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AHHOTaLMA. MAPMPOBaHHbIE NPON3BOAHBIE aKPUANHA NPOSBASIOT PasANyHble BUALI BUMONOTNYECKON aKTUBHOCTI — W3BECTHBI MX aHT-
bakTepuanbHble, POTMBOONYX0/EBbIE, NPOTUBOBUPYCHbIE, MCUXOAKTUBHbIE CBOMCTBA. Ha npuMepe retepoaHanoros TakpuHa — U3BECTHOrO
NHIMBUTOPa XONNHICTEPA3, NOKA3aHO, YTO 3aMeHa B NONMLMKANYECKUX CMCTeMaX beH30bHOrO KOMbLIA Ha NATUUYNEHHBII reTepoLukn npuBo-
AMT K yMeHbLUEHMI0 TOKCMUHOCTM Npenapata, 0fHaKo He M3MeHsIeT 6a30BYH0 GU3N0AOrNUECKYH0 aKTMBHOCT. TakiuM 06pa3oM, CUHTe3 reTepo-
aHa/oroB M3BECTHbIX beH3aHHeNMPOBaHHbLIX CUCTEM ABNSETCA aKTyanbHOI 3afaueit. [laHHas paboTa noceslieHa pa3paboTke 3dPeKTUBHbIX
MOAX0J0B K CUHTE3Y HEKOTOPbIX HOBbIX PYPOTETPArNAPOXUHOANHOB Ha ba3e KOHAEHCALMK 2-aMIUHO-3-LiMaHODYPaHOB C KapOOHUALHBIMM CO-
eAvHeHnsMu. MpeanoxeHa nepcnekTuBHas MoauduKaLms peakuun ®puanenepa, NpegnonaraoLas ucnonb3oBaHue B kayectse cybcrpara
npenapaTuBHO JOCTYMHbIX LinknorekcaH-1,3-A10HOB. Pa3paboTaH ABYXCTyNeHuaTblii 04HOPEaKTOPHbI CNOCO6 CHTE3a (yPOXUHONNH-5-0HOB,
NOAXOASLLNIA ANSt NPEKYPCOPOB, YYBCTBUTENbHbIX K KMCI0TaM. BbIBNIEHO, UTO B3aMMOAENCTBIE 2-aMUHO-3-LiMaHO-5-apundypaHa ¢ 5-apun- v
5-retapunuuknorekca-1,3-AnOHaMK Npu Katanuse YeTbIPEXXAOPUCTBIM ONOBOM NPUBOANT K 06pa3oBaHuI0 2-apu-4-amuHo-7,8-aurnapo-
6H-¢ypo[2,3-b]xuHonuH-5-0HoB. MpoayKTbI 06pa3ytoTcs co cpeHUMM Bbixogamu (50-60%). YcTaHoBNEHO, UTO B YCIOBUAX CbEMKM CMEKTPOB
AMP (AMCO-d6, 300K) coeanHeHns cyLyecTBytoT B TayToMepHOI Gopme 4-uMuHo-2,7-gunapun-6,7,8,9-retparnapodypol2,3-b]xuHonnn-5-oxa.
MoKa3aHo, UTo Npu HarpeBaHWK B TONYONE 2-aMIUHO-3-LiMaHO-5-apundypaHoB € 3aMeLEHHBIMI LiNKIOreKcaH-1,3-AN0HaMK C a3e0TPONHOIA
OTFOHKOIA BOAbI B MPUCYTCTBIN TONYONCYAbGOKUCAOTLI 06pa3yIOTCs COOTBETCTBYHOLLME 0CHOBAHMSA LUndda, Lukansytowmecs To1bKo Npy Ha-
rpeBaHNM C YeTbIPEXXIOPUCTLIM 07I0BOM. YCTaHOBIEHO, UTO MPK B3aUMOZEIACTBIM 2-aMUHO-3-LaHo-5-apundypaHa ¢ kamdopoii kak npu
katanuse TonyoncynbGOKNCAOTONA, TaK U B NPUCYTCTBUM XNOPHOrO 010BA, KOHAEHCALMN HTepMeAVaTa B oxuaaemblii 8,10,10-Tpumetina-2-
apun-5,6,7,8-Tetparugpo-5,8-metaHopypo([2,3-b]xuHonnH-4-amuH He nponcxoguT. CoCTaB M CTPOEHNE CUHTE3MPOBAHHBIX COGAUHEHWI BblnK
MOATBEPXAEHBI C IPUMeHeHreM MeTooB WK- u AMP-TH crektpockonuu.
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Abstract. Hydrogenated derivatives of acridine exhibit various types of biological activity — their antibacterial, antitumor, antiviral, psychoac-

