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PEIMKJIN3ALUA 1-AJIKWJI-5-BEH30MJI-6-METHJITHO-
3-39TOKCUKAPBOHWJI-1,2-TUTUAPOIIUPUINH-2-OHOB
B 1,6-AHHEJINPOBAHHBIE ITIPOU3BOJHBIE 3-AJIKMJIKAPBAMOMWJI-
5-BEH30WITNIUPUJINH-2-OHA

BriepBbie nokazaHa BO3MOXKHOCTb PELMKIM3ALUH 1 -aJIKWII-5-0€H30MII-6-METHITHO-
3-3TOKCHKapOOHMII- 1 ,2-TUTHIPOIMPUANH-2-0HOB B |,6-aHHEIMpPOBaHHbIE OWIMKIN-
YecKHe TPOU3BOTHBIC 3-aKIIIKapOaMOmII-5-0eH30WIMUPUANH-2-0Ha, KOTOPAst IPOTEKaeT
mpu peakiuu nepseix ¢ 1,4- u 1,5-a30Tcomepkammmu quHyKiIeopmiamu. CTpyKTypa
MIPOAYKTOB PEIMKIN3AIMH JJOKa3aHa CIIeKTpaJbHBIMU MeToiaMu U PCA.

KiioueBble ¢JIOBa: aiKWIaMUHBL, | -(QIKMJIaMHHO)()EeHUIMETHINACH-3-METHII-
kapbamomi-4-okco-1,4-murunpooenso[4,5 Jumunazo[ 1,2-a Jnupuaussl, 1-ankui-5-0eH30m1-
6-METHIITHO-3-3TOKCHKapOOHIII- |, 2- TUrHAPONMPUINH-2-0HBI, 3-alKIIKapOaMou-1-0eH-
3omi1-4-okco-4H-6en30[4,5][ 1,3 |tnazomno[ 3,2-a |mupuauHsL, 3-ankunkapbamomt-1-
oenzomn- 4-okco-4,10-muruapobenso[4,5 jumunazo[ 1,2-a|mupuIuHbL, 6-aTKUIKapOaMOoII-
8-0eH30mII- 5-0kc0-1,2,3,5-Tetparuapoumuasol 1,2-a|nupuaussl, 7-alKuikapoaMomin-9-
OEH30MIT-0- okco-1,2,3,5-rerparuapo-2H-nupuno[ 1,2-a|nupumuavHel, 1-amuHO-2-
MepKanTosTaH, 1,3-U- aMHUHONPONAaH, O0-aMHHOTHO(EHON, IHAMHUHOITAaH, O-
(benmteHnuamMuH, peruknsanus, PCA.

HenmaBHo Hamu mMoKa3aHO, 4YTO 1-ajaKuil-5-O€H30MI-6-METHUITHO-3-3TOKCH-
KapOoHWI-1,2-muruaponupuanH-2-o86l - 1la,b  pernocnennpuyeckn  IUKIO-
KOHJCHCUPYIOTCS ¢ azorcoaepxamumu 1,2-, 1,3-, 1,4- u 1,5-quHykneodunamu
[1-4]. B nocnennux IByX cioyyasx peaklys NPOTEKaeT Kak peuukinzauus |3, 4].

Lenp nHacrosimeldt paboOTHI 3akiOYalach B OJHO3HAYHOM YCTaHOBIIEHHUH
CTPOCHUS TIPOJYKTOB PEIUKIIU3AINH, U3YUSHUH TPAHUI] €e TIPUMEHEHUS, UCCIIEO0-
BaHWU BIIMSHUS COOTHOIIIEHUS MCXOTHBIX PEarcHTOB HAa HAIIPABIICHUE PEaKIHH
Y BBISICHEHUH TIOCJICA0BATEIIEHOCTH 00pa30BaHUs IPOMEKYTOUHBIX COCIMHEHH.

OO0Hapy)eHO, 4T0  1-anmKui-5-0eH301I1-6-MeTHITHO-3 -3 TOKCHKapOoHMI-1,2-
TUTHAPOTIMPUANH-2-0HBI 1a,b pearupyroT ¢ M30BITKOM JHaMHUHOATaHa 2a |
1,3-nuamunomnponana 2b HecenektuBHO. Ilpu 3TOM mIpOAyKTaMu peakLUU
SIBIITIOTCS. HE TIPOM3BOMIHBIE S-OeH30mi-3-reTepmin-2H-2-nmpanoHa, Kak 3TO MBI
npennonaranu panee [3, 4], a 6-amkunkapOamowni-8-6eH3onn-5-okco-1,2,3,5-
TerparuaponMuaasof 1,2-amupunuaer 3a,b, 7-amkunkapOamoni-9-0eH30m-6-
okco-1,2,3,5-terparuapo-2H-mupuno[1,2-a|nupumuannst 3c,d u 1-amknn-6-(1-
QJIKHI-5-0€H30MIT-2-0KC0-3-3TOKCUKapOOHWII- 1 ,2- TUTH TP ONTUPUTH-6-HIT ) OKCH -
5-6eH30m1-2-0KCO-3-3TOKCUKapOOHII- 1, 2-muruaponupunudel 4a,b. Ilocnenxue
Takke OOpa3yrTCs MPH TUAPOIN3E HCXOMHBIX 1,2-AMTHAPONUPHUINH-2-OHOB
1a,b, npoTekaromeM npu AeUCTBUU BOABI U TpudTUiIamMuHa [3].
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1a, 3a,c, 4a, 6, 7a,c R = Me; 1b, 3b.d, 4b, 7b,d R = Et; 2a,3a,b, 7a,bn=2;
2b, 3¢,d, 7c,dn=3

Breixoasr coemunenmii 3a—d u 4a,b cocraBmsor 39-69 u 24-49%
COOTBETCTBEHHO.

