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N. b. 3BunuykK, M. O. Jlo3unckuii

n-(JIMMETHJIAMMHO)BEH3AJIBJAET ATHASI MOJTUPUKALIUAS
PEAKIIMY TAHYA: CHHTE3 6-(1H-BEH3UMMIA30J1-2-1T)-
MMAPUI0[2,3-d]ITAPUMM IV H-2,4(1H, 3H)-TUOHOB

B3aumopeiictBueM n-(auMeTHIIaMUHO )OeH3ambaeruaa ¢ 2-auniameri- 1 H-6en3umunazonamu
u 6-amuHo-1,3-mumermninupumunui-2,4(1H,3H)-quoHoM mnony4yeHsl paHee HE W3BECTHBIC
S-He3aMelIeHHbIC 6-(1H-6em3umunazon-2-un)mupuno| 2,3-dmupumunus-2,4(1H,3H)-auossL
[peBpa- meHne TPOUCXOAUT NPU KUISTYCHUN B YKCYCHOM KHCJIOTE U BKJIIOYaeT oOpasoBanue 1,4-
JU- TUAPONUPUINHCOAEPKAIIUX COSTUHEHUI MO cxeMe peakiuu ['aHda M MX apoMaTu3aluio
B pe3yJibTaTe oTieuieHus N,N-a1uMeTniaHuiInHa.

KuroueBrble ci10Ba: anbaeruibl, OSH3UMIIA30I1bl, THPUIO|2,3-d |TUPUMHUANHEL, TUPUMHUHEI,
apomaru3anus, peakuus I'aHua, ceeKTUBHOCTb.

[TonyyeHnue 3aMelICHHBIX MUPUAMHOB MO peakiuuu [aHua MIUPOKO
WCIOJB3YeTCs B MPAKTHUKE OPTaHUYECKOTO CHUHTE3a, MIPUYEM B Pa3HOOOPa3HBIX
moaupukanusax [1, 2]. Hamu BBIsIBIICGHO, YTO B3aMMOJCHUCTBUC 7-(IIUMETHII-
amuHo)OeH3anpaeruna (1), TUMenoHa ¥ arerata aMMOHHUS TNPU KUIITYCHUU
B YKCYCHOH KHCJOTE COIMpPOBOXKAAeTCS 00pa3oBaHWEM apoOMaTH4ecKOro MUpH-
JUHOBOTO IMKJA 0€3 HMCIOJb30BAaHUsS OKUCIUTENS: PEaKLUsl MPOTEKaeT depes
COCJIMHCHUE aKpuauHa C 1,4-AUTUAPONMPUINHOBBEIM (PPAarMEHTOM, COJIepXka-
UM B Y-TIOJIOKEHUU 4-(TUMETUIaMHHO )CHUIBHBIN 3aMEeCTUTENh, U 3aBepIlia-
eTCsl MX apoMaTtu3aiueil B pesyibTare oTmeraeHuss N,N-numerunanunvaa [3].
[epcriekTHBEI OOHAPYKEHHOTO SBJICHHS KaK HOBOT'O MTOJAX0Ja K CHHTE3Y COC/IH-
HEHUU C Y-HE3aMEIICHHBIM TUPUIMHOBHIM ILIMKJIOM 3aMaHYUBLI, HO OKOHYa-
TEJBHO He SICHBI. B mpeacTapnsemoli paboTe OHU M3yUYeHBI HA IPUMEPE B3aUMO-
JCWCTBHUS B TPEXKOMIIOHCHTHOUM cucteme: ambierua 1, 2-armmetiui- 1 H-0ens-
nmugazonel 2a—h u  6-amuHo-1,3-mumerinmupumunua-2,4(1H,3H)-nquon  (3).
Peaknun coenubenus 3 ¢ pasnmuuHbME 1,3-nuanektpodunamu B TOCIEIHES
BpeMs HWHTCHCHBHO WCIOJB3YIOTCS B CHUHTE3e NMUPUIO|[2,3-d|IUpUMHUINHOB
[4-18], omHako ero B3auMOJEUCTBHUE ¢ coequHeHUusIMU 1 U 2 ucciea0BaHo BIle-
pBBIE.

