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BsanmozeiicTBreM (QpyHKIIMOHATBHO 3aMEIICHHBIX 2-UMHHO-2,5-IUTHIPOQYyPaHOB ¢ OSH3UIAMIHOM B JICASTHOMN
YKCYCHOM KHCIJIOTE CHHTE3HPOBAaHBI paHee HEU3BECTHBIC N-3aMelIeHHbIe 2-(0CH3MIUMIHO )-4-CTHPUII-2,5-11-
runpodypan-3-kapookcamuasl. [TokazaHo, 9YTO B YCIOBUSAX PEAKINU 4acTh OCH3WIAMUHA Pearupyer ¢ MMH-
HOTPYNIION KaK HyKJICO(HII, a Ipyras 9acTh B XOJ€ PEaKIMU OKHCIACTCS U B PE3yIbTare MOCIeAYyIomen
JeTUAPaTaIlH TPEBPAIIaeTCs B OCH3WINMHIH, KOTOPBIA pearupyer ¢ MeTWIHHOM TPYIIIOi Kak anbaeruanl. Bee
CHUHTE3WPOBAHHBIC COSTUHEHMsI OBUIH OXapaKTePU30BaHBI ¢ OMOIIbI0 criekTpockonuu IMP, UK u anemenT-
HOTO aHaJIN3a, a TAK)KE BCTPEYHBIM CHHTE30M, KOTOPBI BKITIOUACT B3aUMOICHCTBUE PaHEE CHHTE3UPOBAHHOTO
2-uMuHO-4-(2'-peHUnBUHNIN)-N, S, 5-TpuUMeTIII-2, 5 - Turuapodypan-3-kapObokcamua ¢ OEH3UIAMUHOM B JICASTHON
YKCYCHOH KHUCIIOTE.

KioueBble ciioBa: (hyHKIIMOHAIBHO 3aMEIICHHbIE 2-UMHHO-2,5-1uruapodypaHsl, OeH3MIaMuH, 2-0eH3MIn-

MUHO-4-CTHPHUII-2,5-TUTHIPODYPAHBL, JICAsHAs YKCYCHAS! KUCIIOTa, BCTPCYHBII CHHTE3
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BBEJIEHUE

[IpousBoanbie 2-0KCO-2,5-AUruApodypaHa mnpeju-
CTaBJISIOT COOOH Ba)KHBIN KIIACC TETEPOIMKIHYECKUX
coenuHeHn. OHM 00JTAHAIOT IIUPOKHUM CIIEKTPOM
OMOJIOTMYECKON aKTUBHOCTH W HCIIOJB3YHOTCS B Me-
TUIHE, (GapMalii, KOCMETOJIOTHH U CEeIbCKOM XO-
3sicTBe. M3BECTHO, YTO HE MCHEE IICHHBIC CBOMCTBA
4acTO TPOSBISIOT N-COpeprKallie aHaJorH pasiIud-
HBIX O-comepKammx OHUOJOTUYECKH AKTUBHBIX CO-
enuHeHui. Takum 00pa3oM, CHHTE3 HOBBIX MPOU3BO-
IHBIX 2-UMHHO-2,5-TUTHAPOPYpPaHOB TPEICTABIIA-
eT OOJIBIION HMHTEpeC M Pa3pa0dOTKHU HOBBIX CIIO-
cOOOB WX TONly4EHUS W JallbHEHIIero MpUMEHEHUs
[1-8].

Panee OblIO TTOKa3aHO, YTO KaK 2-OKCO-2,5-JIMTH-
apodypaHbl, Tak W 2-UMHUHO-2,5-muruapodypansl,
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conmeprkamye aKTUBHYIO METHJIBHYIO TPYIITy B IIO-
JIOKEHWU 4 KOJbIla, MOTYT y4acTBOBaTh B PEAKIIHIX
KOHJIEHCAIINH C Pa3IMYHBIMU allbJeTUIAMH TIPUA OC-
HOBHOM Karanuse [9—-11, 1, 12—14].

