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KOHAEHCAIIUA 5-AMHUHO-4-APUJITINPA30JIOB
C UTAKOHOBOM KHUCJIOTOM U MAJTEMHOBBIM AHTUAPAIOM

3ameménHbple S-aMUHO-4-apUnupa3oiibl MPU KOHJASHCAIMH C UTAaKOHOBOW KHCIOTON
00pa3yroT 3aMeHIEHHBIC TETParuaAponupaszoiofl,S-¢|mupuMUANHBL, a TpPU KOHICHCALUU
C MaJICHHOBBIM aHTUAPUAOM — 2,3-nmurunpo-1 H-umumasono[ 1,2-b|nupa3oisl, KOTOPBIE TPU
Ooree MIMTENHHOM HAarpeBaHUHM MEPETrpYIMTUPOBBIBAIOTCS B TeTparuaponupaszonoll,5-al-
MTUPUMHUINHBL

KaroueBble ciioBa: 5-amuH0-4-apumipason, 2,3-auruapo- 1 H-umunasono[ 1,2-boupason,
WUTaKOHOBAsI KMCJIOTA, MAIEMHOBEIM aHTUAPUA, TETParuaponupaszonoll,5-a|nupuMuanHsL.

W3BecTtHO, WTO OHWIMKIMYECKHE IPOW3BOAHBIE HAa OCHOBE aMWHOIHPA30JIOB
MIPOSIBIISIIOT Pa3fIUYHbIE BHJIBI OMOJIOTHYECKON aKTUBHOCTH, OONafas MpH 3TOM
HU3KOW TOKCHYHOCTBHIO [1-3]. B3ammomelicTBHe aMHHONHPA30JIOB ¢ IUKApOO-
HWIBHBIMH COEIWHEHHSIMH HW3yYE€HO Ha MpUMepe [-ANKETOHOB W TPOHM3BOHBIX
areToykcycHoro adupa [4, 5]. IMetorcs maHHBIE 0 KOHAEHCAUU C HEKOTOPBHIMHU
HenpeeNbHBIMA KapOOHWIFHBIMUA COCIUHEHUSIMHU [6] W O TMONyYeHHUH C OYeHb
HU3KAMH BBIXOJAAMH TUA3eNUHOB W3 N-aTKWIAMHHOIHPA30JIOB M MalleHHOBOTO
anrugapuaa [7]. M3BectHO 00 00pa3oBaHWM MHPA30JIONMUPHUMHIAHOB MPH B3aNMO-
JICUCTBUM aMUHONUPA30JI0B ¢ apuiMalienMuaamu [8]. bUIMKINYeCKre MPOaYyKThI
PEeaKIy aMHHOTIIPA30JI0B C UTAKOHOBOW KHCIIOTOW M MaJIeMHOBBIM aHTHIPHIOM B
JTUTEepaType He ONMCaHbI.

Lenp Hamrelr paOoOTHI — M3y4YeHHE 3aKOHOMEPHOCTEH B3aMMOICHCTBUS TPOU3-
BOJIHBIX HETpeNeNbHBIX TUKAPOOHOBHIX KUCIOT (MTAKOHOBOW KHCIOTHI M MAaJleH-
HOBOT'O aHTUPHUIA) C 3aMEIIEHHBIMU 5-aMHHO-4-apUIIIAPa30JIaMH.

Peaknmio KoHIEHCAIMM aMHUHONMPA30joB la—e ¢ WTaKOHOBOH KucioTtoi (2a)
MPOBOIMIIM B YKCyCHOHM kuciore mpu Temrieparype 80-100 °C B Teuenme 24 w.
B kadecTBe OCHOBHBIX MPOAYKTOB OBLIM BBIZEIECHBI 3aMEHIEHHBIE TETparuaponvpa-
3omo0[ 1,5-amupumunael 3a—e, BBIXOIBI KOTOphIX He mpeBbimanu 40% (tabm. 1).
IIpoBenenue yka3zaHHOM peakiuy B jquokcaHe Wik B JIMDA nipu pa3innyHbIX TeMIle-
parypHbIX pesknMax (50—140 °C) CHIKAIO0 YUCTOTY M BEIXOIIBI IIENIEBBIX TPOAYKTOB.