B 10 xe Bpewmsi, Ipu COOTHOLIEHUM HCXOAHBIX peareHToB la,b u 2a,b,
paBHOM 2 : |, B3aUMOACHCTBHE MPOUCXOIUT M30HMpaTenbHO, ¢ 00pa3oBaHHEM
N,N'-au( 1-anknn-5-6eH301I-2-0KCO-3-3TOKCUKapOOHMI- 1 ,2- IUTHIPOTTUPH-
OuH-6-un)-1,2-muamuaostanos  (1,3-auamuHonponanoB) 7a—d. DOt ke
COGQMHEHUS TIOJIy4eHbl M TpU peakluu AUNUPUIWIOKCHUAOB 4ab ¢
9KBUMOJIBHBIM KOJIMYECTBOM JIuaMHHOalkaHOB 2a,b. CoenuHenue 7a mpu
JCUCTBUH TPOMHOTO M30BITKA TUAMHUHOANKAaHA 2a peUUKIN3yeTcs B 8-0CH30MI-
6-meTunkapbamonn-5-okco-1,2,3,5-terparunponmunasol 1,2-a|Jnupuaun - (3a).
Takum 00pazoM, OUITU- PUIUIOKCUABI 4a,b W 3aMelleHHbIE JWAMHHOAIKAHEI
7a—d sBnAIOTCA NpOMe- KYTOUHBIMH NMPOAYKTaMHU pEeUUKIu3anuu 1,2-murua-
ponupuauH-2-oHoB  la,b B 5-okco-1,2,3,5-terparuapoumunasol1,2-a]nupu-
nuHbl 3a,b u 6-okco-1,2,3,5-terparuapo-2H-mupuno[ 1,2-a Jnupumuaunst 3c,d.

[Ipu ucnons3zoBanuu B KadectBe 1,4-AnHYKICO(MIBHOTO peareHTa l-amu-
HO-2-MepKanTodTaHa S (TeHEepUPOBAHHOTO 7 Situ W3 €ro THUAPOXJOopHIa H
TPUATUIIAMUHA) U3 PEAKIIMOHHON Macchl ObUT BBIACIEH TOMBKO 1u[2'-(5-0eH30mI1-
1-MeTH-2-0KC0-3-3TOKCUKApOOHMII- 1 ,2- TUr U AP O PU AN H-6-1IT)aMIHOSTHII | 11~
cyabdun (6), yTo, BEPOSITHO, OOBSICHACTCS KaK MEHbIIEH HYKICO(QHIHLHOCTHIO
MEpPKaNTOrpyMNIbl 10 CPAaBHEHHIO C aMUHOTPYIION, TaK U JIETKOCTBIO OKHUC-
JICHUSI €€ KHCIIOPOJIOM BO3]lyXa B IMPUCYTCTBUM OCHOBaHUM [5].

Kax peumknuzaius mporekaeT W B3auMozeWcTBue 1,2-Iuruaponupuana-2-
oHoB la,b ¢ apomaTmyeckumu azoTconepkamMu 1,4-quHyKIeopuiamu — o-ge-
HuneHauamMuHoM (8a) u o-amunoTHOpeHonoM (8b). [IpoxykTamu 3Toi peakuuu
SIBIIIIOTCS, COOTBETCTBEHHO, 3-asiKuikapOamowi-1-0en3omn-4-okco-4,10-au-
runpobenso[4,5 jumuaazo[ 1,2-anupunuasl - 9a,b, 3-amkunkapbamoni-1-0eH-
3omi-4-okco-4H-6en30[4,5][ 1,3 |tuazono[3,2-a|mupuausaer 9¢,d u  munmpumui-
okcuasl 4a,b. Beixoanl coenuuenuii 9a—d u 4a,b cocrasimaror 57-70 u 26-32%
cooTBeTcTBeHHO. CIoCOOHOCTH 0-amuHOTHO(eHOa 8b, B oTiMume ot 1-amuHO-
2-MepKanTodTaHa S, BCTyNaTh B PEUMKIM3ALUIO C 1,2-AUTHUAPONUPHIUH-2-
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oHamu la,b, mo Bcelt BUIUMOCTH, CBSI3aHA ¢ 0OJiee KECTKOH CTPYKTYpOU €ro
MOJIEKYJIbI U MEHbBIIIEH CKIOHHOCTBIO K OKHCIICHHIO.

Brixompl, TeMIiepaTypbl IIIABICHNS U JAHHBIE 3JIEMEHTHOIO aHAIN3a COEIH-
Henuit 3a—d, 6, 7a—d, 9a—d npusesens! B Ta6n. 1, a nanasie UK, IMP °C u 'H
CIIEKTPOB — B Ta0Oa. 2—4. B oTnwmuune oT peakmmii 4-MeTHI-6-MeTHITHO- 1 -(de-
HUWI-3-1IUaHO-5-3TOKCUKApOOHMII- 1,2- TUTUAPOITUPUANH-2-0Ha C JUAMHHOITAHOM
u 1,3-mmamuHONIpoaHoM [6], MCClenoBaHHAS HAMH PEIUKIN3AIUS COCIIHE-
Huii 1a,b B 1,6-aHHEMpPOBaHHBIC TPOU3BOJAHBIC 3-aJIKUIKApOaAMOMI-S5-0CH30MII-
mupunuH-2-oHa  3a—d u 9a—d ocyecTBisieTcs C ydacTHEM 3TOKCHUKapOo-
HWJIHHOW TPYyIbl U 0€3 IMMUHUPOBAHUS ANKWIAMHHOTPYIIEL. TakuM 00pa3om,
JaHHAsg PElUKIN3alus UMeeT OOIIMH XapaKTep W IO3BOJIIET CHHTE3UpPOBATh
psAa OMLIMKIMYECKMX IPOW3BOAHBIX 3-OeH30mImupuanH-2-oHa 3a—d, 9a—d,
COJEpXKAIMX B CBOEH CTPYKType aIKMIKapOaMOUIBHYIO TPYIIITY.
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lab — = + 4ab
X
0 Ph

