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CHHTE3 2-3-PEHOKCH®EHWI)3AMEIEHHBIX BEH30KCA30JIOB
HA OCHOBE HUTPWJIOB, COAEPKAIIMX JU®EHUJIOKCHUIHBINI
®PATMEHT

[pennoxen crnoco6 nomyuenus 2-(3-¢peHokcudeHmn)3aMenEHHBIX OCH30KCa30II0B,
NPEACTABIIAOIINX HHTCPEC B KAYCCTBC CTPOUTCIIBHBIX 6J'IOKOB JUIsL CHHTE3a IPEIapaTos,
001a1aI0IKX TOTCHIMATBEHON OHOJIOTHYECKOI aKTHBHOCTBIO.

KmoueBsble ciaoBa: o-amuHodeHon, 6eH30Kkca30i, IMBEHIIOKCHA, HUTPpUI, 3-(heH-
OKCU(DCHUIIBHBIN (hparMeHT.

3amMeriéHHble O€H30KCa30JIbI 00J1a1al0T BHICOKOH OHONIOrHYecKOi aKTUBHO-
cThro0. Kak m3BecTHO, O€H30KCa30JI BHIpAOATHIBACTCS PACTCHUSAMHE JUIS 3aIIUATHI
oT Oone3Hel W BpemuTenei. B mpomaxe WMeeTcs WHCEKTOAKAPHUIIHI KOH-
TaKTHO-KHIIEYHOTO AeWCTBUS — 30JI0H, HA OCHOBE MPHUPOAHOr0 OeH30Kca3ona
[1], 2-apunzamemiéHable OEH30KCa30JIbI MOTYT UCTIONB30BATHCS KaK repOUIuIbI
[2]. HekoTopsie ipou3BoaHbIE OeH30KCca301a d3PPEKTUBHBI MTPH JICUYCHUH JIHA-
Oera, MHTpEHH, TPOSBIIOT HeWposenTuueckue cBoiictBa [3]. I[Ipemapats
Heiipucniun, Pucnionent, PucnepunoH, npou3BoaHble O€H30KCa30a, SBISIOTCS
AQHTUTICUXOTHYECKUMH CpeAcTBaMU, 3P PEeKTUBHBIMU NpH MH30dpeHud [4, 5].

W3 aHanmm3a muTepaTypHOTo MaTepruana MOXKHO CeIaTh BBIBOJ, YTO MPAKTHU-
Yeckas [IEHHOCTh OCH30KCAa30JI0B, B TIEPBYIO OYepe/lb, ONPEACIIACTCS IPUPOIOH
3aMECTHUTEIIl B T€TEPOLMKINYECKOM KOJbIle. B CBA3M ¢ 3TUM, 3HAYUTEIHHBIN
WHTEpeC MpeCTaBIseT BBEACHUE B KONbLO OeH30kca3ona 3-peHokcudeHub-
HOro (pparMeHTa, Tak Kak COYETAHWE PA3THUYHBIX (apMakopOpOB B MOJCKYIE
MO3BOJISIET PACIIMPHUTD CIIEKTP OMOIOTHYSCKON aKTUBHOCTH WM YCHIJIMTH €€ 3a
cuéT BO3MOKHOro s¢d¢dekra cunepruzma. Hampumep, Takue NpoOU3BOAHBIE
mupenmwiokcuaa kak I[lepmerpun  [(3-peHokcuenmn)MeTmoBsi  3hup
3-(2,2-MUXI0PITCHIIT)-2,2 - TUME THIIITUKIIOTIPOTIAHKAPOOHOBOM ~ KUCIIOTHI| U
OenotpuH  [(3-dheHOKCUPEHMT)METHIOBEI  3dup  2,2-muMeTr-3-(2-MeTHII-
1 -nponeHuT) IMKIONPONaHKapOOHOBON KHCJIOTHI| HCIONB3YIOTCA Kak JeKap-
CTBEHHBIE Mpenaparsl, ob0Janaroliye MPOTHBONAPA3UTAPHBIM, MPOTHBOIEIU-
KYJIC3HBIM, WHCEKTHIIUIHBIM, OBOIUIHBIM (DapMaKOIOTHIECKHM JIEHCTBHEM.
NmeroTcs mpuMepbl UCTIONB30BaHUs (peHOKCH()EHMIAICTUIICHOB, MOTYYeHHBIX
Ha ocHoBe |-(2-metun-4-penoxcudenmn)stranona u 1-(3-¢peHokcudenun)ara-
HOHa, B Ka4eCTBE NPOTUBOTPOMOOTHYECKHX, TPOTHBOBOCHIAIUTEIbHBIX, KapoO-
MOHMKAIOLINX areHTOB U aHAIBIETUKOB [6].

B Hacrosmied pabore npeioxkeH crnocod nomyueHus 2-(3-gpeHoxcudenun)-
3aMelIeHHbIX OeH30KCa30j10B 3a—i Ha OCHOBe HUTPWIOB la—i, comepkamux
JU(GEHWIOKCUAHBIN parMeHT, ¥ TuaApoxiIopuia o-amuaodenona 2 [7].