B3anMmonetictBue (DyHKITMOHAIBHO 3aMENIEHHBIX
2-uMuHO-2,5-murunpodypaHoB 1 ¢ MHOTOYHCIEH-
HbIMH N-HyKJeopuiaMu TpPHUBEIO K 00pa3oBaHUIO
Oonpmioro psiga 2-N-3aMeIIeHHBIX MMUHOAWUTHAPO-
¢ypanoB 3 (cxema 1) [2-8]. beu1 momywen psn
2-N-3aMeIeHHbIX HWMHUHOTUTHApOodypaHoB 3a—p ¢
HCIIOJIb30BAHUEM THAPOXJIOPUIHBIX conen aMHHOB,
conu 2H-¢ypanus B 3taHoje [2] ¢ UCIOIB30BaHUEM
JIEASHOW YKCYCHOHN KHCJIOTHI TSI 0Opa30BaHUsI COOT-
BETCTBYIOLIUX I'MIPOALIETATHBIX COJIEH in Situ, X B3a-
MMOJICHCTBHS M TIOCIIEAYIOIETO YIAICHUS BBIICIISIO-
merocst ammuaka [3-8].
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R'=R?=Me (a), R' = Me, R? = Et (b), R', R? = (CH,)s (c).

bbuto u3ydyeHo Takke B3aMMOJIEHCTBHE 2-MMH-
HO-2,5-muruapodypan-3-kapookcamunos 1 ¢ 1pyrum
N-nykneopuiaoM — OeH3WJIAMHUHOM 2 — B JIEISTHOH
YKCYCHOM KHCJIOTE, KOTOPOE MPUBOIMT K HOBBIM MPO-
W3BOJHBIM 2-UMUHO-2,5-nmurunpodypaHoB — 2-(0eH-
3UIUMUHO)-4-(2'-hennnBunmn)-2,5-quruapodypan-
3-kapbokcamugam 4 (cxema 1) [15].

PE3VJIBTATBI 1 OBCYXAEHNE

B mpopmomkeHne NpoBOAMMBIX HCCIEIOBAHUH B
JaHHOH paboTe OCYILECTBIEH CUHTE3 HOBBIX, COAEP-
KaIIMX apoOMaTH4eCKHE 3aMECTHUTENIH IPOU3BOIHBIX
2-UMHUHO-2,5-1uruapoypaHoB — 2-0eH3WIMMHHO-4-
ctupui-2,5-muruapodypanoB 4d—i B3auMoJIeHCTBH-
€M JICTKOJOCTYIHBIX (YHKIMOHAJIBHO 3aMEIEHHBIX
2-umuHO-2,5-muruapodypanos 1d—i ¢ OeHzmiamu-
HOM 2 B JIEISIHOM YKCYCHOH KUCIOTE.

B3anmonetictBue (N-METHII, ITUKIOAIKHIII, #1-TO-
aun,  OeH3Wi)-2-UMHHO-2,5-AuruapodypaH-3-Kkap-
o6oxcamumoB la—i (1 7kB) ¢ OeHzmmaMuHOM 2 (3 JKB)
B JIEITHON YKCYCHOH KHCIIOTE B TeUeHHE 7—8 4 NpH
KOMHATHOH Temreparype [15] mpuBoauT kK mpousBo-
THBIM 2-UMHUHO-2,5-murunpodypaHoB — 2-(0eH3WIH-
MUHO)-4-CTHPHUII-2,5-Turuapodypan-3-kapOookcamu-

[lomoOHOE TIpOoTeKaHWE peakIu OBIJIO OXKHJIae-
MbIM, TaK KaK B MMHHOTUTHUIPOPYPAHOBOM KOIBIIE
€CTh 2 PEaKIMOHHBIX IIeHTpa (aKTUBHAS METHIIb-
Has TpyINa B MOJOXKEHUU 4 KONbIA, COMPSKEHHAs
¢ C=C nBoitHO#i cBs3pl0, 1 UMHHOTpynna C=NH).
bensunamMuH 2 Takke HMEET OIPEJIeNIeHHYI0 OCO-
OeHHOCTh. BOo Bpemsi peakuuu 4acTh OeH3MJIAMHHA
pearupyer ¢ UMUHOTPYIIOH Kak Hykineodui. [pyras
€r0 YacThb B XOZI€ PEAKIIH OKHUCIISIETCS M B PE3yJbTaTe
MOCIIEAYIONIEH AEeTUApaTaly MpeBpamiaeTca B OeH-
3WIMMHH, KOTOPBIH pearupyer ¢ METUIbHOU rpyIIoi
MOJJOOHO aNbJIETHaM, YTO CTAHOBHUTCS BO3MOKHBIM
Onarofapsi MPUCYTCTBUIO 00Pa3yIOIMIETrocs B XO/e pe-
aKIMU alerara aMMOHMS aHaJOTU4HO [14].