tive properties are known. Using the example of heteroanalogs of tacrine, a known cholinesterase inhibitor, it is shown that the replacement
of the benzene ring in polycyclic systems with a five-membered heterocycle leads to a decrease in the toxicity of the drug, but does not
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change the basic physiological activity. Thus, the synthesis of heteroanalogs of known benzannelated systems is an urgent task. This work
is devoted to the development of effective approaches to the synthesis of some new furotetrahydroquinolines based on the condensation
of 2-amino-3-cyanofurans with carbonyl compounds. A promising modification of the Friedlander reaction is proposed, which involves the
use of preparatively available cyclohexane-1,3-diones as a substrate. A two-step one-pot method for the synthesis of furoquinoline-5-ones
is developed, suitable for precursors sensitive to acids. It was found that the interaction of 2-amino-3-cyano-5-arylfuran with 5-aryl- and
5-hetarylcyclohexane-1,3-diones under tin tetrachloride catalysis leads to the formation of 2-aryl-4-amino-7,8-dihydro-6H-furo[2,3-b]quinolin-
5-ones. The products are formed in medium yields (50-60%). It has been established that under the conditions of recording NMR spectra
(DMS0-d6, 300K), the compounds exist in the tautomeric form of 4-imino-2,7-diaryl-6,7,8,9-tetrahydrofuro[2,3-b]quinolin-5-one. It has
been shown that heating 2-amino-3-cyano-5-arylfurans with substituted cyclohexane-1,3-diones in toluene with azeotropic distillation of
water in the presence of toluenesulfonic acid formed the corresponding Schiff bases, which cyclized only upon heating with tin tetrachloride.
It has been established that during the interaction of 2-amino-3-cyano-5-arylfuran with camphor, both under catalysis by toluenesulfonic
acid and in the presence of tin chloride, condensation of the intermediate into the expected 8,10, 10-trimethyl-2-aryl-5,6,7,8-tetrahydro-5,8-
methanofuro[2,3-b]quinoline-4-amine did not occur. The composition and structure of the synthesized compounds has been confirmed using
IR and NMR-1H spectroscopy.
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BeefeHue

Buosiornyeckue cBoWCTBa XUHOJIWHOB U UX
aHHeJ/INPOBaHHBIX MPOU3BO/HBIX TPUB/IEKAOT BHU-
MaHue uccreioBaresiell y)ke JOBOJIbHO AJIUTeTbHOe
BpeMsi. XMHOWHOBasi MaTpHila BXOJUT B COCTaB
aHTUMaJAPUAHBIX MpernapaToB, BO BpaueOHYIO
MPaKTUKY BBeJIEHO HCIIO/b30BaHWe pa3Hoobpa3-
HBIX TIPOU3BOJHBIX 4-aMUHOXWHOIMHA, 00/1a/1a10-
L[UX TIPeUMYI[eCTBeHHO UMMYHO/IelIpeCcCUBHBIM
neiictBueM. [Ipon3BojHOe aKpuJuHa — TaKpPUH,
MHTUOUTOP XOJIMHACTEpa3, NMPUMEHsIeTCsl B Tepa-
nmuu cuHgpoMa Aspirelimepa. CUHTE3UPOBAHO
HeCKOJIbKO aHaJ/IoTOB TaKpUHa, cucTem ¢ypo-, Tue-
HO-, TUPPOJIO- ¥ TTHPA30JI0TeTParuJpoOXUHOIUHOB,
MPOSIBUBIINX pa3HO0Opa3Hy OHOIOrHYeCcKYIo
aKTUBHOCTH [1-7].

NH,

Ar//l

1

B xoie ycoBepilieHCTBOBaHUSI METOAMKHY, HAMHU
ObIT MCCeloBaH JBYXCTYIeHUAThI MPOTOKOJ
rporiecca, 3aK/IHUaroIuics B CUHTe3e JIMHEeHHO
COUIeHEHHOT0 WHTepMe/iiaTa, ¢ MocjaeAyollen
LIUKJIK3allieil ero B LieJieByI0 CTPYKTYpy. Takxke
HaMu OblJia peATIpUHSITA MONBITKA BBECTH BO B3a-
HUMO/IeiCcTBUE € 2-aMUHO-3-11uaHodypaHaMH Mpo-
CTPaHCTBEHHO 3aTpPy/AHEHHBIN KeTOH — Kamdopy.
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[TprMeHeHue B CUHTe3e (ypoTeTparu/jpoxu-
HOJIMHOB HALIIE TTPe/IJI0’KeHHBIN aBTopaMu paboT
[2, 4] BapuaHT peakiiuu OpuaneHzepa, 3aK/ovato-
IIUICs B HArpeBaHUU 0-aMUHOHUTPUJIOB C ITUKJIN-
YeCKMMU KeTOHaMU B MPUCYTCTBUU XJIOPUCTOTO
anoMuHus. HaMu mpezioxkeH yCOBepIIeHCTBO-
BaHHBIN BapUaHT JJaHHOW METOAWKHU C UCTIOIh30-
BaHUeM B KaueCTBe KaTaau3aTopa Oosee yno6Horo
B paboTe >XKU/KOr0 XJIOpHOTO oJioBa. Ocyiect-
BJIeHa KOH/leHCalus 2-aMUHO-3-11MaHo(ypaHOB
C pa3/IMYHBIMU [IMKIUYECKUMH KapOOHUIbHBIMU
COeJMHEHUSIMH, MMPUBOAAIIAS K MOJTyUYeHUTIO
2-apun-5,6,7,8-rerparugpodypol2,3-b]xuHonuH-4-
aMuHOB (1), a Tak>ke HOBBIX 4-aMUHO-2,7-1uapu(2-
apuJ-7-retapuin)-5,6,7,8-treTparugpodypol[2,3-b]
XUHOJIMH-5-0HOB (2), TepCrieKTUBHBIX B TJaHe
(bu3non0rnuecKoit akTUBHOCTH.