Ha mepBoii cragmm KOHAEHCAIWH, BEPOSTHO, IPOUCXOINT TIPHCOCAUHEHNE
HYKJICOPHIHPHOTO aToMa a30Ta MHPa30JLHOTO IMUKIA K JBOHHON CBS3W MTAaKOHOBOM
KHUCIIOTBl TI0 aHAJOTMM C B3aMMOJEMCTBHEM IPOU3BOJHBIX aKPHIJIOBOM KHUCIOTHI [9,
10]. OngHako wW3-3a MOJABMXKHOCTH aTOMa BOJOPOAA, CTOSIIEro MpU aToMe as3oTa
(mpoTtoTporHast KomblieBas Taytomepus) [11], Bo3MoxxHO 00pa3oBaHHE IBYX
n3oMepoB A U B, ouH 13 KoTOphIX (M30Mep B) He criocobeH K BHY TpUMOJIEKYIISIPHON
[UKIU3AIAN TI0 aMUHOTPYMIe (Y4TO 3HAYMTENHHO CHIDKAET BBIXOJ IIEJIEBOTO
MPOAYKTa), a BTOPOH MOXKET 00pa3OBBIBATh MPHU IMUKIM3AINHA KaK MECTUUICHHBIE
coeIMHEHNs 3a—e, TAK U CEMUWICHHbIE coeAuHeHYsI 4a—e. ClieyeT TakKe OTMETUTh,
YTO MPH MPOBEJACHUM peakluy rpu Temreparypax Bbiiie 100 °C B yKCyCHOM KUCIIOTE
MOXET IPOTEKaTh ANMINPOBAHWE WCXOJHOTO aMHUHOMNMPA30Jia, MPHYEM TI0 000MM
NH-peakiinoHHbIM 11eHTpam [12].
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CTpoeHue CUHTE3MPOBAHHBIX COEAMHEHUHN OIpENENeHO0 Ha OCHOBAaHUM JTAaHHBIX
cnekrpockonuu IMP n macc-cnektpometpun (Tabn. 1-3). M3 AByX BO3MOMKHBIX
CTPYKTYDp 3 1 4 Gonee BepoATHO 00pa30BaHKeE MECTUWICHHOTO UKIIA (COSTMHEHHS
3a—e), 4YTO TOATBEPKIACTCS  JaHHBIMH  JIBYMEPHOW  KOPpEIALMOHHOMN
cnekrpockornu SIMP 'H-'H n 'H-"C na npumMepe coenuHerus 3c¢. IloarBepxne-
HUEM JEKIapUpyeMON MIECTHUWIEHHOW CTPYKTYpPBHI ABISIOTCS TaKXKe KpPOCC-TTHKU
OJIMHAKOBOW MHTEHCHBHOCTH METHJICHOBBIX NMPOTOHOB C MPOTOHOM KapOOKCHIIBHOM
rpynnsl B criektpe NOESY, a Taxke Kpocc-MUK yriaepojaa METHHOBOM TpyMITbI
(C-6) ¢ mporonom npu atome azora B cnektpe HMBC (puc. 1).

Panee yxaspiBanoch [8], 4TO pelMKIM3AIUS MAJIICUMUIOB C aMUHOTIHPA30IaMH,
3aMeIIEHHBIMHU 110 TOJ0XeHUI0 4, ipu kunsgyeHnu B JIM®DA ninu ykcycHoH Kucio-
T€ TPUBOIUT K mupaszono[l,5-aJnupumuannam (Beixoasl 65—80%) ¢ mpumeckio
umua3o[ 1,2-bnupa3oiaoB B KayecTBE MHHOPHBIX MpOAYyKTOB. B pabore mpuse-
JIEHBI CIIEKTpaJIbHbIE JJaHHbIE TIOJIYUYEHHBIX TeTepOLMKIIOB, pe3ynbTaTel PCA nupa-
3010[ 1,5-a|nupumuaHa, a Takke 00CYKIAr0TCs BEPOATHBIE MapIIPyThl PeakLui,
B KOTOPBIX aMUHOIMPa30J1bl BeicTynaroT Kak N,N- u C,N-ounyxieouisl.