B Xxoxe uccienoBaHusl yCTAaHOBJICHO, YTO PEAKIUS MPOTEKAET MPH TeMIle-
patype 190-200 °C 6e3 pactBopuTens ¢ Beixogamu 32—80% — mocie nepekpu-
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1,3 a X orcyrersyer, b X=—CH,—, ¢ X=-CH=CH-, d X=—(Me)C=CH-, e X= —(CH,),,
f X = CH,NH(CH,),~, g X=—CH,O(CH,),—, h X=~(C=0)0C(Me),~, i X=—CH=C—CH,0CH,

craym3anuu u3 dTaHona. Huskuit Beixon coemuuenust 3i (32%) cBszan ¢
MPOCTPAHCTBECHHBIMH 3aTPYJHEHUSIMH, BBI3BAHHBIMU CIIOKHBIM CTPOCHHUEM
Hutpuna 1li, Moyiekyla KOTOPOTO COACPKHT JIBa JU(GEHUIOKCUIHBIX (par-
MeHTta. s cunreza 2-(3-heHoKcH(eHMIT)3aMeIeHHBIX OeH30KCca30510B 3a—i
HeoOxomumo 7—10 4. Jlns ycnemHoro cuHTe3a OeH3okca3onoB 3c¢,d,i B peak-
UOHHYIO Maccy ObUT J00aBJICH THIPOXWHOH BO M30EKaHWE MOIHMEPU3AIUH
HeTpeIeIbHBIX HUTPWIOB 1¢,d,i ipu BRICOKOI Temiepatype.

CoenuHenust 3a—i nmpeAcTaBIAIOT co00i KpHCTAIIMYECKHE BEIeCTBa TEM-
HOro mBeTa, pactBopuMbie B JIMDA, JIMCO, CCl,, 6eHzone, s¢upe, mnpu
HarpeBaHWW — B dTaHOJE, MEeTaHOJe, HepacTBopuMble B Boje. B MK cnekTpax
coelMHEHNH 3a—i OTCYTCTBYeT IOJIOCa BaJCHTHBIX KOJIEOAHWI HUTPUIbHON
IPYIIIBL, YTO HOATBEP)KAAET CTPYKTYPY.

TaxuMm 00pa3oM, Ha OCHOBE HUTPHIIOB, COEPKAMMNX 3-(heHOKCH(CHIIBHBIH
(parMeHT, U TUAPOXIIOPHIA 0-aMHUHO(EHOIA CHHTE3HPOBaHbl paHee HEU3BECT-
Hble 2-(3-(heHoKcudeHIIT)3aMeIEHHbIE OEH30KCA30JTbI.

SKCIIEPUMEHTAJIBHASA YACTb

UK cnexTpbl 3amucansl Ha crektpomerpe Specord M-82 B Ba3eIMHOBOM Macie.
Crektpst SIMP 'H sapermcrpupoBanbl Ha crekrtpoMerpe Varian Mercury 300B
(300 MI'm) B CCly (coenunenust 3a—c) u JJMCO-dg (coenunenust 3d—i), BHyTpeHHUI
cragnapt [MJIC (5 0.05 M. 1.). Macc-criekTpsl moiy4eHbl Ha npubope Varian Saturn
2100T, sneprus nonmszanuu 70 3B.

Coeqnnenns 3a—i (obmas meroanka). Cmecs 0.012 Monb THIPOXIOPUIA O-aMHHO-
¢enona 2 u 0.01 monp HuTpMa 1 HarpeBaroT 7—10 4 B 3amasHHON CTEKJITHHOW aMITyJie
mpu 190-200 °C. [Ins cunTe3a 6eH3okca3onoB 3¢,d,i B peakiiMoHHYI0 Maccy A00aBISIOT
1-2 Mr ruIpOXHUHOHA. PeakIMOHHYIO Maccy pacTuparoT ¢ 3pupoM, GrIbTPYIOT, MPOMBI-
BalOT 4 H PacTBOPOM I'MAPOKCHAA HATpus. DPUPHBIHA CII0i CHOBa GHUIBTPYIOT, IPOMBI-
BaIOT BOJIOM, PACTBOPHUTEIb OTTOHSIOT, OCTATOK MEPEKPHCTAIIN30BBIBAIOT U3 CITUPTA.

2-(3-®enokxcudennn)denszokcasod (3a). Berxon 74%. T. mn. 130-132 °C. Cnextp
SMP 'H, §, m. n.: 7.15-7.75 (13H, m, H Ar). Macc-criextp, m/z (I, %): 287 [M]"
(100), 63 (16). Haiineno, %: C 79.02; H 4.53; N 4.89. C;oH;3NO,. Brruucneno, %:
C 79.43; H4.56; N 4.88.