Hamu HaiimeHo, 4Tto KumnsdeHue peareHToB 1-3 B YKCYCHOM KHCIIOTE HE
3aBepIIaeTcs OOpa30BaHMEM THUIMYHBIX JUIS peakiuu ['aH4a coenuHeHwii 1,4-
JTUTHIPOTIUPUIANHOBOrO CcTpoeHus 4a—h. Peakius conmpoBoxaaeTcs ux apoma-
TH3anuel, KOTopas MPOTEKaeT, BEPOSATHO, Yepe3 C-IPOTOHUPOBAHHBIC (OPMEI
Sa—h, nerko ormwemustomue N,N-IUMETUIAHUIINH, U IPUBOJIUT K S-HEe3aMe-
meHHbIM 6-(1H-6enzumunazon-2-um)nupuno|2,3-d|nupumuaus-2,4- (1H, 3H)au-
oHaM 6a-h. BsaumopeiictBue 3aBepmiaercs 3a 2 4. [IpoxykTel Jerko
BBIICIISIFOTCSI TIpH Pa30aBICHUN PEaKIIMOHHBIX CMecel BoJoi. Brixosl cocTas-
nstoT 78-93%.
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2, 4-6aR= Me, bR = Ph, cR= 4-MCOC6H4, dR= 3,4,5-(MCO)3C6H2, eR= 4-BrC6H4,
fR= 3-02NC6H4, g R= 4-02NC6H4, hR= 2-(I)ypl/lﬂ
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XapakTepuCTHKA CHHTE3HPOBAHHBIX coelMHeHUii 6a—h

Tabnuma 1

Haiineno, %
Coenu- Bpytro- Bemuncreno, % T. .. °C Brixop,
’ [
HEHHE tdopmyna C I N %
6a C7H,5N50, 6329 4.88 2138 1 9485250 93
63.54 4.71 21.79
68.73 4.55 18.16
6b CyH7N50, 68.92 447 18.27 303-304.5 78
66.69 4.78 16.77
63.18 5.02 14.55
6d C,5H3N;505 63.42 4.90 14.79 272-273.5 79
57.07 3.55 15.13
be | ColigBINSO; 57.16 3.49 15.15 330 85
61.49 3.84 1941
of CyH 6NcO4 61.68 376 19.62 304-305.5 85
61.53 3.89 19.44
g | CxtieNeO, 61.68 3.76 19.62 330 82
64.18 3.94 18.57
6h CyoH sN503 6434 405 18.76 306-307.5 83
Tabnuma 2
Cuextpsl AMP 'H CHHTE3MPOBAHHbIX COeUHEHU
Coenu-
HEHUe 8, m. 1. (J, T'n)
6a 2.98 (3H, ¢, 7-CH;); 3.31 (3H, ¢, 1-CH;); 3.58 (3H, ¢, 3-CHs); 7.22-7.23 (2H, m,
H-5'6'); 7.53-7.55 (1H, M, H-7"); 7.67-7.68 (1H, m, H-4"); 8.72 (1H, ¢, H-5); 12.90
(1H, ¢, NH*)
6b 3.36 (3H, c, 1-CH3); 3.65 (3H, ¢, 3-CH;); 7.15-7.22 (2H, m, H-5,6"); 7.29 (2H, T,
J =15, CeHs: H-3,5); 7.35 (1H, 1,J = 7.5, C¢Hs: H-4); 7.38 (1H, 1, J = 7.8, H-7");
7.44 (1H, 1, J = 7.5, C¢Hs: H-4); 7.60 (1H, 1, J = 7.5, H-4'); 8.61 (1H, c, H-5);
12.59 (1H, c, NH)
6¢ 3.34 (3H, ¢, 1-CH3); 3.62 (3H, ¢, 3-CH3); 3.69 (3H, ¢, CH;0); 6.78 (2H, 1, J = 8.4,
C¢H,0: H-3,5); 7.18-7.21 (2H, m, H-5',6"); 7.34 (2H, 1, J = 9.0, C¢H,0: H-2,6);
7.50 (2H, m, H-4',7"); 8.53 (1H, ¢, H-5); 12.68 (1H, ¢, NH)
6d 3.36 3H, c, 1-CH3); 3.41 (6H, c, 3,5-CH30); 3.63 (3H, ¢, 3-CH3); 3.68 (3H, c,
4-CH;0); 6.73 (2H, ¢, Cgll,); 7.21-7.23 (2H, m, H-5',6"); 7.45 (1H, m, H-7'); 7.64
(1H, m, H-4"); 8.55 (1H, c, H-5); 12.62 (1H, ¢, NH)
6e 3.35 (3H, ¢, 1-CH3); 3.63 (3H, ¢, 3-CH3); 7.19-7.21 (2H, m, H-5',6"); 7.33 (2H, &,
J = 8.4, C¢H,Br: H-3,5); 7.42-7.48 (3H, m, H-7' + C4H4Br: H-3,5); 7.59 (1H, m,
H-4"); 8.63 (1H, ¢, H-5); 12.72 (1H, ¢, NH)
6f 3.34 (3H, c, 1-CH3); 3.61 (3H, ¢, 3-CH3); 7.16-7.18 (2H, m, H-5',6"); 7.36 (1H, &,
J=1.8,H-7"); 7.46-7.50 (2H, m, H-4' + 3-O,NC¢H,4: H-5); 7.65 (1H, n, J = 8.4,
3-O,NCgHy: H-6); 8.11 (1H, 1, J = 8.4, 3-O,NC4Hy: H-4); 8.21 (1H, ¢, 3-O,NC¢Hy:
H-2); 8.72 (1H, ¢, H-5); 12.89 (1H, ¢, NH)
6g 3.34 (3H, ¢, 1-CH3); 3.61 (3H, ¢, 3-CH3); 7.16-7.18 (2H, M, H-5',6"); 7.59 u 7.05 (2
x 2H, nBa 1, J = 9.0, 4-O,NC¢Hy); 8.74 (1H, ¢, H-5); 12.96 (1H, ¢, NH)
6h 3.33 (3H, ¢, 1-CH3); 3.67 (3H, ¢, 3-CHy3); 6.60-6.62 (1H, M, pypun: H-4); 6.84