4.34/4.06

3¢

Puc. 1. OcHoBHBIe B3aumozeiicTBus B criektpe HMBC coenunenus 3¢
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Tabnuma 1
DU3UKO-XMMUYECKHe XapPAKTePUCTHKHU MOJIY4YeHHBbIX coeuHeHul 3a—e, 6a—d, 7a—d, 8e

Haiineno, %
?{Z?II/II: ;gg;;;l Boruucneno, % T. ., °C Bgf;gg;{?
C H N

3a C,aH;3N;05 61.73 4.90 1573 | 270272 31
61.99 4.83 15.49

3b C14H,CIN;O5 54.98 4.11 13.58 278-280 33
55.00 3.96 13.74

3¢ C1H7N30; 63.98 5.61 13.98 | 275276 35
64.20 5.72 14.04

3d CyeH N0, 61.00 5.54 1340 | 269271 38
60.94 5.43 13.33

3e C1eH14F5N;O, 51.82 3.74 1133 | 256258 27
52.04 3.82 11.38

6a CsH; N;Os 60.68 433 1630 | 260-262 20
60.70 431 16.33

6b C13H;oCIN;O; 53.40 332 1435 | 277279 26
53.53 3.46 14.41

6¢ C,aH;3N;05 61.65 475 1536 | 265267 29
61.99 4.83 15.49

6d Cy5sH,5N50; 6325 521 1480 | 275276 38
63.15 5.30 14.73

7a CsH; N;Os 60.68 433 1630 | 241-243 15 (A)
60.70 4.31 16.33

b C,3H4CIN;O; 53.33 3.38 1439 | 262264 20 (A)
53.53 3.46 14.41

Te C4H3N505 61.69 4.63 15.42 255-256 26 (A)
61.99 4.83 15.49

7d C,sH;sN;O5 63.25 5.16 1480 | 223-225 69 ()
63.15 5.30 14.73

8e C,sH oFsN;05 53.49 2.83 1241 198-200 63
53.42 2.99 12.46

Hamu Obumtn mipoBeneHBI WCCIENOBaHUS peakuuu amuHOmupazonoB la—c,ef
C MaJIeMHOBBIM aHTHAPUAOM (2b). YcraHOBJIEHO, YTO B3aWMOIEHCTBHE IMPOTEKAET
BHECKOJIBKO CTaJIVii, BKIFOUAIOIINX AlMIIMPOBAHNE aMHHOIIMPA30Jia C TIOCIeAy oI
[UKJIM3AIHEH, a TaK)Ke TIePETPYIITUPOBKY MATUWICHHOTO IIUKIMIECKOTO MPOAYKTa B
Oomee ycToWYMBBIN IecTUWieHHBIH. CyIeCTBEHHOE BIMSHHE Ha IPOTEKaHUE
peaknuii OKa3pIBacT TEMIIEPATypa.

[Ipu xonnmeHcanmu amuHOMMpazonoB la—c,f ¢ MamenHOBEIM aHTHIPUIOM (2b)
B YKCYCHOM kucioTe mpu HarpeBaHuu 10 50 °C mepBoHadanbHO 00pas3yrOTCS
anuKiInyeckue uarepmennatsl Sa—d [13], koTopeie BrIManawT B ocaloK. JlanbpHen-
mee HarpeBaHue 1o 80 °C B TeueHne 3—4 4 NPUBOJIUT K MOCTENIEHHOMY pacTBO-
pennro coequHennit Sa—d u oOpaszoBanuto 2,3-puruapo-1H-umunaso[1,2-b]nupa-
30J10B 6a—d BMeCTO mpeanoigaraeMblx UMHIIOB 8.