CrpoeHue CUHTE3UPOBAHHBIX coequHeHuil 4d—i
noxazano MK, SIMP ('H u 3C) cnexrpambubivu
METOAaMH M JIaHHBIMH DJEMEHTHOTO aHanmm3a. B
UK crekrpax coenmnennii 4d—i OblIm oOHapyKe-
HBI TI0710ChI TIpu 1655-1660 (C=C-ctupnn) u 1640—
1648 (C=C-murunpodypan) m.a. B crnexrpax SMP
'H npucyrersyror 2 ry6neTHsix curnana pu 8 7.12 u
8.65 M.11., 00yCIIOBJICHHBIC 2 TIPOTOHAMU BUHUIIOBOTO
¢parmMeHTa, U MyIbTUILIETHBIE cuTHANBI 10 apomaTu-
YECKUX MPOTOHOB Tipu & 7.16—7.42 m.u. B cnekrpax

mam 4a—i — c BeicokuMmu Bbixogamu (88-90%) SMP 3C coenunennii 4d—i 0GHApYKEHBI COOTBET-
(cxema 2). CTBEHHO curHaisl 22, 25, 29, 30 m.1.
Cxema 2
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R!=R2=R3=Me (d), R' = CH,C4¢Hs, R? = R = Me (g),
R'=CgHj3, R?=R*=Me (), R' = C¢H3, R?, R* = (CHy)s (h),
R'= n-Me-C6H4, R?=R*=Me (f), R'= CH2C6H5, Rz, R3= (CH2)5 (l)
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Cxema 3
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Bce cuHTe3MpoBaHHBIE COEAMHEHHS OXapakTe-
pu3oBaHbl He Toiabko naHHeIMU SIMP, UK cnexTpoB
M 2JIEMEHTHOIO aHalW3a, HO TaKXKe U BCTPEYHBIM
cuare3oM (cxema 3). IlepBas crTagust BCTPEYHOTO
CHHTE3a — OCYIIIECTBICHHOE HaMU PaHEE B3aUMOJAEH-
cTBUE 2-UMHHO-N,4,5,5-TeTpaMeTii-2,5-muruapody-
paH-3-kapbokcamuaa (1d) ¢ OeH3ambaerumIoM, IpH-
Bomsmee K 2-UMHHO-4-(2'-bernmBunnn)-N,S,5-Tpu-
MeTua-2,5-muruapodypan-3-kapookcamuny (5d) [1],
KOTOPBI BO BTOPO#l cTanuu ObUT BBEICH BO B3aHMO-
JIeHCTBUE ¢ OCH3UIAMUHOM B CpPEJE JIEISHON yKCyC-
HOM KHMCIOTHL. B pe3ynsrare mpoBeAeHHOro 2 CTaAuii-
HOTO IpOoLEcca MOITYYeHO COEAMHEHUE, KOTOPOE I10
CBOUM (PU3MKO-XHMHYECKUM KOHCTaHTaM, JaHHBIM
CIEKTPaJbHOTO aHANN3a, a TAKXKE OTCYTCTBHUIO Jie-
MIPECCHUH IIPH ONPEIEIICHUN TEMIIEPATyPHI IJIaBICHUS
CMecH ero ¢ o0pa3IoM BemiecTBa 2a, MOJYyYEHHBIM
OJHOCTAaJAUHHBIM CIOCOOOM, MHOJHOCTHIO HJACHTUYHO
emy (cxema 3).

YUtoOBI 000CHOBaTH TIPHUBEIECHHOE OOBSICHCHHE
yKa3aHHOTO BBIIIE TTPEBpAIIEeHNUs, HAMH H3YYEeHO B3a-
AMOJICHCTBHEC OCH3WJIAMHHA 2 C COOTBETCTBYIOITHIM
HEHACHIIIICHHBIM Y-TAKTOHOM — 2-0KC0-N,4,5,5-TeTpa-
MeTH-2,5-muruapodypan-3-kapookcamuaom (6d) B
cpeze JIeAIHOW YKCYCHOM KUCoThI. 1o Haemy MHe-
HUIO, B3aUMOJICHCTBUE JOHKHO OBLIIO MPOUCXOIUTD C
MeTHIIEHOM Tpymmoii atoma C*. Ho Ham mporros He
ompapnaics. BepostHo, CH-KHCIOTHOCTE METHIIb-
HO# Tpymmsl npu atome C* B 2-0kco-4,5,5-TpuMe-
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THI-2,5-nuruapodypan-3-kapbokcamune (6a) Hemo-
CTaTOYHA JIJIsl B3aMMOJICHCTBUS ¢ 00pa3yromumMes B
X0JIe peaknuu OeH3MTUMUHOM (cxeMma 4).