* [NogBepraetcs AEHTEPOOOMEHY.

(1H, 1, J = 3.3, dypwn: H-3); 7.21-7.29 (2H, m, H-5',6"); 7.54 (1H, 1, J = 8.1,
H-7'); 7.71 (1H, 1, J = 7.2, H-4'); 7.77 (1H, 1, J = 0.9, dypun: H-5); 8.46 (1H, c,
H-5); 12.82 (1H, ¢, NH)
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[Iponiecc mpoTekaer BBICOKOM3OUPATENFHO B OTHOCHTENHLHO MSTKHX
YCIOBUSX M HUMeeT J0cTaToyHo oO0muil xapakrtep. OH He OCIOXHSAETCS
CYIIIECTBEHHO MOOOYHBIMH PEAKIMSIMU, HApUMeEp AUCIPONOPIIHOHUPOBAHUEM,
OKHUCIIEHHEM WM JeTUApOoreHu3anuen 1,4-TuruaponupuInHOBBIX COeINHEHHIH
4, a Takke B3aUMOJEcTBHEM anpAeruaa 1 ¢ MpOoAyKTaMy MO MMEIOIIUMCS B
HUX HYKJICO(DHIFHBIM PEaKIIMOHHBIM IIeHTpaM. COOTBETCTBEHHO, U MPUPOJY 3a-
MecTuTeNs R B monokeHuu 7 NUPUAONUPUMUINHOB 6 MOKHO BapbHUpOBaTh OT
IKWIBHOTO JI0 Pa3sHOOOpPa3HOTO apHIILHOTO, B TOM 4Hcie (ypaHOBOIO THIIA.
Cyns 1o TeHJeHINH U3MEHEHHUS BBIXOJIOB B psAAy coeanHeHui 6a—h (c yuetom
MOTeph MPY BBIICICHUN BCIIEICTBUE PAa3IUYHON paCTBOPHUMOCTH), MPOTEKaHHUE
PEaxIy Majo 3aBUCUT OT MPUPOABI 3amecTuTens R.

[IpumeuaTenbHO, YTO TOMBITKH 3aMEHbl B TPEXKOMIIOHEHTHOM peakIiu
ampaeruga 1 Ha hopmanbaerui, napadopmablIerua WIH yPOTPOIIMH, B TOM YH-
ciie ¢ 106aBIeHreM HUTPOOEH30I1a B Ka4ecTBE OKUCIUTENS, OKa3aluCh Oe3ycre-
IIHBIMU — TaKHe MPEBPAICHHs MPOTEKAIOT MaION30UPaTebHO U BBIIEIUTH CO-
CeOVHCHMSI TUNa 6 WIM WX TPEANICCTBCHHUKH 1,4-TUTHIAPOTMPUINHOBOTO
CTPOCHHS HaM HE yIajioCh.