NH, 0

N
R Z
z
Ar / | Ar /
S
O \N O N R O N
3

YcTaHOB/IEHO, UTO MPOAYKTOM PeakL[iU SBJISIeTCs
5-penun-2-(1,7,7-rpumetun-ounukiao[2.2.1]rent-
2-eH-2-11aMuHO)-GbypaH-3-kapboHutpui (3), He
rnpeTeprieBaloIIMi fajibHellel TUKIU3aluU B
TeTParupoXuHOMH.

CTpyKTypa CUHTe3UPOBaHHBIX COeJMHeHUU
MO/ATBEPXKJeHa C MpYMeHeHUeM MeTo/0B MH(pa-
KpacHoii criekTpockonuu, AMP 1H.

HayuyHbivi oTaen
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Matepuanbl U MeToAbI

Criektpel IMP 'H 3apeructpupoBaHbl Ha
criektpomeTtpe Bruker DRX (pabouasi uacToTa npu-
6opa — 500 MT'11) ¢ ucrnosp3oBanrem IMCO-d6 B
KaueCTBe PAaCTBOPUTEJIS], BHYTPEHHUN CTaH/apT —
TeTpaMmeruacunald. MK-crnekTpsl perucTpupo-
Basuch npu nomouu MK-dypoe-cnekTpomerpa
Vertex 70. TemmniepatTy pel IIJIaB/IeHUS OTIpeZieieHbl
Ha anniapaTe Stuart SMP30. KoHTposib UHAUBUY-
aJbHOCTH peareHTOB U MOyUeHHbIX COeJUHeHUH,
a Tak)Xe KaueCTBEHHbIM aHa/lu3 peaKLMOHHBIX
cMeceit ocyijectBeH metosiom TCX Ha mjlacTUHAX
Merck TLC Silica gel 60 F,,; 3/1H0€HTBI — 4nCTBIE
pacTBOpPUTEIM U UX CMECH B Pa3/INUHBIX COOTHO-
weHusx. [IposgBieHre xpoMarorpaMm OCylIllecT-
BJISJIOCH TIpK Y®-006/1yueHNH U B Tlapax voja.

OOwas MeTo/JMKa CHHTe3a 2-apuJ-5,6,7,8-
Terparuapogypol[2,3-blxunonun-4-amunos
(1aa’, 1ab’, 1bb’), 4-amuno-2,7-guapu-5,6,7,8-
TeTparujpodypol2,3-blxunonu-5-oHoB (2aa’,
2bb’, 2bc’, 2¢c’, 2ad’)

2-AMUHO-5-apui-3-umaHodypas (0,01 Moib)
¥ COOTBETCTBYIOINHA LIUKINYECKHI KeTOH 100
5-apunnukinaorekcan-1,3-auox (0,01 mosb) Ha-
rpeBatoT B Tosayose (30 M) [0 pacTBOpeHUs
KOMIIOHeHTOB. K pacTBopy Zo0aB/sIOT JBYKpaT-
HBIY MOJIBHBIM M30BITOK XJ0pHOTO osoBa (5,22 T,
0,02 mosnb). Peak1juoHHYy0 Maccy KUnaTaT 1,5-2 u,
OXJIa)KJJAl0OT W CIUBAIOT pacTBoputesnb. CTeKso-
00pa3HbIi 0CTaTOK MPOMBIBAIOT BOJHBIM PaCTBOPOM
KapboHaTa HaTpus ¥ 00pabaThIBAIOT 3TU/IATIETATOM
(50 mm). Obpasyroluecs Mpy CTOTHUN KPUCTAIIbI
OT(GUIBTPOBLIBAIOT U cy1IaT. ChIpOii 4-aMUHO-2,7-
nuapun-5,6,7,8-terparuapodypol2,3-b]xuHonmH-
5-0H KpUCTa/UTM3YIOT U3 cMecH STustaretat/ I MDA
B cooTHouleHuu 10:1

2-®deHun-5,6,7,8-mempazudpogypol2,3-b]
XuHoMuH-4-amun (1ab’). Beixoa: 60%, T 228—
230° C. Cnektp AMP 'H (500.13 MHz, DMSO-d6,
300K, 6, m.z.) 1.75-1.90 (m., 2H, CH,); 1.85-2.90
(m., 4H, CH,); 7.43-7.47 (m., 1H, Ar); 7.52-7.57
(M., 2H, Ar); 7.71-7.75 (M., 2H, Ar); 7.95 (c., 1H,
CHq)ypaH)5 8.20 (ymrc., 2H, NH,).