BrinepkuBanne peakunoHHoM cMmecu npu Temmnepatype 80—-100 °C B TeueHue
6 9 IpUBOIUT K 00pa30BaHUIO ¢ BbIXOAAMH A0 26% 4,5,6,7-TeTparuaponupasono-
[1,5-a]mupumunuaoB 7a—d winu cmecu coenuHeHwit 6a—d m 7a—d c mpeoOna-
JlaHreM TocienHuX. Ha OCHOBaHWM BBIIECKa3aHHOTO MOXKHO IPEAIONIOKUTh, YTO
penmKIM3anud ¢ 00pa3oBaHWEM IMATH- M MISCTUYWICHHOTO IWKIA HE SIBIISIOTCS
KOHKYpHUPYIOIIMMH TpOLECCaMH, Kak Mpeamnoyaranock paHee. HampoTtus, mpu
B3aMMOJICHCTBIH aMHHO0A30J1a C MAJICMHOBBIM aHTHIPUIOM 00pa3yroleecs: BHaYaje
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Tabnuma 2
Cnektpbl AMP 'H MOJIy4eHHBIX coelMHeHuii 3a—e, 6a—d, 7a—d, 8e

Coenu-
HEHHE

XuMu4eckue CABUTH, O, M. A. (J, ['m)

3a

3b

3c

3d

3e

6a

6b

6¢

6d

Ta

7b

Tc

7d

8e

12.38 (1H, ¢, COOH); 10.73 (1H, ¢, NH); 7.64 (1H, c, H-2); 7.48 (2H, 1, J = 7.7, H Ph);
7.35 (2H, 1, J=7.7, H Ph); 7.20 (1H, 1, J = 7.8, H Ph); 4.44 (1H, 1. 1, J = 7.0, J = 12.6) u
417 (1H, 1, J= 12.6, 7-CH,); 3.25 (1H, 1. 1. 1 1, J = 5.6, J = 6.0, J = 7.0, J = 12.6, 6-CH);
273 (IH, 1 1, J=5.6,J=172)n2.53 (IH, 1. 1, J = 6.0, J = 17.2, CH,COOH)

12.36 (1H, ¢, COOH); 10.79 (1H, ¢, NH); 7.66 (1H, ¢, H-2); 7.48 (2H, 1, J = 8.5,
H-2,6 Ar); 7.40 (2H, 1, J = 8.5, H-3,5 Ar); 4.45 (1H, 1. 1, J = 7.0, J = 12.6) n 4.15 (1H, 1,
J=12.6,7-CH,); 3.23 (1H, 1. . 1. 1, J= 5.6, J= 6.0, J= 7.0, J = 12.6, 6-CH); 2.75 (1H, 1.
n,J=5.6,J=172)n2.52 (1H, 1. 1,J = 6.0, J = 17.2, CH,COOH)

12.34 (1H, ¢, COOH); 10.50 (1H, ¢, NH); 7.19 (1H, 1, J = 8.7, H Ar); 7.18 (2H, 1, J = 8.7,
H Ar); 434 (1H, 1. 1, J = 7.0, J = 12.4) 1 4.06 (1H, 1, J = 124, 7-CH,); 3.20 (1H, 1 1. & A,
J=5.6,J=60,J=7.0,J=124,6-CH); 2.71 (1H, 1. 1, J= 5.6, J=17.1) n 2.51 (1H, 1. 1,
J=6.0,J=17.1, CH,COOH); 2.31 (3H, ¢, ArCH3); 2.11 (3H, ¢, 2-CH;)

12.33 (1H, ¢, COOH); 10.50 (1H, ¢, NH); 7.21 (2H, n, J = 8.7, H-3,5 Ar); 6.95 (2H, n,
J=87,H-2,6 Ar); 433 (1H, 1. 1, J = 7.4, J = 12.5) u 4.05 (1H, 1, J = 12.4, 7-CH,); 3.79
(H, ¢, OCHy); 320 (IH, 1. 1 & 1, J = 5.5, J = 6.6, J = 7.4, J = 12.5, 6-CH); 2.71 (1H, . 1,
J=55,J=169)u2.47 (I1H, 1. 1,J = 6.6,J = 17.1, CH,COOH); 2.11 (3H, ¢, 2-CH;)

12.39 (1H, ¢, COOH); 10.79 (1H, ¢, NH); 7.32 (2H, 1, J = 8.8, H-2,6 Ar); 6.98 (2H, n,
J=8.8,H-35 Ar); 451 (1H, 1. 1, J = 7.1, J = 12.6) u 4.27 (1H, 1, J = 12.7, 7-CH,); 3.78
GH, ¢, OCH;); 3.34 (IH, . 1. 1. 1, J = 5.5, J = 6.4, = 7.1, J = 12.6, 6-CH); 2.72 (1H, . 1,
J=55,J=172)u2.47 (14, 1. 1, J = 6.4, J = 17.2, CH,COOH)

