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B3AUMOJENCTBHUE
CIIUPOIUKJIMYECKHUX U30MPONMUINJIEHMAJIOHATOB
C MOYEBHHOM M N,N'-JU3AMEIIEHHBIMA MOYEBUHAMU

Tlpu crnasnennn 2'-apui-2,2,4'-tpumerii-1,3-1uokcan-5-cCiuponUKIOreKc-
4'-en-4,6-quonoB ¢ moueBnHONM W N,N'-gu3amerieHHbIME MOYEeBHHaMH 0Opa-
3yIOTCsl He3aMelleHHble  N-3aMelleHHble aMUAbl 2-apuil-4-MeTHIHUKIOTeKe-4-
eH-1-kapOOHOBBIX KHCIIOT.

KuroueBble ciaoBa: amunael, GapoutypoBas kuciota, N,N'-mm3amenieHHbIe
MOYEBHHBI, H30IIPONUIMACHMAIOHAT, MOYEBHHA, LIUKJIOTEKCEH.

OcHOBHO# MeTOJ TONy4YeHHs S5,5-Tu3aMemIeHHBIX 0apOUTYPOBBIX KHCIIOT,
Cpe KOTOPBIX M3BECTHO MHOKECTBO (papmarieBTHUYeCKHX mpemaparos [1, 2],
3aKJII0YAeTCsl BO B3aMOJCHCTBUY AU3aMEIIECHHBIX MaJIOHOBBIX KHUCIOT WIIM MX
CIIOXHBIX 3(HPOB C IPOU3BOJHBIMUA MOYCBHHBI [1].

CunresnpoBanHbsie Hamu panee [3] 2'-apun-2,2,4'-tpumeTwi-1,3-1uokcan-5-
CHUPONHKIOTeKC-4'-eH-4,6-mnoHbl  1a—€ SABNSIOTCS TPOW3BOAHBIMH IIUKITHU-
YeCKUX 3(UPOB MaJIOHOBOM KHCIIOTHI, I03TOMY B MX PEaKLHsIX ¢ MOUYCBUHAMHU
MBI TIpEATIONaraiu 00pa30BaHHE CIHUPOIUKINIECKUX OapOUTYypOBBIX KHCIIOT
(2'-apun-4'-MeTHreKCaruAPOTUPHUMHU AN H-5-CITUpOITHKITIOreKkc-4'-eH-2,4,6-Tpuo-
HOB) 2a—.

OnHako mpu KUITYEHUU B ATaHoJE, AuokcaHe wiu JM®PA cnuponuk-
JIMYECKUE H3ONMPONWINACHMANOHATEl 1a—€ He pearupoBajd C MOYEBHHAMU
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1,2,4-7 a Ar = Ph, b Ar = CgH,4F-p, ¢ Ar = C¢H,Cl-p, d Ar = C¢H,Br-p, e Ar = CgH4NO,-p,
3aR=H,bR=Me,cR=Ph

1640



Tab6nuna 1
XapakTepuCTUKH coeIUHEHMIT 4a—e u Sa—e

Coenu- Bpyrro- Halizeno, % Brixon.
enme (opyyna BsluncieHo, % T. m., °C % ’
C H N Hal

4a Ci4H17NO M w @ 125-127 55.6
78.10 7.96 6.51

4b C14H16FNO 72.21 6.72 5.86 8.22 139-140 70.2
72.08 6.91 6.00 8.14

4c C14H16CINO 67.17 6.33 5.47 1431 150-151 67.6
67.33 6.46 5.61 14.20

4d C14H16BrNO 56.90 4.84 5.39 27.26 127-129 60.0
57.16 4.76 5.48 27.16

4e C14H16N203 57.80 5.21 9.49 160-161 71.4
57.93 5.56 9.65

5a C15H19NO 71.69 7.20 5.49 165-166 58.3
71.79 7.39 5.40

5b Ci5H1sFNO 75.16 7.28 5.71 7.57 181-183 74.1
75.28 7.34 5.66 7.68

5¢c C1sH1sCINO 70.49 6.91 513 13.27 159-161 57.1
70.58 6.88 5.31 13.44

5d CisH18BrNO 61.71 6.01 4.71 25.78 167-168 59.8
61.60 5.89 454 25.93

5e Ci15H18N203 60.90 5.76 9.03 232-235 60.0
61.17 5.96 9.21

B3aumogeiicTBue yKa3aHHBIX COEAVWHEHHH B METAHOJIE WM JTAaHOJE B
NPUCYTCTBHU METWIIATa WM STHIATa HATPHs 1O M3BECTHBIM MeTOAuKaM [4-6]
MPUBEIO K 00Pa30BaHMI0 CMECEH MPOIYKTOB, M3 KOTOPBIX HWHAWBUAYaIbHBIX
BEIIECTB BBIIENUTh HE yAaloch. PasnmuuHble MOIUGBHUKALMU 3THX METOIHUK
TaKXe He JaJIY TOJ0KUTENbHBIX PE3YIbTaTOB.

