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Hnenponempogckuti nayuonanvrulii ynugepcumem um. Oneca 'onuapa

HOBBIE 3IIOKCHUJIHBIE ITPOU3BO/IHBIE
HA OCHOBE ITPOAYKTOB KOHAEHCAIIHN
IHIANKOBOI'O AHIT'UAPUJA C AMUHOKHNUCIOTAMU

3nilicHeHO CHHTe3 HOBUX eMOKCH/IIiB HA OCHOBI MPOAYKTIB KOHJeHcaNii eHMKOBOr0 aHTiIpuay 3
amiHOKHCJI0TAaMH — (+)-0-ajaHiHOM, (-)-0-anaHiHoM u P-anaHiHoM. BuOpaHo onTUMaibHY MOC/iA0B-
HicTh peakuiii Ta yMoB cuHTe3y. BynoBy mponykriB minrBepaxeHo merogamu IY-cnexrpockomii Ta
cnextpockomii SIMP 'H.

[IponykTel KoHIEHCaK 3HIUKOBOro anruapuaa (1) ¢ anudpaTHuecKuMH aMUHO-
KHCIIOTAaMH HEOJHOKPATHO HCIIOJNIE30BAaHbI HAMH IS MOMyYSHUS Pa3IMYHBIX THUIIOB CO-
eIMHEHUH KaK ¢ y4acTHeM KapOOKCHIIbHON TPYIIIBI, TaK M HAIIPSDKEHHOW ABOMHOM CBA3H,
B YaCTHOCTH, 1uisi cuHTe3a amuoB (2, X = CH,, CH(CHj;), R = Alk, Ar, Het) [2, 3], mo-
YEeBHH, ypeTaHoB (3) U UX 3MOKCUAHBIX Tpou3BoAHbIX (4, R = Alk, Ar, Het, R* = Alk) [4;
5], a Taxxke Oonee cnoXHBIX coenuHeHul (5, 6, R = Ar) [5; 6]. Llenpro manHoW paboThl
SIBUJIACH pa3paboTKa yHOOHOro METO/Ja CHHTE3a HOBBIX ATOKCHIHBIX MPOU3BOIHBIX HA
OCHOBE TIPOAYKTOB KOHJICHCAIIMH 3HIUKOBOTO aHTHIPHAA C U30MEPHBIMH aMHUHOIIPOIIA-
HOBBIMH KHUCIIOTaMH, MPUYEM, B CIydac O-aJlaHUHA WCIOIb30BaHBI KaK paleMUYecKas,
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TaK U ONTUYECKH akTUBHas L-popma. Kak mokasamy Hamm moOCHCTHUE UCCIICIOBAHMS,
SMOKCHJIBI JAHHOTO PsZia MOTYT OBITH UCIOJIB30BaHBI KaK YJAOOHBIE CHHTOHKI JUIS TIOJNTY-
YEHUS HOBBIX T€TEPOIOIUIIMKINYECKUX cucTeM [7; §].
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CuHTE3 UCXOAHBIX KUCIOT (7—9) OCyIIeCTBIIEH MO KIacCHuecKord meroauke [2; 3]
KHITSTYCHUEM 3KBUMOJBHBIX KOJIWYECTB JHAMKOBOIO AHTHJpPHIA U COOTBETCTBYIOLIEH
AMUHOKHCIIOTHI B JIEASTHON yKCYCHOH KucioTe. s mosryueHus [eJeBbIX SIIOKCUOB pea-
JM30BaHBI 1Ba Moaxona. B cooTBeTcTBUUN € MEpBBIM KHUCIOTH (7-9) Yepe3 mpoMexyTod-
HOE€ TMPEBpAIICHUE B XJIOPAHTUAPHUABI U MOCIEAYIOMYI0 00pabOTKy COOTBETCTBYIOIIMM
amMuHOM TpaHchopmupoBanbl B amuabl (10—12); okuciieHHEM MOCIEIHHX MEPOKCUMY-
PaBBHHOM KHCIIOTOH B MOMEHT ee o0pa3oBaHUS U3 98 %-HOM MypaBbHHOW KHCIOTHI U
50 %-Horo mepokcuaa BoIopoaa ObUIH MoiydeHsl amokcuasl (13—15), cTpykTypa KoTO-
PBIX HOATBEPIKIEHA C TIOMONIBIO JaHHBIX MK-criekTpos u crekrpos SIMP 'H (Ta6u. 1, 2).