6-Memun-2-¢enun-5,6,7,8-mempazudpo-
¢ypol2,3-b]xunonun-4-amun (laa’). Beixog;: 60%,
T,, 229-231° C. Cnektp AMP 'H (500 MHz,
DMSO-d6, 300K, §, m.1.) 1.09-1.12 (g., J=6.4, 3H,
CH,); 1.38-1.47 (m., 1H, CH,); 1.75-1.90 (m., 2H,
CH,); 1.88-2.03 (m., 2H, CH,); 2.61-2.67 (m., 1H,

Xumuns

CH,); 2.85-2.96 (m., 2H, CH,); 7.43-7.47 (m., 1H,
Ar); 7.52-7.57 (M., 2H, Ar); 7.71-7.74 (m., 2H, Ar);
7.72 (c., 1H, CHd)ypaH); 8.20 (yur.c., 2H, NH,).
6-Memu-2-(2-xnop¢enun)-5,6,7,8-mempa-
2uopocgpypol2,3-blxunonun-4-amun (1ba’). Boi-
xop: 65%, T, 231-233° C. Criexrp SIMP 'H (500
MHz, DMSO-d6, 300K, &, m.x.) 1.10-1.13 (z.,
J=6.4,3H, CH;); 1.40-1.48 (m., 1H, CH,); 1.89-1.94
(m., 2H, CH,); 1.97-2.05 (m., 2H, CH,); 2.63-2.69
(m., 1H, CH,); 2.73-2.95 (m., 2H, CH,); 7.45-7.50
(M., 1H, Ar); 7.53-7.58 (M., 1H, Ar); 7.65-7.68
(m., 1H, Ar); 7.86-7.89 (M., 1H, Ar); 8.09 (c., 1H,
CHgypap)s 8-25 (yir.c., 2H, NH,).
4-AmMuHo-2-¢penun-7-(n-moaun)-7,8-ou-
2uodpo-6H-¢ypo[2,3-b]xuHonuHn-5-oH (2aa’).
Beixoa: 60%, T, 242-244° C. Cnekrp AMP H
(500 MHz, DMSO-d6, 300K, 6, m.z.) 2.32 (c., 3H,
CH,); 2.64-2.70 (m., 1H, CH,(8)); 3.00 (az., 1H,
J=16.4, J=12.5, CH,(6)); 3.01-3.06 (m., 1H, CH,(8));
3.26 (M., 1H, J=16.3, J=11.8, CH,(6)); 3.63-3.70 (m.,
1H, CH); 7.13-7.17 (M., 1H, Ar); 7.18-7.23 (M., 2H,
Ar); 7.36-7.42 (m., 2H, Ar); 7.49-7.54 (m., 2H, Ar);
7.59 (c., 1H, CHq)ypaH); 7.74-7.78 (m., 2H, Ar); 8.05
(yur.c., 1H, NH); 9.12 (ym.c., 1H, NH).
4-AmuHo-2-(2-xn0op¢enun)-7,8-ouzudpo-
6H-¢ypol[2,3-b]xuHonuH-5-0H (2bb’). Bbi-
xo4: 65%, T, 228-230° C. Cnektp SIMP 'H
(500 MHz, DMSO-d6, 300K, 6, m.n1.) 1.98-2.07
(M., 2H, CH,(7)); 2.62 (r., 2H, J=6.2, CH,(8));
2.99 (1., 2H, J=6.1, CH,); 7.40-7.45 (m., 1H, Ar);
7.50-7.54 (m., 1H, Ar); 7.61-7.64 (m., 1H, Ar);
7.92-7.94 (m., 1H, Ar); 8.03 (c., 1H, CH(])ypaH);
8.33 (yuu.c., 1H, NH); 9.22 (yu.c., 1H, NH).
4-AmuHo-2-(2-xnop¢penun)-7-¢penun-7,8-
ouzudpo-6H-¢ypo[2,3-b]xuHoaun-5-ou (2bc’).
Brixog: 48%, T, 234-236 °C. Criektp IMP 'H
(500 MHz, DMSO-d6, 300K, 6, m.z.) 2.74-2.80 (M.,
1H, CH,(8)); 3.03 (aa., 1H, J=15.5, J=12.1, CH,(5));
3.11-3.18 (m., 1H, CH,(8)); 3.32 (a4., 1H, J=16.4,
J=11.4, CH,(6)); 3.46-3.55 (m., 1H, CH); 7.23-7.28
(M., 1H, Ar); 7.33-7.45 (m., 5H, Ar); 7.49-7.54 (M.,
1H, Ar); 7.62-7.65 (m., 1H, Ar); 7.93-7.96 (m., 1H,
Ar); 8.05 (c., 1H, CHd)ypaH); 8.35 (yur.c., 1H, NH);
9.20 (ym.c., 1H, NH).
4-AmuHo-7-(n-moaun)-2-¢penun-7,8-ou-
2uopo-6H-¢ypo[2,3-b]xuHoauH-5-0H (2cC’).
Brixog: 60%, T, 243-245 °C. Criektp IMP 'H
(500 MHz, DMSO-d6, 300K, §, m.x.) 2.31 (c.,
CH,); 2.64-2.70 (m., 1H, CH,(8)); 3.02 (aa., 1H,
J=12.5, J=6.6, CH2(6)); 3.03-3.08 (m, 1H, CH,(6));
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3.28 (aa., 1H, J=16.4, J=11.9, CH,(6)); 3.64-3.72
(M., 1H, CH); 7.13-7.18 (m., 1H, Ar); 7.19-7.23 (™.,
2H, Ar); 7.37-7.43 (M., 2H, Ar); 7.50-7.54 (M., 2H,
Ar); 7.62 (c., 1H, CchypaH); 7.74-7.78 (M., 2H, Ar);
8.22 (ym.c., 1H, NH); 9.18 (ym.c., 1H, NH).