Mpl 00Hapy>KUIIK, YTO MaJIOHAThl 1a—e pearupyroT ¢ MOYeBHHAMHU 38—C IpU
TeMIIepaType IUIABICHUSI UX CMECH, OHAKO MPH 3TOM 00pa3yroTcs HE HPOH3-
BOJHBIE OApOUTYPOBOM KUCIIOTHI 2, & aMH[BI 2-apHiI-4-MeTHIIUKIOTeKC-4-eH-
1-xapOoHOBEIX KucHOT 43— mubo wux N-merwin- i N-(QeHUImpon3BOIHBIC
5a—€ u 6a—e coorBercTBeHHO. OOpa3oBaHKUE 3THX MPOAYKTOB, MO-BUAMMOMY,
CBSI3aHO C PAa3JIOKEHHEM MOYEBHMH 3@—C IIpH TeMIIepaType IUIaBJICHHUs peak-
LUOHHON CMECH 10 aMMHaKa MM aMHHOB, KOTOPBIE PEarupyloT ¢ MaJTOHATaMHU
la—e c oOpa3oBaHMEM H3BECTHBIX MOHOAMUAOB LHKJIOI'€KCEHIUKAPOOHOBBIX
KUCIOT 7a—€ [7], mpereprieBaroIinx aanee IeKapOOKCHINPOBAHUE 10 aMHIOB
4a—e, 5a—€ W OoNHMCaHHBIX paHee aMUA0B 63— (IIOJyYeHBI UTUTEIHHBIM KHIIS-
yeaueM la—e u anmmmHa B IM®A [7]).

CTpoeHne CHHTE3MPOBAaHHBIX COCAMHEHHH 4a—€ U 58— MOATBEPKAAIOT pe-
3yJIbTATHl JIEMEHTHOTO aHatu3a (cM. Tabn. 1) m namHele crektpoB SIMP 'H
(cM. Tabm. 2), a B cimydae MPOIyKTOB 4a—€ TaKkKe WX MOyYeHHE TeKapOOKCHITH-
poBaHHEeM MOHOAMHUIOB 7a—e (kurisiueHuem B JIM®DA).

SKCHEPUMEHTAJIBHASL YACTbD

Crexrpst IMP 'H monyuenst va npuGope Bruker WH/90DS (90 MI'ir), pactsopurems CDCly
u JIMCO-dg, BHyTpeHnuid crangapt I'MJIC. VHIMBHIyalbHOCTH IONYYEHHBIX COCAWHEHHH
nposepsuin MeronoM TCX na mmactuHkax Silufol B cucreme pactBoputenei: xiaopodopm—
aleTOH—JIe[sTHasl YKCycHas kuciora, 9:1:1, mis coemuHeHmid 4a—e; XJI0popopM—MeTaHOI—
JieisiHas YKCyCHasl KUCoTa, 24:2:1, nyia coenuHenuit Sa—e u 6a—e.

AMUAbI 2-apuia-4-MeTHIIMKIOreKc-4-eH-1-kapooHoBbix kuciaor (4a—e), N-mermaamu-
IbI 2-apuii-4-MeTWINHKIOTeKc-4-eH-1-kap0oHoBbIX KHCJIOT (5Sa—€) u N-pennnamuasi 2-R-4-
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TabGnuna 2
CreKTpajbHble XapAKTePUCTHKHU COeJUHeHUl 4a—e U Sa—e

Coepa- Criextp SIMP *H, 5, m. 1., KCCB, J (')
HEHHEC

4a 1.64 (3H, ¢, CHa); 2.26-2.37 (4H, v, 2CH,); 2.48 (1H, M, CH); 3.33 (1H, M, CH); 5.42
(1H, m, =CH); 6.71 (1H, yu. ¢, NH); 7.22 (5H, m, CeHs); 11.5 (1H, y. ¢, NH)

4b 1.64 (3H, ¢, CHa); 2.00-2.22 (4H, M, 2CHo); 2.68 (1H, m, CH); 3.33 (1H, m, CH); 5.42
(1H, M, =CH); 6.68 (1H, yur. ¢, NH); 6.91-7.31 (4H, m, CgHa); 7.52 (1H, yrr. ¢, NH)