12.57 (1H, ym. ¢, COOH); 11.72 (1H, ¢, NH); 7.84 (1H, c, H-6); 7.54 (2H, 1, J = 7.6, H-2.,6
Ph); 7.35 (2H, 1, J = 7.6, H-3,5 Ph); 7.16 (1H, 7, J = 7.6, H-4 Ph); 4.92 (1H, 7, J = 4.6, 3-CH);
3.10 (1H, 1. 1, J=4.5,J=17.5)u 2.80 (1H, 1, J=4.7,J = 17.5, CH,COOH)

12.61 (1H, ym. ¢, COOH); 11.79 (1H, ¢, NH); 7.87 (1H, ¢, H-6); 7.56 2H, 1, J = 8.5,
H-2,6 Ar); 741 (2H, 1, J = 8.5, H-3,5 Ar); 4.93 (1H, 1, J = 4.6, 3-CH); 3.08 (1H, 1. 1,
J=45,J=175u3.01 (1H, x. 1, J=4.7,J = 17.5, CH,COOH)

12.40 (1H, yu. ¢, COOH); 11.48 (1H, ¢, NH); 7.39 (2H, 1, J = 7.5, H-3,5 Ph); 7.35 (2H, n,
J=1.5, H-2,6 Ph); 7.22 (1H, 1, J = 7.5, H-4 Ph); 4.84 (1H, 1, J = 4.7, 3-CH); 3.04 (1H,
nn,J=45,J=173)u2.95(1H, . 1, J=4.9,J= 17.3, CH,COOH); 2.28 (3H, ¢, CHs)

12.56 (1H, ym. ¢, COOH); 11.47 (1H, ¢, NH); 7.24 (1H, 1, J = 8.1, H-2,6 Ar); 7.19 (1H,
J=8.1, H-3,5 Ar); 4.75 (1H, 1, J = 4.7, 3-CH); 3.03 (1H, . 1, J = 4.5, J = 17.3) u 2.95
(1H, 1. 1, J=4.9,J=17.3, CH,COOH); 2.31 (3H, ¢, ArCH;); 2.25 (3H, ¢, 6-CH,)

12.60 (1H, ym. ¢, COOH); 10.69 (1H, ¢, NH); 7.96 (1H, ¢, H-2); 7.24-7.16 (5H, m, H Ph);
530 (1H, 1. 1, J= 8.0, J= 1.1, 7-CH); 3.46 (1H, 1. 1, J = 8.0, J = 16.5) n 2.81 (1H, ym. 1,
J=16.5, 6-CH,)

12.60 (1H, ym. ¢, COOH); 10.37 (1H, c, NH); 8.04 (1H, ¢, H-2); 7.57 (2H, 1, J = 8.5,
H-2,6 Ar); 7.41 2H, 1, J = 8.5, H-3,5 Ar); 5.31 (1H, 1. 1, J = 7.6, J = 1.2, 7-CH); 3.49 (1H,
nn,J=76,J=165)12.80 (1H, ym. 1, J = 16.5, 6-CH,)

12.50 (1H, yu. ¢, COOH); 10.56 (1H, ¢, NH); 7.36-7.28 (5H, m, H Ph); 5.03 (1H, 1. 1, J =
1.0, J=8.0, 7-CH); 3.30 (1H, x. 1, J = 8.0, J = 17.0) n 2.74 (1H, 1. 1, J = 1.0, J = 17.0,
6-CH,); 2.18 (3H, ¢, CHj)

12.90 (1H, ym. ¢, COOH); 10.52 (1H, ¢, NH); 7.17 (4H, ¢, H Ar); 5.01 (1H, ym. 1, J = 8.1,
7-CH); 3.27 (1H, 1. 1, J = 8.0, J = 17.0) u 2.73 (1H, 1, J = 17.0, 6-CH,); 2.34 (3H, ¢,
ArCHs) 2.14 (3H, ¢, 2-CHs)