Jlanee Mbl M3y4usIM B3aUMOJEHCTBHE 2-MMH-
HO-N,4,5,5-TeTpameTtun-2,5-gurunpodypan-3-kap-
Ookcamuaa (1d) ¢ OGeH3wiaMHHOM 2 B MYpaBbUHOU
kuciote (cxeMa 5). B aToM ciydae oxumaeMslilt HaMu
pe3ynbTaT TakKe He ObUT TOCTUTHYT. B ycrnoBusix pe-
aKIUU TPOU30IIEI TUAPOIN3 UMHUHOTPYIIIEL, U 2-HUMU-
HO-N,4,5,5-TeTpameTun-2,5-guruapodypan-3-xap-
ookcamun (1d) mpespartmics B 2-okco-N,4,5,5-te-
TpaMeTui-2,5-nuruapodypan-3-kapookcamun  (7d).
Bunumo, 3aMeHa JeISHOH YKCYCHOM KHUCIIOTBI My-
PaBBUHOM KUCIIOTOW YBEJIIMYUBAET KUCIIOTHOCTD PEAK-
LIMOHHOM CpeJIbl, YTO M MPUBOAUT K TMAPOIU3Y UMH-
HOTPYIIIBI.

AHTHOAKTEpHAJIbHYI0 aKTHMBHOCTb COCIMHEHUH
4a—i m3ywyanu meronoM «Iauddy3un B arape» [16]
npu OakrepuanbHOW Harpy3ke 20 MIIH MHUKPOOHBIX
Tes Ha 1 mut cpeapl. B skcnepuMeHTax UCTIONB30BAIIH
rpaMIIoNIOKHUTENIbHBIE CTadMIOKOKKY (Staphylococcus
aureus 209p, Bacilus subtilis 6633) u rpamorpuia-
TenbHbIe nanouku (Shigella Flexneri 6858, Esherichia
Coli 0-55), a B KauecTBE MOJIOKHUTEIBHOTO KOHTPOJIS —
¢bypazonunon u ¢pypanonut [17]. PactBopsl coennne-
HUH 1 KOHTPOJIbHOTO Tipenapara rotosuin B JJMCO B
passeaenun 1:20. Ha vamku Iletpu ¢ moceBamu BBI-
HIeyKa3aHHBIX [LITaAMMOB MHKPOOPTaHU3MOB HAaHOCH-
JIM pacTBOPHI HCIIBITyeMbIX BemiecTs 1o 0.1 min. Yuer

Cxema 4
O NH - Me O NH /Me
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Cxema 5
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pe3yIBTaToOB TPOBOIWIN IO AUaMETpy (d, MM) 30H
OTCYTCTBHS POCTa MUKPOOPTraHU3MOB HA MECTE HaHe-
CCHMS COCTUHEHUH IOCJE CYTOYHOIO BbIpAIlMBaHMS
TECT-KyJIbTyp B TepMocTare npu 37°C. OnbITeI TOBTO-
psuin He MeHee 3 pas. [lomydenHsle pesynbrarsl 00-
pabarbIBaii CTaTUCTHYECKH 0 MeToay CThIofeHTa—
O®uwepa. MccnenoBaHus 1mokasaiu, 4YTO COSAUHEHUS
4d, e, g IPOSABIAIOT YMEPEHHYIO, & COEAMHEHNUs 4a—C,
f, h, i — BeIpakeHHYI0 aHTHOAKTEpHUAJIHHYIO aKTHB-
HOCTb, MOJIABJISISI POCT KaK TPaMITONIOKUTENbHBIX, TaK
U TPaMOTPULATEIbHBIX OaKTEpUi B 30HE JUAMETPOM
10—14 u 16—-18 mm, cooTBeTCTBEHHO. BCe n3yueHHbIe
COEAMHEHHMS 110 aKTUBHOCTHU YCTYIAIOT KOHTPOJIbHBIM
npenaparam ¢ypasonuaony (d 24-25 mm) u ¢ypano-
HUHY (d 23-26 MM).

