3-kapooxcamua (7b). Bexog 212 mr
(74%). XKentorit mopomok. T. . > 300 °C. UK cnexrp,
v, oM ' 3411, 3159, 2921, 2859, 2746, 1750, 1694, 1644,
1624, 1567, 1520, 1485, 1455. Cnextp SIMP 'H, &, M. 1.
(/, Tm): 2.23 (3H, ¢, CH3); 6.60-8.40 (4H, ym. ¢, 2NH,);
6.76 (1H, n, J = 8.3, H-3"); 7.18 (1H, n. n, J= 8.3, J = 1.4,
H-4"); 7.30 (1H, ym. ¢, H-6"); 8.21 (1H, ¢, H-4); 10.91 (1H,
¢, NH); 11.22 (1H, ¢, OH). Criektp IMP °C, §, m. 1.: 20.0
(CH3); 92.0; 113.4; 116.4; 123.8; 126.8; 131.5; 134.4;
144.3; 156.4; 156.6; 159.6; 168.7; 195.4. Haiineno, %:
C 5776, H 458, N 14.00. C]4H]3N3O4'0.25H20. Brrunc-
neHo, %: C 57.63; H 4.66; N 14.40.

2-AMHHO-5-(2-THAPOKCH-S5-XJI0pOeH301I)-6-0KCO-1,6-
auruaponupuauH-3-kapookcamua (7¢). Berxog 271 mr
(88%). XKenteiii mopomok. T. . >300 °C. UK cmektp,
v, cM 't 3429, 3343, 3208, 2837, 2737, 1682, 1658, 1638,
1610, 1574, 1520, 1497, 1468. Crextp SIMP 'H, &, M. 1.
(/, T): 6.60-8.40 (4H, yu. ¢, 2NH,); 6.82 (1H, x, J = 8.7,
H-3"); 728 (1H, n. n, J = 8.7, J = 2.7, H-4"); 7.32 (1H, n,
J=2.7,H-6"); 8.27 (1H, c, H-4); 8.42 (1H, ym. ¢, NH); 11.20—
12.00 (1H, ym. ¢, OH). Criextp SIMP C, §, m. 1.: 92.7; 112.7;
117.8; 121.8; 128.9; 129.0; 131.2; 144.7; 155.5; 156.8; 159.8;
168.7; 191.5. Haiineno, %: C 50.73; H 3.55; N 13.52.
C13H;¢CIN;Oy4. Beruucneno, %: C 50.75; H 3.28; N 13.66.

2-AMHHO-5-(2-ruApoKCcHUOeH30MI)-N-MeTHI-6-0KCO-
1,6-quruapomupuaun-3-kapooxcamua (7d). Bexon 145 mr
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(50%). Kentsrit nopomok. T. . 268-270 °C. UK crektp,
v, oM 't 3455, 3422, 3174, 2747, 1681, 1642, 1619, 1602,
1579, 1545, 1520, 1496, 1483. Cnextp SIMP 'H, &, M. .
/, Tm): 2.68 3H, n, J = 4.4, CH;); 6.79-6.88 (2H, ™,
H-3,5"; 735 1H, n. 0. 0, J= 7.7, J = 1.6, J = 0.8, H-4");
743 (1H, n. n, J = 7.7, J = 1.4, H-6"); 7.50-8.10 (2H, ymu.
¢, NH,); 8.17 (1H, k, J = 4.4, NH); 8.23 (1H, c, H-4); 10.92
(1H, ym. ¢, NH); 10.97 (1H, ym. ¢, OH). Criextp SIMP "°C,
5, M. m.: 25.8 (CH3N); 99.5; 113.0; 116.5; 118.4; 124.3;
131.5; 133.5; 143.6; 156.3; 158.6; 159.5; 166.7; 195.1.
Hatineno, %: C 56.91; H 4.42; N 14.41. Ci4H3N;04°0.5H,0.
Brruncneno, %: C 56.75; H4.76; N 14.18.
2-AMHUHO-5-(2-TUAPOKCH-5-MeTWI0eH3011)- N-MeTHII-
6-0xco-1,6-murnaponupuauH-3-kapooxcamua (7e). Boxon
217 mr (72%). Kenreni nopomok. T. mi. 280-282 °C.
UK criektp, v, cM ' 3456, 3410, 3182, 1683, 1643, 1597, 1569,
1536, 1486. Cnextp SIMP 'H, &, m. 1. (J, T'w): 2.20 (3H, c,
CH3); 2.67 (3H, n, J =4.4, CH;N); 6.76 (1H, n, J = 8.3, H-3");
7.16 (1H, n. n, J =83, J= 1.6, H4"); 7.22 (1H, o, J = 1.6,
H-6"); 7.60-8.60 (2H, ym. ¢, NH,); 8.19 (1H, k, J = 4.4, NH);
8.21 (1H, ¢, H-4); 10.65 (1H, ¢, NH); 10.99 (1H, ¢, OH).
Crextp SIMP °C, &, m. 1. 20.0 (CHs); 25.8 (CH3N); 92.6;
113.2; 116.3; 124.1; 126.8; 131.3; 134.2; 143.4; 156.2; 156.4;
159.6; 166.7; 195.1. Haiineno, %: C 59.85; H 5.22; N 13.85.
C15H15N304. BI)I‘II/ICJ'IGHO, %: C 5979, H 502, N 13.95.

2- AMUHO-5-(2-ruaApoKCcH-5-XJ10pOen30mn.1)-N-MeTI1-6-
okco-1,6-murugponupuann-3-kapooxcamua (7f). Beixon
173 mr (53%). XKenrsrit mopomok. T. . >300 °C. UK criektp,
v, oM ' 3456, 3412, 3195, 1682, 1647, 1621, 1598, 1568,
1534, 1501, 1469. Cnektp AMP H, §, M. 1. /, T): 2.72
(3H, n, J = 4.4, CH;N); 6.83 (1H, n, J = 8.7, H-3"); 7.25
(IH, n. n, J=8.7,J=2.7, H-4"); 7.34 (1H, n, J=2.7, H-6");
7.00-9.30 (2H, ym. ¢, NHy); 8.14 (1H, k, J = 4.4, NH);
8.30 (1H, ¢, H-4); 10.75 (1H, ¢, NH); 10.88 (1H, ¢, OH).
Crnextp SAMP C, 8, M. a.: 25.9 (CH3N); 99.5; 112.6;
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