9a-d

R-NH,
10a—d
X =NH

—

N

R—N
H

11a-d

9a,c, 11a—d R = Me, 9b,d R = Et, 8a, 9a,b X = NH, 8b, 9¢,d X =S;
10a, 11a R' = (CH,),0OH, 10b, 11b R' = (CH,);0H, 10¢, 11¢ R' = Ph(CH,),,
10d, 11d R' = 2-pypdypunmernn

st monydeHWs TPOW3BOAHBIX  COCNMHEHUUW 9, TPUTOMHBIX IS
ycTaHOBJieHUs cTpoeHuss wmetogoM PCA, HamMu OBLIO MPOBENEHO aMHHHPO-
BaHue 4-oxco-4,10-muruapodenso[4,5Jumunaszo[1,2-a|nupuanaa 9a ankunaMu-
Hamu 10a—d. Peakuuu coenuHeHns 9a ¢ TpeXKpaTHBIM H30BITKOM pEareHTOB
10a—d mpu Temmneparype 120-140 °C 3apepmmatorcs 3a 10-20 muH, TorIa Kak K
JEHCTBUIO MIECTUKPATHOTO M30BITKA KUIIAIIETO aHWIMHA B TEUEHHE 6 4 OCH3-
nmugaso[1,2-a|nupunua 9a BmonHe ycToWuuB. OUYEBUIHO, OIPEICISIONIAM
(hakTOpOM, TOITYCKAIOIIIMM BO3MOXKHOCTH OCYIIIECTBIICHHSI PEAKINU C TIPHEMIICMOI
CKOPOCTBIO, SIBJISIETCS BEICOKAsI HyKJIeOQMITbHOCTh ankuiamuHoB 10a—d.

Tabnuma 1
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XapaKTepncTnKn CHHTE3UPOBAHHBIX coenm{ennﬁ

Haiineno, % o
Coenn- Bbiuncieso, % T.nn, °C Bsixop,
Bpyrro-dopmya o
HEHUE C H N S o
3a Ci6H15sN305 64.37 4.98 14.30 335-337 69
64.64 5.09 14.13
3b C,7H;7N;0;3 65.60 | 5.58 | 13.61 300-303 63
65.58 5.50 13.50
3c C17H7N303 65.73 5.32 13.74 253-256 43
65.58 5.50 13.50
3d CigH19N;03 66.64 5.68 13.15 257-259 39
66.45 5.89 12.91
4b** C3,H3,N,09 66.43 4.99 4.86 75-77 45
66.66 5.26 4.57
6 C36H3sN4OgS, | 59.88 5.59 7.93 8.81 185-187 61
60.15 5.33 7.79 8.92
7a C34H34N408 65.32 ﬁ M 220-222 73
65.17 547 8.94
7b C;36H33N,4O5 65.83 6.02 8.65 155-158 69
66.04 5.85 8.56
7c C35H36N,4O5 65.45 5.84 9.02 215-218 67
65.61 5.66 8.74
7d C37H4oN,Og 66.25 | 592 | 850 123-125 62
66.45 6.03 8.38
9a CyoH;5sN;305 69.74 4.31 12.13 283-285 70
69.56 4.38 12.17
9b C,H7N;05 69.89 4.56 11.85 272-275 63
70.18 4.77 11.69
9¢ CyoH14N,03S 66.02 4.15 7.48 8.64 250-252 61
66.29 3.89 7.73 8.85
9d C,1H6N,05S 66.75 4.42 7.29 8.40 241-243 57
67.01 4.28 7.44 8.52
11a CH,0N,O3 68.22 5.03 14.30 232-234 73
68.03 5.19 14.42
11b Cy3H»pN,4O5 68.62 5.72 13.97 210-212 77
68.64 5.51 13.92
11c CygHy4N,4O, 75.11 5.40 12.72 214-217 82
74.98 5.39 12.49
11d CysHaoN,O;3 70.49 | 5.00 | 13.03 210-212 69
70.74 4.75 13.20

* Coenunenust 3a—d, 9a—d, 7a,b mnepekpuctammusoBansl 13 JJMCO, coenunenue 4b — u3
2-nponaHona, coenuHeHus 6 u 7a—d — u3 HuTpoMeraHa, coeauHeHus 11a—d — u3 ara”oina.
** T. . coenuHEHUS 4a COOTBETCTBYET MPUBEACHHOM B padote [3].
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Tabnuma 2