6] (e}
> fOH 1) PCI,, CHCI, > . D NRR, NR,R,
| )] Nx
2) HNR,R,, E3N
CHCI, o
7-9 10-12 13a-a, 14a-t, 153, 6
X = -CH,CH,- (10);
(d)-CH(CHj)- (11);

()-CH(CH,)- (12)

X =-CH,CH,-, NR,R, = NHCH,Ph (13a), NH, (136), mopdomwn (138), NHC,H,CH,-p (13r), NEt, (13);
X = (dl)-CH(CH,)-, NR R, = NHCH,Ph (14a), NH, (146), mopposmn (148), NHC,H,CH,-p (14r);
X = (I)-CH(CH,)-, NR R, = moposmur (15a), NHC,H,CH,-p (156)

XapaxrtepHoii ocoderHocTbio MK-criekTpoB snokcuaos (13—15) sBisiercs Hanu4uue
TI0JIOC MOTJIOMIEHHs B 06macT 860-850 cM', KOTOpBIE COOTBETCTBYIOT BAJIEHTHBIM KOJIe-
OanusiM cBsizelt C-O HanpsHKEHHOTO SMTOKCHTHOTO KA [1].

B crekrpax SIMP 'H snokcunos (Ta6i1. 2) MCUe3aloT CMTHANBI B oOmacTa 6.00—
6.20 M. 4., KOTOpBIE XapaKTEpU30BaJIN PE3OHAHC MPOTOHOB IBOMHON CBS3M, U MOSABIISIOT-
cs curHaibl B obmactd 3.25-3.10 M. J1., OTHOCAIMECS K pe3oHaHcy mporonos H®, H’
snokcuaHoro 1ukia [9]. [lpumeuareneH takxke casur B cuibHOe mose (1.06—-1.03 m. 1.)
curaana nporona H'"™, HCHEITBIBAIOIIEro MArHUTHO-aHH30TPOIHOE BIMSHHE SIOKCHIHO-
ro IUKJIA.

Bcrnencreue BpICOKOH aKTHBHOCTH MTEPOKCUMYPaBbUHON KHCIOTHI KaK OKUCIHUTENS,
a TaKkKe TMIPOKCHIIMPYIONIEro areHTa JaHHBI METOJl UMEET HEKOTOpBIE OrpaHUYEHUS,
CBA3aHHBIE, HAapPUMEP, C HEBO3MOXKHOCTHIO MOIYYEHMS 3MOKCHAMMJIOB, COAEpPMKAIIMUX
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Tabnuya 1
CBolicTBa INMOKCHIHBIX MPOU3BOAHBIX (13-15)

Ne JlaHHBIC BIIEMEHTHOrO aHanu3a, N, %
Beixon, o [TapameTpsl
coe- o T. mn., °C .
- % UK-cniextpoB, cm-1 Haiineno dopmyna Brraucaeno

3365, 3070, 3040,
1760, 1670, 1640,

13a | 909 | 198199 | |00 oS0 1240,

8.17 Ci9H0N,04 8.23

870
3330, 3064, 3020,
136 74.9 210212 1765, 1680, 1655, 11.09 C12H 14N> O4 11.19
1540, 1245, 855
138 95.1 145-147 8.44 C16H20N205 8.74
3330, 3060, 3020,
13r 81.7 202-205 1760, 1680, 1650, 8.15 Ci9H0N,04 8.23

1540, 1260, 860
3280, 3080, 3020,

14a 93.1 180-181 1770, 1700, 1660, 8.11 Ci9H0N,04 8.23
1550, 1260, 860

146 91.8 219221 11.01 Ci,H14N, 04 11.19
3300, 3060, 3020,

148 82.0 209-211 1772, 1705, 1665, Ci6H20N>05 8.74

1550, 1250, 855
3330, 3070, 3040,
3010, 1760, 1690,
1650, 1540, 1260,

14r 76.2 205-208 Ci9H0N,04 8.23

860
15a 81.3 130-133 8.64 Ci6H20N>05 8.74
3330, 3055, 3020,
156 83.2 215217 1760, 1675, 1655, Ci9H0N,04 8.23

1540, 1260, 860

OCTaTOK a30T- MJIM CepyCcoAep Kallero rerepouukia. B cBsa3u ¢ 3TuM Hamu ObLT MPEAsio-
YKEH BTOPOM MOIXOJ, 3aKII0YAIOIINICSA B MPOBEACHUH 3MOKCUANPOBAHMS HA MIEPBOM CTa-
oun ¢ obpasoBaHreM dMOKCUKUCTOT (16, 17), TpancopMUpPOBaHHBIX Jaiee B LENCBbIC
SMOKCH/IBI 110 CTAHJAPTHON CXEME.