4c 1.75 (3H, ¢, CHa); 2.27-2.53 (4H, m, 2CH,); 2.79 (1H, M, CH); 3.52 (1H, M, CH); 5.35
(2H, yu. ¢, NHp); 5.59 (1H, m, =CH); 7.20 (4H, m, CsHa)

4d 1.68 (3H, ¢, CHa); 2.17-2.37 (4H, m, 2CHy); 2.71 (1H, m, CH); 3.34 (1H, m, CH); 5.20
(1H, M, =CH); 5.43 (2H, yur. ¢, NH5); 7.02-7.37 (4H, m, CeHa)

4e 1.75 (3H, ¢, CH3); 2.08-2.37 (4H, M, 2CH,); 2.75 (1H, M, CH); 3.55 (1H, M, CH); 5.51
(1H, m, =CH); 6.06 (2H, yu.. ¢, NH2); 7.42 (2H, 1, J = 8, CeHa); 8.11 (2H, 1, J = 8, CeHa)

5a 1.71 (3H, ¢, CH3); 2.08-2.37 (4H, M, 2CHo); 2.58 (3H, 1, J = 5, CHs); 2.60 (1H, m, CH);
3.40 (1H, m, CH); 5.02 (1H, x, J = 5, NH); 5.44 (1H, m, =CH); 7.13 (5H, m, CsHs)

5b 1.72 (3H, ¢, CH3); 2.07-2.27 (4H, M, 2CHy); 2.60 (3H, 1, J = 5, CHs); 2.62 (1H, m, CH);
3.39 (1H, m, CH); 5.02 (1H, 1, J = 5, NH); 5.43 (1H, m, =CH); 6.68—7.37 (4H, m, CgHa)

5c 1.64 (3H, ¢, CH3); 1.93-2.17 (4H, M, 2CHo); 2.40 (3H, 1, J = 5, CHa); 2.71 (1H, m, CH);
3.37 (1H, M, CH); 5.15 (1H, 11, J = 5, NH); 5.47 (1H, ¢, =CH); 7.06 (4H, m, CsHa)

5d 1.71 (3H, ¢, CHa); 2.00-2.33 (4H, m, 2CHy); 2.62 (3H, 1, J = 5, CHa); 2.64 (1H, m, CH);
3.42 (1H, m, CH); 5.20 (1H, 1, J = 5, NH); 5.48 (1H, m, =CH); 7.04 (2H, 1, J = 8, CsHa);
7.42 2H, 1, J = 8, CsH)

5e 1.77 (3H, ¢, CHa); 2.13-2.44 (4H, m, 2CHy); 2.70 (3H, 11, J = 5, CH3); 2.73 (1H, m, CH);
3.62 (1H, m, CH); 5.28 (1H, 1, J = 5, NH); 5.55 (1H, M, =CH); 7.33 (2H, 1, J = 8, CsHa);
8.08 (2H, 1, J = 8, CoHy)

METWILHKJIOreKc-4-eH-1-KkapOoHOBBIX KUCJIOT (6a—e) (00mas meromuka). CMech SKBHMOIIAP-
HBIX KOJHMYECTB CMUPOLUKIMYECKOr0 H30NPONMINIeHMatoHara 1a—e u MoueBuHbI 3a—C BbLep-
JKUBAIOT TIPH TEMIIEpaType MiaBjieHus 2 4 (IpH CHHTE3e coequHeHuit 5a,b), 2.5 1 (4a,c, 5¢,d), 3 4
(4b,d,e, 5€) u 4 u (6a—e).

Awmunel 4a—e—6a—e BBIICIAIOT U3 PEaKIUOHHON Macchl T0OaBICHUEM BOIBI C MOCIEAYIOIIUM
(GUIBTPOBaHNEM M OYHUINAIOT MEPEKPHCTAIUIN3AINEH U3 MeTaHoNa (4a), cMecH MeTaHOI-Bofa, 1:1
(4b—e), aneronurpmina (5a—d) wim cmecu sranon—Bona, 1 : 1 (5e, 6a—e).

CBoiicTBa M XMMHYECKHE XapaKTEPUCTHKU COCIMHEHUH 63— COOTBETCTBYIOT TAKOBBIM JUIS
WX paHee MOJTyYeHHBIX 00pa3moB [7].

CoenuHenust 4a—€ CHHTE3HPYIOT TakKe KUIITYCHHEM MOHOAMHUAOB [a—€ (TIOJydeHHBIX IO
metoauke [7]) B Tewenue 2 4 B JM®DA c mocnenyrommuM BBUIMBAHHEM B JIEASHYIO BOIY,
¢mrepTpoBaHeM W BhicymuBaHHeM. CoenuHeHHs 4a—€ XpomarorpadUuecKd OJHOPOIHBI Oe3
MEePEKPUCTAIITH3ALMH.
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