UK cnekTpbl CMHTE3MPOBAHHBIX COEIUHEHHH

Coequnenue v, eM !
3a 3380, 3300, 3050, 2970, 1680, 1640, 1600, 1580, 1500
3b 3400, 3300, 3100, 3000, 1680, 1640, 1610, 1580, 1500, 1450, 1380, 1330
3c 3300, 3100, 2950, 1670, 1640, 1590, 1550, 1510, 1440, 1400, 1380
3d 3300, 3100, 3000, 1670, 1640, 1580, 1540, 1510, 1470, 1380
4b* 3100, 3000, 1720, 1680, 1610, 1530, 1450, 1400, 1370, 1320
6 3000, 1720, 1650, 1570, 1500, 1450, 1400, 1380, 1320
7a 3400, 3200, 3050, 1720, 1680, 1660, 1540, 1580, 1500, 1440
7b 3300, 3100, 3000, 1720, 1660, 1620, 1590, 1520, 1460, 1420
Te 3400, 3200, 3000, 1720, 1660, 1580, 1520, 1450, 1370
7d 3300, 3050, 3000, 1720, 1650, 1630, 1590, 1510, 1460, 1410
9a 3330, 3000, 1675, 1620, 1600, 1560, 1540, 1470, 1450, 1390, 1370
9b 3330, 3000, 1685, 1610, 1560, 1470, 1440, 1390, 1370, 1340, 1320, 1260
9¢ 3350, 3000, 1670, 1615, 1560, 1490, 1460, 1420, 1380, 1330
9d 3300, 3000, 1690, 1620, 1570, 1500, 1470, 1385, 1310
11a 3400, 3270, 2900, 1660, 1620, 1590, 1530, 1450, 1430, 1350, 1330, 1295
11b 3400, 3300, 3000, 1690, 1660, 1620, 1570, 1470, 1440, 1360, 1350
11c 3300, 3000, 2900, 1680, 1600, 1570, 1540, 1430
11d 3350, 2900, 1690, 1660, 1620, 1560, 1470, 1440

* UK criekTp coenuHEeHUs 4a COOTBETCTBYET IIPUBEIICHHOMY B [3].

Tabnuma 3

Criextpsl SIMP *C cHHTe3MpOBAHHBIX COCTHHEHMI

Coenunenue Xummueckue casurd (AMCO-dy), 8, M. 1.

3b 14.8 (NCH,CHy); 33.2 (C-2); 43.1 (NCH,CHs3); 43.4 (C-3); 97.7, 106.5,
127.8, 128.3, 130.7, 138.8, 146.4, 156.3; 160.3 (C=0); 162.8 (C=0); 191.3
(Ph-C=0)

3c 18.7 (3-CH,); 26.1 (NCH3); 38.7 (C-2); 39.9 (4-CH,); 98.8, 104.6, 128.5,
128.9, 131.1, 140.0, 146.8, 155.0; 161.4 (C=0); 164.4 (C=0); 194.1
(CsHs-C=0)

Ta 14.7 (OCH,CHs); 33.4 (N CHa); 48.0 (NCH,); 60.1 (OCH,Me); 101.5,
104.5,128.8, 129.1, 132.0, 138.9, 148.2, 159.0, 160.2; 164.6 (C=0); 193.1
(CHs—C=0)

9a 25.7 (NMe); 99.4, 105.6, 113.0, 116.4, 123.5, 126.8, 126.9, 128.4, 128.5,
131.2,131.5, 138.5, 144.1, 144.9; 159.4 (C=0); 163.8 (C=0); 191.2
(CsHs-C=0)

11b 26.2 (NCHj;); 32.6 (CH,); 44.3 (CH,NH); 58.4 (CH,OH); 97.3, 107.1,
116.0, 118.2, 122.9, 125.7, 128.9, 129.5, 129.8, 130.2, 131.4, 142.8, 145.0,
149.8; 161.5; 164.5 (C=0); 169.6 (C=0)

11d 26.3 (NCH); 43.2 (CH,Het); 97.5, 109.3, 111.4, 116.0, 118.2, 123.2,
125.8,129.2, 129.5, 129.7, 129.8, 131.6, 142.6, 144.1, 145.4, 149.3, 149.8,
161.6; 164.4 (C=0); 169.4 (C=0)
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Tabnuna 4
SAMP 'H cnekTpbl CHHTE3HPOBAHHBIX COEIMHEHMil

Coenu-
HEHHE

Xummueckue cnsuru, IMCO-dg, o, M. 1. (KCCB, J, I'm)*

3a

3b

3c

3d

db+

Ta

7b

Tc

7d

9a

9b

9¢

9d

11a

11b

11c

11d

2.75 (3H, n, J = 4.2, NHCH3); 3.91 (2H, m, H-2); 4.14 (2H, 1, J = 9.3, H-3); 7.52
(5H, m, C¢Hs); 8.31 (1H, ¢, H-7); 8.90 (1H, yur. ¢, NHMe); 9.39 (1H, yu. ¢, 1-NH)
1.08 (3H, T, J = 7.2, NHCH,CH3); 3.21 (2H, m, NHCH,CH3); 3.92 (2H, M, H-2);
4.13 2H, T, J = 9.0, H-3); 7.52 (SH, m, C¢Hs); 8.32 (1H, ¢, H-7); 9.02 (1H, ymur c,
NHELt); 9.37 (1H, ymr. ¢, 1-NH)

2.04 (2H, m, H-3); 2.75 (3H, 1, J = 4.5, NHCHs3); 3.52 (2H, m, H-2); 3.99 (2H, M,
H-4); 7.39-7.65 (5H, m, C¢Hs); 8.31 (1H, ¢, H-8); 8.92 (1H, k8B, J = 4.5, NHMe);
10.88 (1H, yur. ¢, 1-NH)