OKCIIEPUMEHTAJIBHA S YACTD

Bce pearentsl mpuoOpereHsl B ¢upme Sigma
Aldrich u ucnonb3oBanuch 6€3 HanbHENIIEH OYUCTKHY.
Cnexrpsr SIMP IH u BC CHUHTE3UPOBAaHHBIX COEIU-
HEHUI CHATHI Ha cniekTpomeTpe Varian Mercury-300
(300 u 75 MI'n) (CHIA), BHYTpeHHUH CTaHIapT —
TMC. YncToTy CHHTE3UPOBAHHBIX COETUHEHUH KOH-
TponupoBanu MerogoM TCX nHa miactuakax Silufol
UV-254 (Yexusi) B cucTeMe DJIIOCHTOB alleTOH—OeH-
301 (1.5:2), mposiBienue napamu oma. Temmeparypy
IaBieHus onpenesnsan Ha npudope Electrothermal
9100 (BemukoOpuTtanus).

Coenunenust 4d—i CHHTE3UPOBAHBI 1O METOIUKE
[15].

2-(beH3uIuMHHO)-N,5,5-TpuMeTHII-4-CTHPUJI-
2,5-nuruapodypan-3-kapooxcamua (4d). Brixon
89%, R; 0.58, T 140-142°C (u3 meranona). UK
cektp, v, cM i 3220 (NH), 1724 (C=0), 1655
(C=C), 1640 (C=C), 1625 (C=N), 1541-1606 (CcHy,).
Criextp SIMP 'H (AMCO-dg—CCly, 1:3), 6, m.a.: 1.74
¢ (6H, 2CHs), 2.85 1 (3H, NHCH;, J 4.8 I'y), 4.56 ¢
(2H, CH,), 7.12 1 (1H, HC=CH, J 17.4 T'n), 7.16—
7.42 M (8H) u 7.60-7.65 m (2H, 2C4Hs), 8.65 1 (1H,
HC=CH, J 17.4 I'n), 9.76 ym.c (1H, NH, J 4.8 I'n).
Crextp SIMP 13C, 8, M.11.: 24.79, 26.94 (2CH5), 49.97
(CH,), 87.09 (C3), 118.04 (C3), 119.19 (Capow)» 125.79
(Capow)s 126.78 (2C,p00), 127.17 (2C40), 127.62
(2Cqpom)> 128.21 (2C,p0,), 128.81 (Cypoy), 135.92
(=CH), 137.94 (HC=), 139.91 (C,p,y), 160.25 (CH,
161.35 (C?), 162.55 (C=0). Haiinero, %: C 76.94; H
6.98; N 8.09. C,3H,4N,O,. Beruncneno, %: C 76.65;
H6.71; N 7.77.

2-(beH3UJINMHUHO)-N-IITUKJOTEeKCUJI-5,5-11-
MeTUI-4-CTUPUI-2,5-quruapodypan-3-kapookc-
amun (4e). Boixon 89%, Ry 0.56, Tt 103-105°C
(CeHg). VIK cmiektp, v, em™': 3222 (NH), 1726 (C=0),
1658 (C=C), 1644 (C=C), 1630 (C=N), 1545-1605
(C¢H,). Crmextp SIMP 'H (JIMCO-dg—CCly, 1:3),
o, m.i.: 1.23-1.46 m (5H), 1.50-1.59 m (1H), 1.60—
1.71 m (2H) n 1.81-1.90 m (2H, C¢Hy;), 1.75 ¢ (6H,
2CHy), 3.75-3.87 m (1H, NHCH), 4.56 ¢ (2H, CH,),
7.11 1 (1H, HC=CH, J 17.3 Ty), 7.15-7.42 m (8H)
n 7.59-7.64 m (2H, 2C4Hs), 8.64 n (1H, HC=CH, J
17.3Tm), 9.97 n (1H,NH, J 7.7 Tn). Ciexrp IMP 13C,
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8, M.11.: 26.96 (2CHj), 49.95 (CH,), 87.09 (C3), 118.19
(C3), 119.33 (Capon)s 125.77 (Cypop)s 126.75 (2C,p00,):
127.08 (2C,, OM) 127.15 (2C,, 0M) 128.20 (2C4p0n)-
128.77 (Cyp OM) 135.98 (=CH), "137.69 (HC=), 140.11
(Capow)s 159.75 (C%, 160.09 (C?), 162.47 (C=0).
Haiineno, %: C 78.81; H 7.85; N 6.86. CpgH;,N,0,.
Brrancaeno, %: C 78.47; H 7.53; N 6.54.