4-AmuHo-7-(4-3mokcugperun)-2-¢penun-7,8-
ouzudpo-6H-¢ypo[2,3-b]xuHonuH-5-on (2ad’).
Beixoa: 42%, T, 230-232° C. Crektp AMP 'H
(500 MHz, DMSO-d6, 300K, &, m.1.) 1.31 (1., J=6.9,
CH,); 2.70-2.76 (m., 1H, CH,(8)); 2.97 (az., 1H,
J=16.5, J=12.0, CH,(6)); 3.08-3.14 (m., 1H, CH,);
3.26 (a4., 1H, J=16.3, J=11.3, CH,(6)); 3.39-3.47
(m., 1H, CH); 4.00 (xB., J=6.9, 2H, O-CH,); 6.87-
6.91 (m., 2H, Ar); 7.26-7.30 (M., 2H, Ar); 7.38-7.42
(M., 1H, Ar); 7.49-7.54 (m., 2H, Ar); 7.62 (c., 1H,
CH(l)ypaH); 7.74-7.77 (M., 2H, Ar); 8.22 (yuic., 1H,
NH); 9.15 (yur.c., 1H, NH).

CuHnrte3 4-amMmuHO0-2-(2-xm0ppeHun)-7-
(2-Tuenun)-7,8-gurugpo-6H-dpypol[2,3-b]
XUHOJ/IHH-5-0Ha (2be’)

5-Tuenunuukiorekcan-1,3-auoH (0,01 Mosib)
U 2-aMuHO-5-(2-xymopdennn)-3-iuanodypan
(0,01 monb) B 30 M To/yosa B MPUCYTCTBUU
TOJ1y0JICYy/1b(OKHUCIOTH HarpeBarT C HacaJKou
[duna — Crapka B Teuenue 2 4. Jlanee B peakuu-
OHHYIO CMeCh J00aB/ISIIOT ABYKPATHBIM U30bITOK
xJiopHOTO 0Ji0Ba (5,22 1, 0,02 MOJIb), KUTISTST eIllé
2—3 u. CnMBalOT TOJYOJ, OCTaTOK TTPOMBIBAIOT BO-
JTHBIM PaCTBOPOM CO/IbI M 006pabaThIBalOT 3THIALe-
taToM. O6pasyromuecs Mpyu CTOSTHUHM KPHUCTAIbI
0T(hUNBTPOBBIBAIOT U cywiaT. OuncTKa 4-aMUHO-
2,7-nuapun-5,6,7,8-terparuapodypo[2,3-b]
XWHOJIMH-5-0Ha OCYIL[eCTBJ/IsIeTCSl ITepeKprcTal-
nu3ayuei u3 cmecu stunayetat/JM®PA B cooT-
HomeHnuu 10:1.

Beixog: 50%. T, 242-244° C. Cnektp
AMP 'H (500 MHz, DMSO-d6, 300K, §, m.x1.)
2.94 (pa., 2H, J=16.5, J=9.7, CH,(8)); 3.00 (ax.,
2H, J=16.3, J=4.2, CH,(6)); 3.26 (ax., 1H, J=16.3,
J=9.6, CH,(8)); 3.35 (aa., 1H, J=16.3, J=3.6,
CH,(6)); 3.77-3.84 (m., 1H, CH); 6.95-7.05
(M., 2H, Ar); 7.37-7.39 (M., 2H, Ar); 7.49-7.54
(M., 1H, Het); 7.61-7.64 (M., 1H, Het); 7.93-7.97
(M., 1H, Het); 8.01 (c., 1H, CH ); 8.25 (c., 1H,
NH); 9.12 (c., 1H, NH).