1.07 (3H, T, J = 6.6, NCH,CHs); 2.06 (2H, m, H-3); 3.47 (2H, m, NCH,CHj3); 3.53
(2H, m, H-2); 3.98 (2H, m, H-4); 7.40-7.61 (5H, m, C¢Hs); 8.32 (1H, c, H-8);
9.05 (1H, ym. T, NHCH,CH;); 10.87 (1H, ym. ¢, 1-NH)

1.28 (12H, m, 4CH,CHs), 4.18 (4H, xB, J= 7.1, 2NCH,Me), 4.37 (4H, kB, J = 6.4,
20CH,Me), 7.52-7.65 (10H, m, 2C¢Hs), 8.17 (2H, ¢, 4-2H)

1.30 (6H, 1, J = 6.6, 20CH,CH;); 2.96 (4H, 1, J= 6.0, 2CH,S); 3.59 (6H, c,
2NCHj;); 3.85 (4H, m, 2CH, ); 4.26 (4H, kB, J = 6.6, 20CH,Me); 7.45-7.54 (5H,
M, C¢Hs); 8.44 (2H, ¢, 4-2H); 10.70 (2H, ¢, 2NH)

1.15 (6H, 1, J = 6.9, 20CH,CH;); 3.40 (6H, c, 2NCHj;); 3.65 (4H, yu1 ¢, 2NCH,);
4.07 (4H, kB, J=6.9, 20CH,Me); 7.45-7.56 (10H, M, 2C¢Hs); 8.04 (2H, ¢, 2H-4);
9.34 (2H, ¢, 2NH)

1.14 (12H, m, 4CH,CHa); 3.46 (4H, yur. c, 2NCH,); 4.05 (8H, m, 4CH,Me); 7.48—
7.57 (10H, M, 2C¢Hs); 8.05 (2H, ¢, 2H-4); 8.76 (2H, c, 2NH)

1.15 (6H, 1, J = 7.2, 20CH,CH;); 2.03 (2H, T, J = 6.6, CH,); 3.21 (4H, M,
2NCH,); 3.43 (6H, c, 2NCHy); 4.08 (4H, B, J = 7.2, OCH,Me); 7.44-7.61 (10H,
M, 2C¢Hs); 8.08 (2H, ¢, 2H-4); 9.43 (2H, ¢, 2NH)

1.16 (12H, m, 4CH,CHs;); 1.99 (2H, T, J = 6.3, CH,); 3.17 (4H, M, 2NCH,); 4.08
(8H, M, 4CH,Me); 7.48-7.62 (10H, m, 2C¢Hs); 8.02 (2H, c, 2H-4); 8.89 (2H, ¢, 2 NH)
2.85 (3H, n, J = 3.6, NHCH;); 7.48 (1H, M, Hy,); 7.63-7.69 (6H, m, Hy,);

7.84 (1H, m, H-9); 8.68 (1H, c, H-2); 8.70 (1H, ™, H-6); 9.00 (1H, yu. c, NHMe);
13.71 (1H, ¢, 10-NH)

1.16 (3H, 1, J = 6.3, NHCH,CHs); 3.36 (2H, v, NHCH,CH3); 7.49 (1H, m, Hy,);
7.62-7.76 (6H, M, Hy,); 7.88 (1H, m, H-9); 8.69 (1H, ¢, H-2); 8.71 (1H, m, H-6);
9.11 (1H, ym. ¢, NHEt); 13.73 (1H, ¢, 10-NH)

2.87 (3H, 1, J = 2.7, NHCH,); 7.66 (7H, m, Hy,); 8.23 (1H, m, H-9); 8.74 (1H, c,
H-2); 9.02 (1H, yur. ¢, NHMe); 9.20 (1H, m, H-6)

1.18 3H, 1, J = 6.6, NHCH,CHs); 3.34 (2H, m, NHCH,CH3); 7.68-7.83 (7H, ™,
Hy,p); 8.26 (1H, m, H-9); 8.78 (1H, ¢, H-2); 9.15 (1H, ym. ¢, NHEt); 9.24 (1H, m, H-6)
2.79 (3H, n, J = 4.2, NHCHs); 3.51 (2H, yu. ¢, CH,); 3.67 (2H, ym. ¢, CH,); 5.25
(1H, yur. ¢, OH); 7.37-7.82 (8H, m, Hy,); 7.98 (1H, ¢, H-2); 8.54 (1H, n, J = 7.8,
H-6); 9.00 (1H, kB, J = 4.2, NHMe); 12.82 (1H, yur. ¢, NH)

1.85 2H, 1, J = 6.3, CH,); 2.80 (3H, 1, J = 4.2, NHCH;); 3.50-3.61 (4H, m,
2CH,); 4.62 (1H, T, J = 4.8, OH); 7.36-7.80 (8H, m, Hy,); 7.98 (1H, c, H-2); 8.54
(1H, x, J = 7.8, H-6); 9.00 (1H, B, J = 4.2, NHMe); 12.74 (1H, yur. c, NH)

2.78 (3H, n, J = 4.8, NHCH;); 2.99 2H, 1, J = 6.0, CH,Ph); 3.69 (2H, M,
CH,NH); 7.23-7.52 (13H, m, Hy,); 7.93 (1H, ¢, H-2); 8.52 (1H, n, J = 7.5, H-6);
8.96 (1H, k8, J = 4.8, NHMe); 12.64 (1H, 1, J = 6.6, NH