2-(beH3uaMMHHO)-5,5-1umMeTNI-4-cTUPUII-/V-
(n-Tomi)-2,5-nuruapodypan-3-kapooxkcamuy
(4f). Boixom 88%, Ry 0.54, tmu 165-167°C (u3
rekcana). UK cmekrp, v, em 't 3222 (NH), 1730
(C=0), 1660 (C=C), 1648 (C=C), 1630 (C=N), 1544—
1602 (C¢H,). Cniekrp SIMP 'H (IMCO-d¢—CCly, 1:3),
o, m.a.: 1.80 ¢ (6H, 2CH;), 2.32 ¢ (3H, CHj;), 4.64
¢ (2H, CH,), 7.04-7.09 M (2H), 7.59-7.64 m (10H)
u 7.65-7.70 m (2H, 3C¢Hs), 7.12 1 (1H, HC=CH, J
17.3 '), 8.70 n (1H, HC=CH, J 17.3 I'mm), 12.24 ym.c
(1H, NH). Cnekrp SIMP 13C, §, m.1.: 20.32, 27.00
(3CHj;), 49.91 (CH,), 87.54 (C), 117.65 (C3), 118.85
(Capow)> 118.93(Cypon)» 125.97 (Cypon)> 126.82 (Cypony),
127.32 2C,pon)s 127.68 (2C,p50m), 128.25 (2C,p00)s
128.66 (2C,pon)s 129.03 (2C,50y), 132.04 (2C,p00)s
135.68 (Cyp, OM) 135.92 (=CH), 137.94 (HC=), 139.91
(Capow)> 158 61 (C*, 160.17 (C?), 163.76 (C=0).
Haiineno, %: C 80.14; H 6.77; N 6.78. Cy9H,gN>0,.
Brruucneno, %: C 79.81; H 6.44; N 6.42.

N-Ben3u-2-(0eH3UJIMMHUHO)-5,5-1TuMeTHI-4-
CTHPWI-2,5-quruapogypan-3-kapooxcamun (4g).
Beixon 90%, R; 0.54, 1.nn.115-117°C (u3 Oenzona).
UK cnekrp, v, cM 't 3220 (NH), 1732 (C=0), 1655
(C=C), 1645 (C=C), 1625 (C=N), 1540-1610 (CcHy).
Cnextp AMP 'H (AMCO-dg—CCly, 1:3), 6, m.a.: 1.77
¢ (6H, 2CH;), 4.50 n (2H, NHCH,, J 5.6 I'y), 4.54 ¢
(2H, =NCH,), 7.12 n (1H, HC=CH, J 17.3 '), 7.12—
7.43 m (13H) n 7.62-7.67 m (2H, 3C¢Hs), 8.64 1 (1H,
HC=CH, J 17.3 I'), 10.37 yur.t (1H, NH, J 5.6 I'my).
Crnextp AMP 13C, §, M.11.: 26.96 (2CH;), 42.08, 49.84
(2CH,), 87.26 (C%), 117.682 (C%), 119.09 (C
125.65 (Cypon)s 12637 (Cypon)s 126.65 (C
127.13 (2Ca o> 127.21 (2Ca ow)s 127.51 (2C
127.54 (2Ca om)s 127.85 (2Ca ow)s 128.23 (2Cy500),
128.88 (Cyp OM) 135.88 (=CH), 138 06 (HC=), 138.21
(Capow)> 139 83 (Capow)> 160.06 (CH, 160.67 (C?),
162.97 (C=0). Haiineno, %: C 80.19; H 6.79; N 6.75.
CyoHrgN,O,. Beruncaeno, %: C 79.81; H 6.44; N
6.42.