14.10 (1H, ¢, NH); 7.23 (2H, ¢, CH=CH); 7.09 (2H, 1, J = 8.8, H Ar); 6.92 (2H, 1, J = 8.8,
H Ar); 3.77 (3H, ¢, OCH;)

KUHETUYECKH KOHTPOJIMPYEMOE COEOUHEHHE 6 SBISIETCS NpeALIeCTBEHHUKOM
NHUPa30JONUPUMHUINHA 7, B KOTOPBIH OHO IIpeBpallaeTcsi B pe3yibTare mepe-
rpynnupoBkd. [loaTBep)kaeHneM 3TOro NPEAINoIoKeHUs SBIsSETCsS TO, YTO Harpe-
BaHue coeauHeHus 6d B ykcycHol kucnote npu 80—90 °C B TeueHue 6 4 MPUBOAUT
K oOpa3oBanuto coenuHerus 7d ¢ Berxogom 69%.
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UckmioueHnem sBIseTcs KOHIEHCANMS aMUHOMMpa3oja le ¢ MaJeMHOBBIM
aarugpuaoM (2b). Tak, npu HarpeBaHnu 3Tux coeanHenuil npu 80 °C B TeueHue
1.5 4 oOpasyercs umug 8e c¢ BeixogoM 63%, 4YTO, BEPOSITHO, OOBSCHAETCS
BIIMSTHHEM DJIEKTPOHOAKIIETITOPHOTO TPUPTOPMETUIHHOTO 3aMECTHTEISL.

Crpoenue coenuHeHuil 6a—d, 7a—d, 8e moaTBepkaaeTcsi JAHHBIMU CIEKTPO-
ckormu SIMP 1 macc-criektpomerpun (tabn. 1-3). Tak, B cniekrpe SIMP 'H coenu-
HeHnit 7a—d curnan npotona NH Haxonutcs B Gonee cuibHOM mone (okoso 10.4
BMecTo 11.4 M. 1. st coequaennii 6a—d). CurHalmT METHHOBOTO MPOTOHA B CIIEKT-
pax coenuHeHuil 6a—d wu3-3a BeIpokaeHHBIX KCCB wumeer Buj TpuiuieTa
¢ omm3kumu koHctaHTamu 4.6—4.7 ', a B cmekrpax coeanHeHuit 7a—d — Buf
ny6nera nyonetos (J, = 7.6-8.0 u J,, = 1.0-1.2). Takxe cTpoeHHe coeauHeHu 6
TOATBEPKICHO TAHHBIMH JIByMEPHO#H KOPPEIsIHOHHOM criekrpockormu SIMP "H-"H
u 'H-"C. Onpenensonmm MATHWICHAYIO CTPYKTYPY SBISETCS KPOCC-TIMK METH-
HoBoro yrieposaa C-3 ¢ mporonom NH B criekrpe HMBC coenunenns 6d (puc. 2).

Puc. 2. OcnoBuble B3aumoeiictus B ciekrpe HMBC coenunenus 6d
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Tabnuma 3
Macc-cnekTpsl NOJTYy4YeHHBbIX coenHenuii 3a—e, 6a—d, 7a—d, 8e

Coemu-
HEHUE

3a 271 [M]" (100), 226 (61), 212 (20), 171 (25), 159 (64), 143 (28), 115 (22), 102 (31), 89
(23), 77 (23), 55 (27), 45 (28), 41 (37), 39 (46)

3b 305 [M]" (9), 260 (6), 193 (7), 149 (19), 142 (46), 123 (30), 114 (50), 101 (47), 75 (64),
55 (85), 39 (100)

3¢ 299 [M]" (100), 281 (94), 254 (95), 240 (39), 226 (40), 211 (19), 200 (41), 187 (47),
156 (44), 141 (22), 129 (23), 69 (42), 59 (88), 43 (64)

3d 315 [M]" (15), 269 (6), 145 (11), 119 (13), 115 (14), 103 (29), 85 (26), 77 (40)

3e 369 [M]" (17), 257 (100), 242 (50), 171 (52), 157 (44), 145 (27), 113 (30), 102 (26), 85
(73), 76 (33), 69 (37), 55 (59), 41 (98)