¢ypan

CunTte3 2-(2-xn0pdenun)-6-(1,7,7-tpu-
MeTH/I-0UIUKJ/I0[2.2.1]renT-2-eH-U/IAMHHO)-
¢ypan-3-kapoonurpusa (3)

2-aMUHO-5-(2-x10pdennn)-3-1uanodypan
(0,01 mosnb) u kamdopy (0,01 mosb) B 30 M TO-
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Jlyosia B MPUCYTCTBUM TOJIYOJICYNb(OKUCIOTHI
(0,5 r) HarpeBatoT c Hacajkoi JuHa — Ctapka
2 4. TomyoJs OTTOHSIFOT, TPOAYKT 3KCTParupyroT
13 0CTaTKa MeTpoJieHbIM 3QUpoMm.

Beixoa: 60%. T 240-242 °C. Crektp
AMP 'H (500 MHz, DMSO-d6, 300K, §, m.z.)
0.80 (c., 3H, CH,); 0.98 (c., 3H, CH,); 1.03 (c., 3H,
CH,); 1.32-1.42 (m., 2H, CH,); 1.80-1.91 (m., 2H,
CH,); 2.10 (., 1H, J=4.1, CH); 2.49-2.52 (m., 1H,
CH,); 2.89-2.95 (m., 1H, CH,); 7.39-7.44 (m., 1H,
Ar); 7.47-7.50 (m, 1H, Ar); 7.51 (c., 1H, CH(bypaH);
7.58-7.61 (M., 1H, Ar); 7.81-7.84 (m., 1H, Ar).

MK: 2232.97 cm! (CN), 1641,67 cm™! (C=N).

Pe3ynbTatbl 1 UX 06CyXKaeHME

B HacTosmeli paboTe mpe/iCcTaB/IeHbI aHHbIE
10 CHHTE3y HOBBIX (ypOTeTparuipoXuHOINHO-
HOB C TOMOII[bI0 MOZAM(UIIMDOBAHHON peakluu
®pupnengepa. B paMkax JaHHOrO CUHTeTHUYe-
CKOTO TOJX0Jla OCyIlleCTBJeHa KOHJeHCalus
2-aMHWHO-5-apu/-3-1uaHoQypaHOB C pa3/INUHbI-
MU LIMKJIMYeCKUMHU KapOOHUJBHBIMU COe/MHe-
HUSIMU.

Ons KoHAeHcal MU 2-aMUHO-5-apui-3-
uuaHodypaHoB 4a,b ¢ UK/IOreKCAaHOHOM U €ero
MPOU3BOHBIMY peareHThbl HarpeBaUCh B TOIYyOJIe
C IByKPaTHLIM MOJIbHBIM M30bITKOM SnCl,. TTocne
OKOHYaHUA peakliuy, y/ajleHusl pacTBOPUTe/s U
HeWTpanu3alnuy NpoJyKThl BTN U3 Peakiu-
OHHOU Macchl 06paboTKoM 3THaieTaToM. TakuM
obpaszom Hamu ObLI MMOyueH psij 2-apui-5,6,7,8-
terparuzpodypo[2,3-b]xuHonuH-4-amuHoB laa’,
lab’, 1bb’.

Ons nmonyuenus 4-aMUHO-2,7-IUapUII-
5,6,7,8-TreTparugpodypo[2,3-b]xuHOMMH-5-0HOB
(2aa’, 2bb’, 2bc’, 2cc’, 2ad’), 4-amuHO-2-(2-
xnopbenun)-7-(2-tuenun)-7,8-gurugpo-6H-
tdypol2,3-blxuHonuH-5-0Ha 2be’ ObIU BBe-
JleHbl BO B3aUMOJIeCTBUE 2-aMUHO-5-apui-3-
uaHogypaHsbl 4a-c v IpernapaTuBHO AOCTYyIHbIE
JuMeJoHbI 5a’-e’. [Toce pacTBOpeHU s UCXOLHBIX
peareHTOB IIpU HarpeBaHWUM B TOJIyOJle, K pac-
TBOpY [00aB/ISI/TU XJIOPHOE 0JIOBO U KUIISTUEHUE
npojosiKanock emé 2—4 y, [To OKOHYaHUU BbI-
nenenuss HCI tonyon ymansanu, a creknoobpas-
HbIH 0CTAaTOK B KOj0e MpOMBIBaJM PacTBOPOM
kKapboHaTa HaTpUs W 3a/JMBajMd 3TU/IALETATOM
[J1s1 KpUCTaJI/IU3aLUu.