2.80 (3H, 1, J = 4.5, NHCH;); 4.69 (2H, 1, J = 4.5, CH,Het); 6.37 (1H, v, Het);
6.44 (1H, m, Het); 7.36-7.73 (9H, m, H,,); 8.01 (1H, ¢, H-2); 8.52 (1H, 1, J = 7.5,
H-6); 8.95 (1H, kB, J = 4.5, NHMe); 12.85 (1H, yw. 7, NH)

* Cmextp SIMP 'H coenmHeHns 4a COOTBETCTBYeT NMPHMBEACHHOMY B paGote [3], crieKTp
AMP 'H coeauuenns 6 sapernctpuposas 8 CDCls.
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Haiineno, uyto nmpoaykramMu aMuHHpOBaHUA 4-0kco-4,10-murnapobdensol4,5]-
nmunaszo[1,2-alnupuanna 9a ankunamuaamu 10a—d asistrores 1-(ankuinaMuHo)- -
(beHnIMeTHITIeH-3-MeTHITKapOaMoni-4-okco- 1 ,4-nuruapodenso[ 4,5 [umugazo-
[1,2-almupununel 11a—d, mpudeM peakius NPOTEKaeT C MpenapaTHBHBIMU
BbixogaMu (69-82%). 3-Ankuikapbamoni-1-6en3omn-4-okco-4H-0en30[4,5]-
[1,3]trazono[3,2-a|nupunuasl 9¢,d B mogo0HYIO0 PEAKIUIO C aTKHJIaMHUHAMU
10a—d He BcTymaroT. YOeAUTENBHBIM IMPU3HAKOM OCYIIECTBICHUS JaHHOTO
B3aHMOJICHCTBYS SBJISETCA OTCYTCTBUE B criektpax SIMP °C coemunennii 11b,d
BECbMa XapaKTEPHCTHYHBIX CHUTHAJIOB Yriepojia KapOOHWIBHON TpyIIIbI
GEH30MIIBHOTO (hparMeHTa, KoTopble B cmektpax SIMP C 1,6-ammemmpo-
BaHHBIX MPOU3BOJIHBIX S-aNKuiIKapOamoni-3-0eHzonnnupuana-2-ona 3b,c, 9a
HaOmronaroTes B oonactu 191.2-194.1 m. &

Crpykrypa coenunenusi 11¢ Obuta nccnenoBana MetonoM PCA (tabm. 5 u
pucyHOK). HTepecHOl 0COOCHHOCTHIO €r0 MOJIEKYIISIPHON CTPYKTYPHI SIBIISICTCS
00pa3zoBaHUE JOCTATOYHO MPOYHBIX BHYTPUMOJIEKYISIPHBIX BOJIOPOIHBIX CBA3EH
N-H...N u N-H...O, 3ampixaromux 6-anennblie ks N(4)C(14)C(8)C(7)N(2)H(4)
u N(3)C(10-12) O(2)H(3).

OOumii BUI MOJIEKYJIBI 3-MeTunkapbamouni-4-okco- 1-(2-penmm runamuno ) heHuI-
metunuaeH- 1,4-nuruapodenso[4,S lumuaasol 1,2-alnupuauna 11c.

Tabnuma 5

OcHoBHBbIE JIMHBI CBsI3eil coenuHenus 11¢
CBsi3b LA Casi3b LA
C(1)-N(2) 1.328(2) C(7)-C(8) 1.391(2)
C(1H)-C(2) 1.400(3) C(8)-N(5) 1.353(2)
C(2)-C(3) 1.363(3) C(8)-N(4) 1.386(2)
C(3)-N(1) 1.376(2) C(9)-N(5) 1.321(2),
N(1)-N(2) 1.377(2), C(9)-C(10) 1.419(3),
N@B3)-N4) 1.3597(19) C(10)-C(11) 1.357(3),
C(6)-N(3) 1.338(2) C(11)-N(4) 1.368(2)
C(6)-C(7) 1.399(2)
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Ha ocHOBaHWU 3KCTIEPUMEHTAIBHBIX JaHHBIX MOKHO MPEATIONOKUTE CIICIY-
IOIIYI0 CXEMy MEXaHM3Ma PEIUKIN3AIUU JUTUAPONUPUANH-2-0HOB lab B
OMIIMKIIMYECKHE MPOU3BOAHBIE OeH3uMuAazona 9a,b. BepostHo, mnepBbIMU
CTaJUSIMHU PEAKIIUU SBIISIOTCA THAPOIN3 U aMUHUPOBAHUE AUTHUIPOIUPHUINH-2-
onoB la,b, coorBercTBeHHO, B coenuHeHus 4a,b u uHTepMenumarsl 12a,b.
Crnemyer OTMETUTH, YTO TMOCJICAHNE, 10 BCEH BUAUMOCTH, MOTYT IOMY4YaThCS U
HEMOCPEICTBEHHO MPY aMHUHHUPOBAHUHU JUTHAPONUPUINH-2-0HOB 1a,b o-denu-
neaanamuHoM 8a [1]. IIpomexxyTounsie poaykTel 12a,b, BO3MOXHO, TOABEP-
rarTCs BHYTPUMOJICKYJIIPHON HYKJICO(DHIbHOW aTake CBOOOJHOW aMHHO-
IPyHIbl 0-PSHUJICHIMAMHUHOBOTO (pparMeHTa 1o SHAOIUKINYECKOMY atomMy N,
MpeBpaIasich Mpu 3TOM B NMpou3BoHbIe Oen3umuaasona 13a,b. Ilocneauue, mo
BCE BHUAMMOCTH, Yepe3 HanboJiee BBITOMHYIO ISl BHYTPHUMOJEKYJSIPHOMN
muKm3anun - Konpopmarnuoo 14ab  TpancopMupyroTcs B OWMIMKIMYECKHUE
rerepocoenuHenus 9a,b. O4ueBnaHO, MOJOOHBIM 00Pa3oM OCYIIECTBISIOTCS H
PEIUKIN3ANKA AUTUAPONUPUANH-2-0HOB 1a,b B 5-0kco-1,2,3,5-terparumnpo-
nmuaasol 1,2-anupununst 3a,b, 6-oxco-1,2,3,5-rerparunpo-2H-mmupuno[1,2-a]-
mpumuuHb! 3¢,d u 4-oxco-4H-6en30[4,5][1,3 |trazono-[3,2-aJmupunuas: 9c¢,d.