2-(3-®enoxcudensna)denzorxcasona (3b). Berxon 80%. T. mn. 137-140 °C. Cnextp
SIMP 'H, 8, m. n.: 7.10-7.80 (13H, m, H Ar); 3.81 (2H, c, CH,). Macc-cuektp, m/z
(Loms %): 301 [M]" (64), 300 (100), 132 (25), 77 (17), 63 (11), 51 (13). Haiineno, %:
C 79.74; H 5.01; N 4.63. C,H5NO,. Beraucneno, %: C 79.72; H 5.02; N 4.65.
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2-[(E)-2-(3-Denoxcudennm)Bunui]denzokcason (3c). Bexon 76%. T. mm. 120-122 °C.
Cnextp SAMP 'H, 5, M. 1. (/, T): 7.10-7.65 (13H, m, H Ar); 7.44 (1H, n, J= 12.0,
ArCH=CH); 5.25 (1H, 1, J = 12.0, ArCH=CH). Macc-cniektp, m/z (Iors, %): 313 [M]"
(36), 312 (100). Haiineno, %: C 80.48; H 4.78; N 4.48. C,;H;sNO,. Brraucneno, %:
C 80.49; H 4.82; N 4.47.

2-[2-(3-®Penoxcudenmn)npon-1-en-1-uajoenszokcaszon (3d). Berxong 64%. T. m.
140-142 °C. Crexrp SIMP 'H, 8, m. 1.: 7.12-7.84 (13H, m, H Ar); 6.62 (1H, ¢, CH); 2.42
(3H, ¢, CH;). Macc-cextp, m/z (Iym, %): 327 [M]" (100), 207 (13). Haiineno, %:
C 80.72; H5.18; N 4.29. C»,H;7NO,. Beruucneno, %: C 80.71; H 5.23; N 4.28.

2-[2-(3-®Penoxcudenna)rTuiléenzorxcason (3e). Berxon 56%. T. mr. 135-137 °C.
Cnektp SIMP 'H, §, M. 1. (/, Tm): 7.10-7.70 (13H, m, H Ar); 2.82 (2H, 1, J= 6.0,
ArCH,CH,); 3.45 (2H, 1, J = 6.0, ArCH,CH,). Macc-criextp, m/z (Ioy, %): 315 [M]"
(100), 207 (17). Haiineno, %: C 80.00; H 5.41; N 4.44. C,;H;;NO,. Brraucneno, %:
C 79.98; H 5.43; N 4.44.

2-[2-(3-PenokcudeH3wIaMuHo)ITHI|0eH3okcazon (3f). Bexom 80%. T. m.
127-130 °C. Cnektp SIMP 'H, 8, m. 1. (/, T): 6.85-7.70 (13H, m, H Ar); 3.51 (1H, c,
NH); 3.64 (2H, c, ArCH,N); 2.26 (2H, T, J = 6.0, NCH,); 2.69 (2H, T, J = 6.0, NCH,CH,).
Macc-cextp, m/z (I, %): 344 [M]" (100), 312 (24), 285 (14), 63 (25). Haiineno, %:
C 76.69; H 5.85; N 8.09. Cy,HN,O,. Beruucneno, %: C 76.72; H 5.85; N 8.13.

2-{2-[(3-Penoxcudensmm)oxcnITmi}oenszorcason (3g). Bexon 51%. T. m. 143-145 °C.
Cnektp SIMP 'H, §, M. 1. (/, Tw): 7.00-7.75 (13H, m, H Ar); 4.20 (2H, ¢, ArCH,0);
3.32 (2H, T, J = 6.0, OCH,CH,); 2.23 (2H, T, J = 6.0, OCH,CH,). Macc-cuektp, m/z
(Iom %): 345 [M]™ (100), 63 (12). Haiineno, %: C 76.52; H 5.50; N 4.00. C,,H sNO;.
Brraucneno, %: C 76.50; H 5.54; N 4.06.

1-(ben3okca3on-2-mi)-1-meTwidITHI-3-peHokcnbenszoar (3h). Brixon 62%.
T. mn. 160162 °C. Crexrp SIMP 'H, 8, m. 1.: 6.80-7.20 (13H, m, H Ar); 1.80 (6H, c,
2CH3). Macc-cextp, m/z (I, %): 373 [M]" (2), 289 (17), 287 (100). Haiineno, %:
C 74.02; H 5.18; N 3.73. C»3H yNO,. Breruucneno, %: C 73.98; H 5.13; N 3.75.

2-[1,2-buc(3-penoxcudenna)Bunnialoensoxcaszon (3i). Beixox 32%. T. m.
180-182 °C. Crextp SIMP 'H, 8, m. 1.: 6.80-7.25 (23H, M, H Ar). Macc-criextp, m/z
Iom Y0): 481 [M]" (14), 480 (100), 352 (51), 281 (17), 207 (28), 77 (29), 51 (18).
Haiineno, %: C 82.32; H 4.88; N 2.89. C33H;NO;. Boruucneno, %: C 82.31; H 4.81;
N 2.091.
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