CTpyKTypa IMOJy4YeHHbIX COeJUHEHUN Moj-
TBepkaeTcs faHHbIMU "H-MP-CrieKTpoCKOmmy.
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U. C. 3oToBa u Ap. HoBbIvi BapnaHT peakuum @puaieHaepa B CUHTE3E

R

R =a: H; b: 2-CI; c¢: 4-Me

'=a'": CgHs-4-Me; b': H; ¢': CgHs; d': CaH4-OEt; e': \ \

B criekTpe nosyueHHbIX COeJUHeHUH TPUCY TCTBY-
10T JBOWHBIE AyO/IeTHI [UacTepeoTPOITHBIX TPO-
TOHOB TI0JI0KeHHs1 6 Oy POXMHOTMHOBON CUCTeMbI
B 06s1actu 2.9-3.3 M./, XapaKTepHbIH MYJIBTUIIIIET
TpetuuHoro nporoHa CH(7) npu 3.4-3.7 m.z. I1po-
TOHBI MeTu/IeHoBOM rpynmbl CH,(8) garoT ogHo-
MIPOTOHHBIE CUCTEMBI CUT'HA/IOB [TPOTOHOB CI0’KHOM
MynbTUIIIETHOCTH. Obpaiiiaet Ha cebst BHUMaHUe
Tak)ke paclijerjeHue CUTrHajga aMUHOTPYMIbI,
XapakTepHoro Ans (GypoxuHOAUHOB 1 Ha JBa

[Ipu BBejeHUHM B peakLMIO LUKJIOTeKCaH-
1,3-A10HOB, coep)KalluX reTepoLuKINYeCKUn
(dbparMeHT, BBIXO/bI 1]e/ieBbIX (YPOXUHOJUHOB
He npeBbilianu 10%. [osTomy npeBpaimjeHue
5-THeHWILMK/IOTeKCaH-1,3-a1oHa ObIsI0 OCyIIecT-
BJIEHO B /IBYXCTa/IMITHOM O/JHOPEAKTOPHOM BapHaH-
Te. Ha mepBo¥i cTa/ijuu MpoucxoAuio obpasoBaHue
JVHEeNMHO COU/JIeH8HHOTO a30MeTHHaA, [Jisl uero
peareHTbl HarpeBa/MCh B TOJIyO0Jle C a3e0TPOITHOMI
OTTOHKOM BO/IbI B PUCY TCTBUH TOJYOJICYTb(HOKHC-
JoTel. B fanbHelilemM K peaklJMOHHOM Macce i0-
6aBJisi1M 1By KPaTHBIN MOJIbHBIN U30bITOK XJIOPHOTO
0JIOBa M KUTISITUJIN JJ7151 3aBepIIeHus] UKIU3aLuu.

c a
0" NH,
4b 6

Xumuns

VIIUPEHHBIX CUHIIeTa B 061actu 8.0-9.5. [IBa mo-
cieIHUX (paKTa MO3BOJISIOT YTBEPXKJaTh, UTO CUH-
Te3upoBaHHbIe (YPOXHUHOJIUHOHEI CYIIECTBYIOT B
KBa3sWXUHOW/IHON TayTOMepHOU (hopme 4-UMUHO-
2,7-nuapun-6,7,8,9-terparugzpodypo[2,3-b]
XUHOMUH-5-0Ha II, cTabu/Mu3upoBaHHON BOMO-
PO/IHOM CBSI3b0 UMUHHOW Y KapOOHUTBHOM IPyTITL.
B Ttaytomepe I mpoTOH aMUHOrpyMIlbl, OUEBUIHO,
o61a/jaeT HeJOCTAaTOUHOMN MOZBY>KHOCTBIO 17151 00-
pasoBaHUs BOAOPO/HOI CBSI3U.

II

R!

Takass MoguduUKalys M03BOJIKIA CYLeCTBEHHO
YBEJMUYUTb BBIXOJ, 4-aMUHO-2-apUui-7/-(2-TUeHun)-
7,8-nuruapo-6H-dypo[2,3-b]xuHonuH-5-0Ha 2be’.
Peanu3anus faHHOTO NPOTOKOJA B3aUMO/IeHCTBHUS
MOJKET YKa3bIBaThb Ha MOPSI0K CTa i B MapILpyTe
peakiuu. OYeBU/IHO, B3aUMO/eHCTBYE HAUMHAETCS C
HYKJ/1e0(H/IbHOM aTaK¥ aMUHOT PYTITION KapOOHU/Tb-
Horo (pparmeHTa, a 06pa3yOIUINCS UHTePMeINAT B
TIPUCYTCTBUH 00Jiee CUTbHOM KUCTOTHI IIUKJTA3YeT-
€5 C yyacTHeM LIMaHO- U MeTHU/IEHOBOM PyMII.
[Ipu BBejeHNM B peakL1Io C 2-aMUHO-5-apuJl-
3-1iuaHodypaHoM Kamdopsr 0bpasoBatust hypoxu-
HOJIMHOBOW MaTpHLIbl HE TIPOHCXO/IUT.