2-(BeH3WITUMHUHO)-/N-IHKJI0TeKCHI-4-CTUPUJI-
1-oxkcacnupo|4.5]nek-3-en-3-kap6oxcamun  (4h).
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Beixon 89%, Rp 0.54, T 161-162°C (u3 rekca-
na). UK cmextp, v, cm!: 3222 (NH), 1726 (C=0),
1658 (C=C), 1644 (C=C), 1630 (C=N), 1545-1605
(CgHy). Crextp SIMP 'H (IMCO-d—CCly, 1:3), 3,
Mm.1.: 1.19-1.49 m (6H, 2C¢H;;) u 1.58-1.95 m (14H,
2C¢Hy)), 3.75-3.87 m (1H, NHCH), 4.56 ¢ (2H, CH,),
7.11 n (1H, HC=CH, J 17.3 I'n), 7.15-7.42 m (8H)
u 7.59-7.64 m (2H, 2C¢Hs), 8.64 n (1H, HC=CH, J
17.3Tm), 9.97 n(1H,NH, .J 7.7 Tn). Cnexrp AMP 13C,
o, m.a.: 23.60, 25.18, 26.96, 31.82, 46.24 [(CH,)s],
49.95 (CH,), 87.09 (C?), 118.19 (C?), 119.33 (Capow)s
125.77 (Capon)s 126.75 (2Cy50y), 127.08 (2C
127.15 (2Ca ow)s 12820 (2Cy50y), 128.77 (Cypon)s
13598 (= CH) 137.69 (HC=), 140 1T (Cypom)s 159.75
(C*%, 160.09 (C?), 162.47 (C=0). Haiineno, %: C
74.75; H 7.63; N 5.99. C3;H;3¢N,0,. Boruucineno, %:
C 74.36; H7.25; N 5.61.

N-Ben3ui-2-(6eH3uaIuMuUHO)-4-cTUpHJI-1-0Kca-
cnupo[4.5]nex-3-en-3-kapooxcamuyg (4i). Brixon
90%, R 0.54, t.mn. 120-122°C (u3 Oensona). UK
crektp, v, cM i 3222 (NH), 1732 (C=0), 1656
(C=C), 1646 (C=C), 1624 (C=N), 15401612 (CcHy).
Cnextp AMP 'H (IMCO-d—CCly, 1:3), §, m.a.: 1.27
M (1H), 1.47 m (2H) u 1.58-1.82 m [7H, (CH,)s],
4.50 o (2H, NHCH,, J 5.6 '), 4.54 ¢ (2H, =NCH,),
7.12 o (1H, HC=CH, J 17.3 Tm), 7.12-7.43 m (13H)
u 7.62-7.67 m (2H, 3C4Hs), 8.64 n (1H, HC=CH, J
17.3 T'm), 10.37 ym.t (1H, NH, J 5.6 I'm). Crektp
AMP BC, §, m.n.: 21.4 (2CH,), 23.8 (CH,), 32.3
(2CH,), 42.08, 49.84 (2CH,), 87.26 (C>), 117.68 (C?),
119.09 (Cypon)s 125.65 (Cypon)> 126.37 (Cypon), 126.65
(Capow)s 127.13 (2C4p00), 127.21 (2C,,), 127.506
(2Cqpom)> 127.54 (2C,p00), 127.85 (2C40y), 128.23
(2Cqpom)> 128.88 (Ca o)» 135.88 (=CH), 138.06
(HC=), 13821 (G, OM) 139.83 (Cypon) 160.06 (CH,
160.67 (C?), 162. 97 (C=0). Haiineno, %: C 80.62; H
6.77; N 5.90. C3,H3,N,0,. Boruucneno, %: C 80.62;
H 6.77; N 5.90.

Berpeunbiii cunTe3 coenunenusi 4d. K cmecu
coeauHeHus 5a (25 MMoinb) B 5 MII JIEISHOHN yKCyc-
HOM KucaoThI qo0arisiu (1.05 mit, 50 MMoItb) OeH3H-
JaMuHa 2. PeakmoHHYI0 cMech epeMEIINBaIN MPH
KOMHATHOH TeMIiepaTrype B TeueHue 5 4. BeinaBmmii B
npolecce peakuy MPOLyKT OT(UIBTPOBBIBAIH, MTPO-
MBIBAJIM BOJIOW U MEPEeKpUCTAIITN30BBIBAIH. [IpomgykT
OBLT mueHTHYeH coequHeHuio 4d (CHHTE3WpOBaH Of-
HOCTaIMHHBIM CIIOCOOOM) MO TeMIlepaType IUIaBiie-
HUS.

apOM)’

apo
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B3anmopeiictBue coequHenusi 1d ¢ coenmue-
HHMeM 2 B MypaBbHMHOIi Kkucjaote. K xopoio nepe-
MemmBaeMoMmy pactBopy coenuHenust 1d (0.182 t
10 MMOTIB) B 5 MJI MypaBbUHOW KUCIIOTHI 10OABIISIIH
(0.63 Mz, 30 MmMonp) Ger3mramuHa 2. PeakimonHyto
CMECh NepeMEIUBalId IPH KOMHATHOW TeMIIepaType
B Teuenue 7 4. Jlamee skcTparupoBain 3QUpPOM H Cy-
muian Hax cyabdarom Maruus. [locie orronku a¢upa
OCTaTOK IMEePEeKPUCTAITU30BBIBATIN U3 METPOJIEHHOTO
a¢upa. [lomyuen 2-okco-N.4,5,5-rerpamerni-2,5-1u-
runpodypan-3-kapookcamuy (7d) ¢ Berxogom 83%,
T.I01. 65-66°C {1T.I1. 65-66°C (merponeiinsIii 3¢up)
[18]}.