O o
I
HCOH 7\ N\ VOH 1) PCl,, CHCI,
7,8 N—X 13,14
\< 2) HNR R,, Et;N
0 CHCI,
16, 17

Crtpykrypa HOBBIX 3mokcuioB (16, 17) moareepxkaena anamizom UK-criektpoB u
criextpoB SIMP 'H (Ta6u. 1, 2), PU3NKO-XMMHUYECKHE CBOHCTBA SOKCHAMUIOB OKA3aJIHCh
UJICHTUYHBIMU CO CBOMCTBAMH COCIUHEHUM, MOMYUYEHHBIX 10 iepBoMy Metony. Cnenyer
OTMETHTb, YTO BTOPOH MOAXOJ OKasaJcs Oojiee yIaYHBIM KaK C TOYKU 3PEHHUS BBIXOJA,
TaK M YUCTOTHI OTYYCHHBIX COCIMHEHUN, U MOXKET OBITh PACIIPOCTPAHEH ISl ITOTyUSHUS
LIMPOKOT0 Psiia SMOKCUIOB NAHHOTO THIIA.
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Tabnuya 2
Mapamerps! cextpos SIMP 'H snokcuamunos (13, 14), 5, M.z

Ne
coenu- HY H> | g% H!% H!% g H? 3aMecTHTEND
HCHUA
7.31 (5H, H™), 6.02 (1H,
13a 3.09 3.00 | 3.11 | 1.61 1.03 | 3.79 | 2.52 NH), 4.37 (2H, ArCH,)
7.34 (1H, NH),
136 3.08 286 | 3.20 | 1.34 | 1.05 | 3.52 | 2.30 6.86 (1H, NH)
9.86 (1H, NH), 7.39 (2H,
13r 3.06 285|321 | 1.33 | 1.04 | 3.64 | 2.56 HAr), 7.07 (2H, HAr),
2.23 (3H, ArCH;)
7.36 (1H, NH),
146 3.033.16 | 2.87 | 3.25 | 1.37 | 1.06 | 443 1.37 7.11 (1H, NH)
148 3.123.18 | 3.11 | 3.26 | 1.65 | 1.05 | 4.93 1.61
7.96 (1H, NH), 7.33 (2H,
l4r 3.183.25 | 3.03 | 3.18 | 1.62 | 1.03 | 4.84 1.65 HAr), 7.10 (2H, HAr),
2.30 (3H, ArCH3)

3KCI’[epI/IMeHTaJ’ILHaﬂ 4acTb

UK-cnextps! n3mepsinu Ha cnekrpomerpax UR-20 u NICOLET Impact 400 B 06-
nactu nornomenus 4000-400 cM”' s 06pasIoB COeNMHEHHMI B TabIeTKax ¢ GpPOMH-
nom kamus. Criextpsl IMP 'H 3amuchiBanu Ha pamguocrekTpomerpe Varian VXR (pa-
6oune gactotel rereparopa 300 u 200 MI') nyist pacTBOPOB COeIWHEHHH B ACHTEPO-
xnopodopme u aelrepoauMeTuiIcynbdokcuae ¢ npumeHeHneM TMS B kauecTBe BHYT-
penHero cra"zapra. KoHTpodb 3a XOJ0M peakiuil M YUCTOTOM CHHTE3MPOBaHHBIX
coenmuHeHuil ocymectBisian MeronoM TCX Ha mmactuHax Silufol UV-254, snroent —
2-mponaHoi; MPOSABUTENb — Maphl HoAa. DIeMEHTHBIN aHaIu3 BBIIOIHIN Ha aHaIN3a-
tope Carlo Erba.

Oo0mas Meroanka noay4denusi amuaon (10-12).