N
7
TsOH Cl
/N
N
Toluene 0
reflux 3
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YcTaHOBJ/IEHO, YTO IPU KUIISTUEHUH peareHToB
4b 1 6 B TO/IyO/Ie B IPUCYTCTBUE KaTaAUTUUECKUX
KOJIMUEeCTB Napa-Tonayoscyab(okucaoTsl obpa-
3yetcs ocHoBaHue Illudda 3, He BcTynaroiiee B
CJIeIyIOIIyI0 CTajiuio ¢ obpa3oBaHueM (ypaHTe-
TParu/pOXMHOJIMHOHA TIpH 100aB/IeHUH XJIOpU/ja
onosa. Ilo panneiM SIMP-1H cnekrpockonuy,
coe/IMHEeHMe CYIeCcTBYeT B TayTOMepPHOH (opme
a30MeTHHa, ITOCKOJ/IbKY OTCYTCTBYeT CUTHaJI Mpo-
TOHA aMUHOTPYIIIbl, METU/IEHOBbIE TPYIIIIbI [1pe]-
CTaBJleHbl TpeMsl XapaKTepHbIMU MYJ/IbTUILJIETAMU
npu 1.39-1.49 m.1., 1.80-1.91 m.1., 2.49-2.56 m.7.
cooTBeTCTBeHHO. Kpome Toro, B UK-cmiekTpe BbI-
[leJIeHHOTO aAAyKTa HaOirofaeTcsi MHTeHCUBHAS
nonoca noraomenus 2232,97 cm’!, ykasniBaro-
1jas Ha Hajuuue LUaHorpynnsl. Mbl CcBs3bIBaeM
OTCYTCTBHUE LMKJAWU3aUuu 2-(2-xnopheHun)-
6-(1,7,7-TpuMeTun-6unuukmao[2.2.1JrenT-2-eH-
WJaMHUHO)-PpypaH-3-KapOboHUTpPUJIA B MCKO-
mbiit 8,10,10-TpuMeTun-2-xaopdenun-5,6,7,8-
TeTparuzipo-5,8-merandypo[2,3b]xunonun-4-
aMHH C HU3KOH peaKI[MOHHOM CITOCOOHOCTHI0 MeTH-
JIEHOBOT'0 3Be€Ha IIPOME)KYTOYHOr 0 coeJuHeHUs 3.

3aKnwyeHune

YCTaHOBJIEHO, UTO B3aUMOZEHCTBYE 2-aMUHO-
3-1MaHo-5-apu/dypaHa ¢ apuIlMKIorekcan-1,3-
[MOHaMH B TOJTyoJ1e Npy KaTanuse SnCl, npuBoauT
K obpa3oBaHuio 4-uMuHO-2,7-nuapun-6,7,8,9-
Terparuzpodypo[2,3-b]xMHONNH-5-0HOB.

ITokaszaHo, 4yTO peakLus 2-aMUHO-3-LIMaHO-5-
apwiypaHOB C 5-apUJIIUKJIOTeKCaH-1,3-1M0HaMH
B TOJIyOJIe TIPU KaTa/ir3e M-TOJy0sICy/Ib()OKUCTOTOM
C a3e0TPONMHOM OTTOHKOMW BOJBI 00pa3yloT-
Csl TIPOMEXXYTOuHble 5-(2-apuin)-2-((3-okco-5-
apWILMKIOTeKCUJINIeH)aMUHO)-3-1THaHOdy paHbI,
LMKIW3ytomuecs B 4-uMUHO-2,7-1uapun-6,7,8,9-
TeTparupodypol2,3-b]XxMHONINH-5-0HbI TOTBKO
TpY HarpeBaHWU C UeTbIPEXXJIOPUCTHIM OJIOBOM.

YcTaHOB/I€HO, UTO NPU B3aUMOJENCTBUU
2-aMWHO-3-1lMaHo-5-apundypaHa ¢ kamdo-
poif KakK MpH KaTajau3e TOJAyOoaCyabhOKUCIO-
TOMW, TaK U B TIPUCYTCTBUU XJIODHOTO OJIOBA,
KOHJeHcanuu 2-(2-xnopdenun)-6-(1,7,7-tpu-
MeTH/I-0uIuKI0[2.2.1]renT-2-eH-UIaMUHO)-3-

uaHodypaHa B oxxugaemsiii 8,10,10-TpumeTn-2-
apun-5,6,7,8-teTparuipo-5,8-metaHodypol2,3-b]
XUHOJIUH-4-aMUH He POUCXO/IUT.
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