CocTaB U CTpOEHHE CHHTE3HUPOBAHHBIX MUPHIO[2,3-d|IUPUIMHOB MOATBEP-
JKJAeTCs AEMEHTHBIM aHaIH30M (Tabn. 1) u cnexrpamu SIMP 'H (ta6u. 2).

Crpoenne coenuHeHM 6a—h OXHOTHUITHO, MOCKOJIBKY CHUTHAJIBI IMPOTOHOB
(parMeHTOB, MMEIOIIUXCS B KaXIOM W3 HUX, NPOSBIIIOTCS B Y3KUX HH-
TepBajlax 3HAYeHUH XHWMHUYECKHX CJBUTOB, INPHUYEM H3MEHSIOTCS BIIOJIHE
3aKOHOMEpPHO C H3MEHEHHEeM Ipuponabl 3amectutens R. B dactHOCTH,
CHUHIJIETHBIH curHan H-5 (COOTBETCTBYIOMIMI Y-TIOJIOKEHUIO MHPHIANHOBOTO
KOJIbLIa) OTYETIMBO MpOSBIETCSs B Cla0bIXx MHoMsIx mpu 8.46-8.74 M. 1.,
CIBUTAsCh B CTOPOHY cHa0BIX MOJICH IMpH MOCIENOBATEILHOM IEpPeXoae OT
3NEKTPOHOOHOPHBIX K 3JIEKTPOHOAKLIENITOPHBIM 3aMECTUTEISIM R.

Takum 00pa3oM, MpakTUYecKas MPUTOAHOCTh A-IUMETHIAMHUHOOCH3AIbIe-
THIHON MOIU(UKAINN peakiuy ['aHua MmoATBepKIaeTCsl CHHTE30M paHee He U3-
BECTHBIX S5-He3zamemeHHBIX  6-(1H-0enzumunaszon-2-um)nupuno[2,3-d|nupu-
muaua-2,4(1H,3H)-110HOB, HO, BEpPOSITHO, HE MOXKET OBITh MOJHOCTBIO HC-
YyepraHa 3TUM YaCTHBIM IPUMEPOM.

IKCIIEPUMEHTAJIBHAS YACTb

KonTponp 3a XxomoMm peakuMii U YUCTOTOW CHUHTE3UPOBAHHBIX COEAMHEHUH MPOBOIWIN
metonoMm TCX na mnactunkax Silufol UV-254 B cucteme pactBopureneii 6eHzon—stanon, 9 : 1,
nposisieHne B YO ceere. Crektper IMP 'H coenmnenuit perucTpupoBaliu Ha CIEKTPOMETpE
Varian VXR-300 (300 MI'r) B AMCO-dg, ctangaptr TMC. Bee coenunenus nepen npoBeAeHHEM
3JIEMEHTHOTO aHAJIN32 U CIIEKTPAJIbHBIMU HCCICIOBAHUAME CyII S 4 ipu 145 °C.

6-(1H-ben3zumunaazoJ-2-una)-1,3,7-rpumernianupuno|2,3-dlnupumuann-2,4(1H,3H)-nuon
(6a). Cmech 0.149 r (1 mmonb) anpaeruaa 1, 0.174 (1 Mmmosp) 2-aneToHmnoeH3uMHIa300a (2a),
0.155 r (1 MMounb) coenuHeHNs 3 1 2 MII JIEASTHOM yKCYCHON KHCIIOTHI BeIAepxkuBatoT npu 120 °C
B Teuenue 2 4. K kumsmemy pacTBOpy NpHOaBIISIIOT MO KaIlIsIM BOAY IIPH IIepEeMEIINBaHUY, TI0Ka
peaKkIMOHHass CMeChb He 3arycreeT OT BbLIENHMBIIErocs ocajka. Ilocie OCTBHIBaHUS 0CaIOK
OT(MIBTPOBHIBAIOT, MPOMBIBAIOT CMEChI0 2-TpomaHon—Boxa, 1 : 1. Berxox 0.297 r. Ilpomyxt
MePEKPHCTAIUIM30BEIBAIOT U3 CMECH IMUPUIMH-BOA, 2 : 1.

AHaNOrMYHO NONy4aroT coeanHeHus: 6b—h u3 coenunenuii 1, 2b—h u 3. Coenunenns 6c—e
MePEKPHCTATIIM30BBIBAIOT U3 CMECH TUMEeTHI(opMaMua—Boaa, 2 : 1.
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