6a 257 [M]" (100), 212 (49), 184 (32), 142 (18), 115 (34), 102 (24), 89 (54), 77 (27), 63
(44), 55 (36), 51 (53), 45 (93)

6b 291 [M]" (100), 246 (97), 218 (42), 193 (22), 178 (32), 149 (24), 142 (37), 114 (52),
101 (23), 88 (18), 75 (36), 55 (40), 45 (78)

6¢ 271 [M]" (100), 227 (17), 226 (67), 225 (40), 212 (22), 198 (48), 173 (25), 157 (22),
142 (14), 130 (13), 115 (80), 89 (39), 63 (17), 42 (26)

6d 285 [M]" (100), 240 (50), 226 (21), 212 (33), 187 (12), 171 (12), 156 (16), 129 (33),
115 (16), 103 (23), 77 (23), 42 (32)

7a 257 [M]* (100), 212 (46), 192 (34), 159 (21), 143 (18), 142 (11), 130 (12), 115 (15), 89
(14), 43 (28)

7b 291 [M]" (59), 246 (100), 219 (30), 193 (24), 178 (24), 150 (24), 142 (55), 114 (48), 75
(36), 55 (40), 44 (78)

Te 271 [M]" (64), 226 (100), 198 (11), 173 (13), 157 (11), 115 (38), 89 (22), 77 (15), 63
(13), 44 (15), 42 (21)

7d 285 [M]" (39), 240 (100), 226 (13), 212 (32), 206 (11), 167 (11), 155 (12), 136 (31),
129 (18), 128 (17), 102 (19), 89 (11), 76 (17), 67 (15), 59 (13), 57 (17), 55 (11), 45
(11), 43 (44)

8e 337 [M]" (32), 268 (6), 240 (6), 190 (9), 157 (8), 144 (7), 82 (33), 69 (21), 54 (100)

m/z (L., %)

Takum 00pa3om, KOHJEHCALUsI HeTpeAeTbHBIX MTPOU3BOIAHBIX Y-IUKApOOHOBBIX
KHCJIOT ¢ aMUHONIMPA30JaMHi MPUBOANUT K 00Pa30BaHUIO PA3IUYHBIX MO CTPOCHHIO
CTPYKTYp, YTO B IIEPBYIO Oue€pelb OIPENEIsieTCs PEeaKIHMOHHOH CIOCOOHOCTHIO
TUKapOOHHUIIBHOTO COCIMHEHHUS, BIMSHUEM 3aMECTHTENIeHl B aMHHOMHUPA30JIe U
TEMIIEPATYPHBIM PEXUMOM PEAKIIMH.

SKCHEPUMEHTAJIBHAA YACTb

Crnexrpst IMP 'H u "C 3apeructpuposansl va npuGope Bruker DRX-500 (500 u 125
MI'tr coorBerctBernHo) B JMCO-d¢ mpu 30 °C. CraHmapT — OCTaTOYHBIE CHTHAJIBI
pactBoputens (2.50 m. a. ans sanep IH, 39.5 M. . st siaep 13C). Jis 3anmcn TByMEpHBIX
CIIEKTPOB HCIIOJb30BaHbI CTaHJIAPTHBIE MeToAWKU (Gupmbl Bruker. Bpemsi cmemmBanus B
cnektpax NOESY — 0.3 c. Oxcnepumentst HMBC ontumusuposansl it KCCB Jyc = 8
I'n. Macc-cnekTpsI 3anucassl Ha criektpomerpe MX-1321 ¢ mpssMbIM BBOZOM 00pasia mpu
100-150 °C u nonmsmpyromem HampspkeHnn 70 3B. DneMeHTHbBIN aHanu3 MpoBeACH Ha
npudope Perkin Elmer 2400. TemmnepaTyps! miaBienus onpeaeneHs! Ha npudope [TTIT-M.

Ucxonnbie coenuaenus 1a—d cHHTE3MpOBaHBI IO M3BECTHBIM METOAMKaM [12].