K pacrBopy 2,00 1 (8,5 MM0IB) COOTBETCTBYIOIIEH KUCIOTH (7-9) B 5—7 M1 cy-
Xoro xjopodopma 100aBIAIN HEOONBIIMMH HOPUUSAMHU MPU NepeMemnBanuu 2,13 r
(10 mmons) PCls 1 nponoikanu nepeMeinBaHue 0 OKOHYAHHS BBIACICHHS XJIOpHU-
ctoro Bonopoaa (10-20 mun). Jleryune NpoAyKTHl yAalsid B BAKyyMe BOZOCTPYHHO-
ro Hacoca, K OCTaTKy H0OaBIISJIM TEKCaH, BBIMABLIMKA OCAAOK XJIIOPAHTUAPHUIAA OT-
¢unbTpOBBIBaNK U 0€3 JOMONHUTENbHON OYMCTKHA BBOJWIM B PEAKIHIO C COOTBETCT-
BYIOIIMM aMHHOM. /[ 3TOro k mepeMemnBaeMoi cMecu 4 MMOJIb aMHUHA U 5 MMOJb
(0,69 mu) TpusTHnamuna B 10 Mi cyxoro xynopogopma B TeueHue 20 MUH 100aBIIsLIIN
1,00 T (4 MMOJIB) COOTBETCTBYIOIIETO XJIOPAHTUAPUIA U MPONOJKATIH MEpeMelInBa-
HUe 10 okoH4aHus peakuuu (maHHeie TCX). Jleryune BeliecTBa yAausuid B BaKyyMe,
K OCTaTKy J00aBIsIM HEOOIbIIOE KOJTUYECTBO BOABI, BBHINABLIMKA OCaJ0K (QUIBTPOBA-
7Y, OCTOPOKHO NMPOMBIBAIM Ha (UIBTPE Pa30aBICHHBIM PaCTBOPOM XJIOPHCTOBOAO-
POIHOM KHCIIOTHI U BOJOW, BBICYIIMBAIM Ha BO3AYXE M MEPEKPUCTAUIN30BBIBATIN U3
OeH307a UK 2-mponaHoa.

N-Benswiamun  3-(4-azarpunnkio[5.2.1.0%"°| nen-8-en-3,5-1non-4-ui)npo-
nanoBoii kucaotel (10a). Beixon 65.1%. T.mn 103—105 °C. UK-crektp, oM @ 3440,
3335, 3080, 3020, 2980, 1760, 1700, 1655, 1550, 1240, 720.

Amua  3-(4-azatpunnkio[5.2.1.077"°| nen-8-en-3,5-11m0H-4-11)IPONAHOBO
kucaorel amug (106). Berxox 49.1%. Tt 185-187 °C (pazn.).
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Mopdoanaamua 3-(4-azarpunnkio[5.2.1.07"°| ren-8-en-3,5-1nou-4-mi)npo-
naHoBoii kucaothl (10B). Boixox 65.2%. T.mn 116-118 °C. UK-crektp, cM: 3070,
2990, 1770, 1695, 1640, 1230, 735

N-(n-Tommnamun) 3-(4-azarpunukiio[s.2.1 |neu-8-en-3,5-quon-4-ua)npo-
naHoBoii kucaoTel (10r). Beixon 71.4%. T.wr 150-151 °C. MK-crektp, oM @ 3225,
3180, 3045, 3020, 2970, 1765, 1700, 1645, 1540, 1255, 720.

N,N-Tmrunamun 3-(4-azarpunukio[5.2.1.0%°"°| nen-8-en-3,5-1moun-4-mi)mpo-
nanoBoii kucaotsbl (101). Beixox 78.8%. T.mun. 53-55 °C. UK-cnektp, eM ' : 3070, 2995,
1770, 1705, 1640, 1240, 735.

CBoiicTBa CHHTE3UPOBAHHBIX 1O AaHHOW MeToauke aMmuaoB (11, 12) cooTBeTCTBY-
10T TAaHHBIM, IPUBEICHHBIM B [3].

O0mas MeToANKa MOJTy4YeHH s JMOKCHAHBIX Mpon3BoaHbIX (13—17). K pactBopy
2 MMOITb COOTBETCTBYIOMIEro oneduna B 4—5 mi 98 % MypaBbUHOH KUCIIOTHI 100ABISIIN
5 Mmmonb 50% BOAHOrO pacTBOpa NEpoKCcHIa BOAOpoaa. PeaklinoHHYIO cMech ITepeMeNIn-
BaJIM MPH KOMHATHOW TeMmIeparype A0 oKoH4aHus peakuun (qannsie TCX), nerydue Be-
LIECTBA YAAJISUTH TPU IOHIKEHHOM JaBJICHUHU, K OCTaTKy 100aBIsIIN 3-4 MJ1 BOJBI, TTOTY-
YeHHBIH OCaJOK OTQWIBTPOBBIBANIM, BBICYIIMBAIN W MEPEKPUCTAJUIM30BBIBATH U3
2-nponanona wiau Oenzona. OU3NUECKUe CBOWCTBA M CIIEKTPAJIbHBIC TTapaMeTphl CUHTE-
3UPOBAHHBIX 0 IAHHOH METOAMKE STIOKCH]IOB MTPUBEACHHI B Ta0I. 1, 2.
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