W3BecTHO, uTO 3amemnieHHbIe 0eH30[4,5 [umuaaso[l,2-a|nupuauasl u 6€H30-
[4,5][1,3]tuazono[3,2-a|nupuannabl  nposBisiloT  GyHrumuaaeie |7, 8],
aHTUMUKpOOHBIe [9], mpotuBopakoBeie [8, 10], mpotuBoBupycuble [11] u
aHTHOakTepuansHele [8] cBoiicTBa. TakuM 0Opa3oM, B pe3ynbTare MPOBEACHHBIX
HaMH UCCIICIOBAaHUM, HaWJCHBI HOBBIC BO3MOXXHOCTH B CHHTE3€¢ M (DYHKIIMO-
Hajgu3anuu 1,6-aHHETMPOBAHHBIX  TPOU3BOJHBIX 3-aJIKHIKapOaMOMII-5-0eH-
sommupuInH-2-oHa 3a—d, 9a—d — MepCHEeKTHBHBIX OMOJOTHMUYECKH aKTHBHBIX
COCIMHEHUM.

0 Ph
EtO
OH 8a = 0
la,b > 4a,b —— H B ——
~MeSH 0 N N
|
R
H,N
— 12a,b —
— O Ph o Ph |
EtO =
0 O R_II}II N o)
—
-z —> 0 — 9ab
N M N7 "NH | _goH
R OEt
13a,b 14a,b

12-14aR=Me, bR=Et
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IKCIIEPUMEHTAJIBHASI YACTb

Crektpsl SIMP 'H u C 3amucansr Ha mpuGope Varian-300 (300 u 75 MI'n
COOTBETCTBEHHO), BHyTpeHHHH craHmapT TMC. UK crexTpsl 3aperucTpupoOBaHB Ha
npudope UR-20 B Tabnerkax KBr.

PeHTreHOCTpYKTypHOe  HcCJeJ0BAHMEe MOHOKpUCTala coeauHeHus 1lc,
BBIPAILIEHHOTO W3 3TAaHOJA, C JUHEWHbIMHU pazmepamu 0.48x0.28x0.12 MM mpoBeaeHO
Ipu KOMHATHOH Temmeparype Ha mudpaxromerpe Bruker Smart Apex II (AMoKa-
U3Iy- YeHue, rpaUTOBBI MOHOXPOMATOP, Op.x = 26.56°, cermeHT cdeppr —11 </ <
16, —13 <k <15, -17 <1< 17). Beero 6su10 codpano 14 214 otpaxeHuit, 13 KOTOPHIX
4436 ABNAIOTCS CHUMMETPUYECKH HE3aBUCHUMBIMHU (R-¢aktop ycpemHenus 0.034).
Kpucramnet  coemunenuss 11c:  CyHoyN,O,, M = 448.51, MOHOKIMHHbBIE,
mpocTpaHcTBeHHas Tpymma P2,/n (Ne 14), a = 13.2132(10), » = 12.6692(9), ¢ =
14.7662(13) A, B = 111.446(3)°, V'=2300.73) A’, Z=4,d. = 1.295, u.=0.084 mm ',
F(000) = 944. Crpykrypa pacmm¢ppoBaHa NpsiMbiM MeTogoM H yrouneHa MHK B
MOJTHOMATPUYHOM aHM30TPOIHOM IPHUOMIDKEHWH C HCIIOJb30BAaHHEM IIPOrpaMM
SHELXS97 u SHELXL97 [12, 13]. Atombl denmnbabiX Kosenr C(23-29), a Taxxke
atombl C(21), C(22) u cOmyTCTBYIOLIME MM IPOTOHBI Pa3yIOPSAOUEHBI MO JBYM
no3uuussM A u B ¢ 3aceneH- HoctsiMu 55 u 45% coorBercTBeHHO. Bee aTombl
BOJIOPOZIA, CBA3AaHHBIE C aTOMaMM YIJIEpOJa, MOCAKEHBI T'€OMETPHUYECKH, a ATOMBI
H(N), yuactByromue B 00pa30BaHWN BOJOPOIHBIX CBS3EH, BBIABICHBI OOBEKTHBHO H
YTOYHEHBI H30TPONHO. B yrouHeHun ucronbs3zoBaHo 2666 orpaxkenuit ¢ [ >2c(l) (364
YTOUHSIEMBIX IapaMeTpa, YUCIO0 OTPAXKEHUHM Ha mapameTp 7.32, UCIoIb30BaHa BECOBAs
cxema © = 1/[c*(F,%) + (0.1P)*], tae P = (F,? + 2F,%)/3). Bblia BBefieHA KOPPEKIHS
nomiomeHus mo nporpamme SADABS (oTHoOIIEHHE MUHHMAIBHONH K MaKCHMATBHOM
KOppeKIUH Ty /Thax = 0.85). OxoHuaTenbHBIe 3HAYCHHS (PAKTOPOB PACXOTUMOCTH
R1(F%) 0.0955, Ry{F") 0.1679, GooF 0.995 mo Bcem orpaxenmsim u R1(F) 0.0492,
Ry(F*) 0.1331, GooF 0.993 no orpaxenusm ¢ [ >2c(J). OcTaTounas >3/1eKTPOHHAs
IJIOTHOCTb U3 Pa3HOCTHOro psifa Oypbe mocie nocieqHero uukiaa yrousenus 0.25 u —
0.18 ¢/A’. Tlommblii HAGOP PEHTrEHOCTPYKTYPHBIX NAHHBIX s coeauHenus 1lc
nernonnpoBaH B KemOpummkckoM 6anke cTpykTypHbIX gaHHbIX (CCDC 6839232).