Cunre3 (2-R-3-apui-5-oxco-4,5,6,7-terparuaponupa3soso|1,5-ajmupumMuauH-6-ui)-
YKCYCHBIX KHCJIOT 3a—e (o6mas meromuka). Cmech 0.01 Monp ammHOmnmpaszona la—e u
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1.3 1 (0.01 momnp) ntakoHoBo# kucioThl (2a) B 5 M AcOH nepememmusator mpu 80 °C B
TeueHne 2—4 4 10 oOpa3oBaHHs ocajKa. BbIIeNUBIIMIACS 0CaJOK OTGHILTPOBBIBAIOT U
NepPEeKpUCTAIUIN30BBIBaOT U3 cMecu EtOH—/IM®DA, 3:1.

Coemnnenne 3c. Crexrp SIMP °C, 8, m. 1.: 172.5 (COOH); 168.5 (NHCO); 144.8
(C-2); 135.6 (C-3a); 135.0 (C-4 Ar); 128.9 (C-3,5 Ar); 128.7 (C-2,6 Ar); 128.5 (C-i Ar);
103.9 (C-3); 46.5 (C-7); 36.6 (C-6); 31.7 (CH,COOH); 20.7 (ArCHj); 12.8 (2-CH,).

Cunres (6-R-7-apuia-2-okco-2,3-quruapo-1H-umunasoso[1,2-bnupazon-3-ua)ykcyc-
HBIX KHCJIOT 6a—d (obmas metonmka). Cmech 0.01 monp amuHOoTMpaszona la—c,f u 0.98 r
(0.01 momp) manennoBoro aurunpuaa (2b) B 5 man AcOH nepememmsator npu 80 °C
B TedeHue 3—4 49 1o oOpa3oBaHHs OcCaaka. BeIIenuBHIIMICS 0CaoK OT(HUIBTPOBHIBAIOT
U TIEPeKpUCTAIUTH30BEIBAIOT U3 cMecu EtOH—/IM®A, 3:1.

Coemnnenne 6d. Crextp SIMP °C, 8, m. a.: 175.3 (COOH); 170.2 (NHCO); 147.3
(C-6); 141.6 (C-7a); 134.6 (C-4 Ar); 129.2 (C-2,6 Ar); 129.0 (C-i Ar); 127.1 (C-3,5 Ar);
99.8 (C-7); 56.8 (C-3); 34.1 (CH,COOH); 20.6 (ArCHs;); 14.1 (6-CHj).

Cunre3 2-R-3-apui-5-okco-4,5,6,7-rerparnaponupasoJio[1,5-ajnupumuann-7-kapoo-
HOBBIX KHca0T 7a—d (obmast meronnka). A. Cmech 0.01 monp ammHOomnmpaszona la—c,f
1 0.98 1 (0.01 monp) MmanennoBoro arruapuaa (2b) 8 5 v AcOH nepememuBatoT npu 80—
100 °C B Teuenume 6-8 u, 3arem mpodaemstor 10 min H,O, oOpasopaBmiuiicss ocamok
OT(UIBTPOBBIBAIOT, NEPEKPUCTAIN30BEIBAIOT N3 EtOH 1 npoMBIBatOT alieToHOM.

B. PactBop 0.001 momnps coemmuenns 6a—d B 3 M1 AcOH mepememmBatot pu 80—-100 °C
BTeueHne 6 u, 3arem gobaBmsror 10 mim H,O, oOpasoBaBmumiicss ocamok
OT(UIBTPOBBIBAIOT, EPEKPUCTAIN30BEIBAIOT N3 EtOH 1 mpoMBIBaIOT alieToHOM.

1-[4-(4-MeTtoxcudennn)-3-(tpudpropmernii)-1H-mupazon-5-ui]-1H-nupon-2,5-1mon
(8¢) morydeH mo MeToMKe CHHTEe3a coenHeHnid 6a—d n3 coequaenus le B redenue 1.5 4.

Paboma evinosnena 6 pamxax memamuueckozo niana Munodopnayku Pd
(npoexm Ne 3.1930.2011) u oocosopa Ne 02.G25.31.0007 (nocmanosnenue
Ipasumenvcmea P® Ne 218 npu noodepacke Munobpnayxu PD).
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