BbIBO/IbI

BsaumozeiicTBreM (hyHKIMOHAIBHO 3aMEIICHHBIX
2-UMUHO-2,5-murupodypaHoB ¢ OEH3UIAMHHOM 2 B
JeNITHOM YKCYCHOW KHCIJIOTE TIONY4YeHbI 2-(OeH3MIn-
MUHO)-4-CTHPUI-2,5-Turuapodypan-3-kapObokcamu-
abl. KitoueBbIM nIpenMyInecTBOM HaIIEro IMOAXO0Aa
SIBIISIETCSL CIIOCOOHOCTh OCH3MJIAMHUHA K OKHCIICHHIO
B XOJl¢ PEaKLUHU U IpU MOCIeIYyOUel Neruaparaniu
MIPEBPALICHUIO B OCH3MINMUH, KOTOPBIN Jlaee pearu-
PYET ¢ METHIIbHOM TPYyNION Kak 371eKTpoduI momo0-
HO anpieruaaM. Bce cMHTE3MpOBaHHBIE COCAMHEHHMS
oxapaktepusoBanbl Metogamu JAMP, UK u snement-
HOTO aHajM3a, a TAKKe BCTPEUHBIM CHHTE30M, KOTO-
pBI BKIIIOUAET B3aUMOJEHCTBUE paHee CHHTE3MPO-
BaHHOTO 2-UMHHO-4-(2'-pernnBuumn)-N,5,5-Tpume-
THII-2,5-nuruapodypan-3-kapookcamua Sa, d ¢ 6en-
3WJIAMHHOM 2 B YKCYCHOM KuiciioTe. CHHTE3UPOBAHHEIC
COCAMHEHHMS MPOSIBIISIOT aHTHOAKTEpHAIbHYIO AKTHB-
HOCTb OT YMEPEHHOM 10 BBIPA)KEHHON B OTHOLLE-
HAW TPaMIOJIOKUTENbHBIX (Staphylococcus aureus
209p, Bacilus subtilis 6633) u rpamMoTpULIATEIBEHBIX
(Shigella Flexneri 6858, Esherichia coli 0-55) 6axre-
pHii, ycTynas, oqHaxo, pypazoauIony U GyparoHUHY.

BIIATOJAPHOCTHU

ABTOpBI BBIPa)KaIOT 0JarofapHOCTb COTPYIHUKAM
LenTpa uccrnenoBanus crpoenus monekyn (Epesan,
ApMeHHs) 3a IPOBEACHUE CIIEKTPAIbHBIX HCCIIEA0Ba-
HUM ¥ 2JIEMEHTHOTI'0 aHaJIu3a CUHTC3UPOBAHHLIX HAMHU
COCIMHEHHH.
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Previously unknown N-substituted 2-(benzylimino)-4-styryl-2,5-dihydrofuran-3-carboxamides have been
synthesized by the reaction of functionally substituted 2-imino-2,5-dihydrofurans with benzylamine in glacial
acetic acid. It has been shown that, under the reaction conditions, part of the benzylamine reacts with the imino
group as a nucleophile, while the other part the benzyl amine is oxidized during the reaction and, as a result of
subsequent dehydration, is converted into benzyl imine, which reacts with the methyl group as aldehydes. All
new compounds were characterized by NMR, IR and elemental analysis, as well as by alternative synthesis,
which involves the reaction of the newly synthesized 2-imino-4-(2'-phenylvinyl)-N,5,5-trimethyl-2,5-dihydro-

furan-3-carboxamide with benzylamine in acetic acid.

Keywords: functionally substituted 2-imino-2,5-dihydrofurans, benzylamine, 2-(benzylimino)-4-styryl-2,5-di-

hydrofurans, glacial acetic acid, alternative synthesis

JKYPHAJI OPTAHUYECKOM XUMUWH Ttom 57 Ne 12 2021