6-Ankuiakapoamoni-8-6eH3oumin-5-oxco-1,2,3,5-rerparuapoumunaso|1,2-a]nu-
puauHbl 3a,b, 7-aakuiakapoaMouin-9-6eH3omii-6-oxkco-1,2,3,5-rerparuapo-2H-nu-
puno[1,2-alnupumugunsl  3c,d, 3-aakuakapoamou-1-6enzoun-4-oxco-4,10-1u-
ruapooden3o[4,5|umunazo[1,2-alnupuaunsl 9a,b, 3-ankuaxapoamonsi-1-oeHzon-
4-oxco-4H-6en30[4,5][1,3]Tua3010[3,2-a]lnupuaunst 9¢,d. PactBop 1 mmonb 1,2-11-
runponupuanH-2-oHa 1a,b u 1.5 mmons amura 2a,b (1.0 mmons amuHa 8a,b) B 4 M
2-TIpoTaHoNIa KUIATAT 2—6 9, OXJAXKIAI0T W OT(GMIETPOBBIBAIOT OCAIOK COCAMHEHUMA
3a—d, 9a—d. [Ipu ynapuBanun GpuiabTpaTa BEIAEISIOT AUTHPUIMIOKCUABL 4a,b.

1-Ankui-6-(1-aaKuia-5-6eH3011-2-0Kc0-3-3TOKCUKAPOOHMI-1,2-TUrn/-
ponupHANH-  6-WI)OKCU-5-0€H30WI-2-0KC0-3-3TOKCUKAPOOHII-1,2-THr HAPONUpH-
auHbI 4a,b ony- garoT mo meromuke [3].

N,N'-Iu(1-ankuna-5-6eH30u1-2-0Kc0-3-3TOKCUKAPOOHMII-1,2-AUTHAPONMPUTUH-
6-n1)-1,2-nuamuno3Tansl (1,3-1uamunonponansl) 7a—d. K pacteopy 1 mmons 1,2-1u-
THOpONUpUANH-2-0Ha la,b (aumupuomnokcuga 4a.b) B 3 M 2-mpomaHona mpu
NepeMelIBaHuy 10 KaruisiM J100aBisitoT pactBop 0.5 Mmous amuHa 2a,b B 3 Mt 2-nipo-
maHoia. PeakunonHyro Maccy BeiepkuBaoT 3 4 mpu 20 °C u oTQUIBTPOBEIBAIOT
ocaslok coenuHeHus 7a—d.

Penuxiauzanust N,N'-mu(1-ankui-5-6eH30ui1-2-0kco-3-3TOKCuKapoonu-1,2-
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JUTHAPONUPUANH-6-11)-1,2-1naMmuH03TaHa (7a) B 8-0eH30MJI-6-MeTHIKaApOaMONJI-
5-okco-1,2,3,5-trerparuaponmuaaso|1,2-alnupuaun (3a). Pacteop 0.626 r (1 Mmmons)
coenuHernus 7a u 0.18 r (3 MMoib) AMamMuHOITaHa 2a B 4 MJI 2-TIPOTIAHOJIA KHUIIATSIT
5 4, OXJKAAIOT U OTQHUIBTPOBBIBAIOT 0caiok coequneHus 3a, Beixox 0.559 1 (81%).
JAu[2'-(5-6en3omii-1-meTna-2-0kc0-3-3TOKCUKAPOOHMI-1,2-TUrMAPONIMPUUH-

6-nm)amunodTia]aucyabdun (6). Pactsop 0.331 r (1 mmons) 1,2-auruaponupuiua-
2-ona l1a, 0.170 t (1.5 mMmoub) rumpoxiopuna l-amuHo-2-mepkantodTana u 0.152 r
(1.5 MMOJIB) TpUITHIIAMUHA B 4 MJT 2-TIPOTIAHOJIA KUTIATAT 3 4, OXJIAXKAAIOT U OT(QUIBT-
POBBIBAIOT OCAIOK COSAUHEHHUS 6.

AmvunupoBanue 4-oxco-4,10-nuruapo6ensol4,Slumungazo[l,2-a|nupuauna (9a)
ankmiamuHamu 10. Cmecs 0.345 r (1 Mmmons) coequuenust 9a u 3 MMonb ankuiamMuHa 10
BeiiepkuBatoT 10-20 Mun npu temneparype 120-140 °C, oxnaxaaroT, KUIATAT € 3 Ma
2-MPOMaHoIIa, OXJIAKIAIT U OT(QUIBTPOBBIBAIOT 0CaI0K coeauHeHus 11.
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