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BBenenue
Bricokasi peakiMoHHasi ClIOCOOHOCTh M3aTHHA 00YCIIOB-
JUBAaCT €ro IIHPOKOE MNPUMEHECHHE B CHHTE3C pas-
JUYHBIX a30TCOACPKAIMUX TEeTePOIUKINYECKIX CTPYK-
Typ: U30MHINTO, U3aTOBOTO aHTUAPHA, CIIPO OKCHHIO-
JIOB, I/IHZ[O(beHaSI/IHOB.l HHTEepecHOW ¥ TpaKkTHYECKH
MOJIE3HOH OCOOCHHOCTHIO HM3aTHHOB, COACPIKAIUX
aIUIbHBIN 3aMECTUTEIb B IOJOXXeHHH N-1, sBiseTcs

JIETKOE PACKPBITHE MMATUWICHHOTO0 IHKJIA TMOJ Jei-
cTBUEM aMHHOB. PaccMoTpenHoe B 0030pe yKa3aHHOE
B3aWMOJICHCTBHE, B 3aBHCUMOCTH OT CTPOCHHS AIlHIIb-
HOTO 3aMECTHUTENsI W YCIOBHWH TMPOBENCHHS PEaKIUU,
MOXET IPUBOOUTH K 00pa3zoBaHUIo 2-(2-aruiaMumo-
(eHmn)-2-0KCoaneTaMUu0B, XHHOKCAJTHH-2-OHOB HIH
MPOM3BOIHEIX TUTHIPONHUPA3UH-2-0HA.

PackpbiTHe nukia 1-anuau3aTUHOB O] AelicTBHEM aMMHOB

K mHacrosmemy BpeMeHH Hambojee UCCICIOBAHHOM
SIBIISICTCS PEAKIHsI PACKPBITHA |-alMIM3aTHHOB IOX JICH-
CTBHEM TMEPBUYHBIX aMHHOB.” BsamMoseiicTBie ocyie-
creisitor B CH,Clp, koTOpOE, B 3aBUCHMOCTH OT PacTBO-
PUMOCTH HCXOJHOTO AallMJIM3aTHHA, MPOTEKAeT JUO0 MPHU
KOMHATHOW TeMIiepaType, JMOO IpH KWUICHUH PacTBO-
putens. Cambie HuU3kHe BbIXOAbl (40-55%) 2-(2-ammi-
amu0(eHm)-2-0KcoaleTaMu/I0B  HAOJFOIAI0TCST B Peak-
OUSX PAcKpBITH mUKIa 1-(2-HadTOorT)-MHIOMIH-2,3-TMOHOB
WM TPHA WCIOIBb30BAaHUH UTMHHOLECIHBIX IEPBHUYHBIX
aMHHOB. HekoTopwle W3 TOJIYYECHHBIX COCIMHEHUH OBLIH
HICTIONB30BAHBI B CHHTE3¢ ANKANOHAd MEPCHKapIuHA™ 1
TYaHUJIMHOB, TPOSBILIIONINX BBIPAKCHHBIC aHTHOAKTe-

R2 7P Oy _NHR®
o R3NH, R?
N CH,Cly, rtor A, 1-24 h ©
O)\FU 40-99% NHCOR'

R' = Alk, Ar; R = H, Me, Hal
R3 = Alkyl, Alkenyl, Aminoalkyl, Ar, NHC(O)indol-2-y!

puanbHble cBoiicTa.”” ToKa3aHO TaKKe, UTO TOXOOHBIM
00pa3oM pearupyroT W 3aMEIIEHHbIE B apOMAaTHYECKOM
IUKITe aHMIMHBL® OCc060 37€Ch CTOUT BBIICTHTH PEAKIIHIO
1-6em3ommm3atuaa ¢ 4-metwi-1,2-peHmnenmaMuHOM, Tpo-
TEKaIoIIyl0 0€3 pacKphITHA IMKJIA ¢ 00pa3oBaHHEM COOT-
BETCTBYIOIIEro HHA0(peHa3nHa. 8
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PackpeiTHe nukiIa 1-aqAIiM3aTHHOB MO/ 1eiiCTBHEM AMHHOB (OKOHYAHUC)

HHTepecHbIM HampaBieHUEM B3auMOAEHCTBUs 1-aneTu-
JMM3aTHHA C Pa3IUYHBIMH 1,0-TMaMUHAMH SBISETCS BO3-
MOYHOCTb 00Pa30BaHUs KaK CHMMETPHUHBIX OHC-aMHIOB,"
TaKk M 3aMEUICHHBIX AUTHIPONHPA3UH-2-OHOB WM TETpa-
rUApOasenuH-2-0HoB,

H,oN(CH,),NH»
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H,oN(CH32),NH,
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Dioxane or MeCN AcH
rtor 0°C, 2-12 h
58-72%

NH(CH,),NH ©

ITo TakoMy 3Ke IyTH O] JACHCTBHUEM IEPBUYHBIX AMUHOB
MPOKUCXOMUT PACKPHITHE LHUKJIA OUC-U3ATUHOB, COC/H-
HEHHBIX ANIKHJICHOBBIM WM M-(DEHIICHOBEIM MOCTHKOM,’
u 1,1'1"-(6enzon-1,3,5-rpuuntpurapOoHm) Tpr( MHIOTMH-
2,3-muona). ™
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R =H, Me, n-Bu, t-Bu
X = (CHz)2, (CH2)s, 1,3-phenylene

B kauecTBe npuMepa B3aMMOACHCTBUS BTOPUUHBIX aMUHOB
C alWIN3aTUHAMH CJIEyeT OTMETUTh HEAaBHIOIO paGOTy,6
rje TOKa3aHO, 4YTO, B OTJHWYHE OT BBHINICOMHUCAHHOTO
Merona, peakuus l-auernnuzatuHa c 1,2,3.4-terparuapo-
W30XWHOJIMHOM B TPHUCYTCTBUHU 3,5-TUHHUTPOOCH30MHOI
KHCJIOTHl TIPOTEKaeT 0Oe3 pacKphITHsA IHMKIAa ¢ 00pa3o-
BaHUEM COOTBETCTBYIOIIETO 3-THAPOKCHOKCHHIOMA.

3,5-DNBA
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MeCN, O,
80°C, 15 h
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PackpbiTHe nukia 1-anuau3aTUHOB NOJA AelCTBHEM (-:AMHHOKHMCJIOT

Peakiust pacKpbITHS MATHWICHHOTO 2,3-THOKCHHIOIBHOTO
LKA O] JeicTBHEM 3(QHUPOB 0-aMHHOKHCIOT (B BHE
THAPOXJIOPHUIOB) MPEACTABISIETCS] BEChbMA IEPCIIEKTHBHBIM
MOJAXOIOM K CHHTE3Y aHTHOAKTepHAIbHBIX MENTHIIO-
mumernkos.”*>¢  BsanmoneficTBiE NPOXOXMT B CMeCH
JUXJIOPMETaH—BO/Ia B NMPHCYTCTBHU OCHOBAHHS C 00pa3o-
BaHMEM IIEJIEBBIX COEAMHEHUH ¢ MaKCHMAJIBHBIMH BBIXO-
namu 110 98%. Ilpu 3TOM NPUBOIMMBIE aBTOPaMU 3HAYEHUS
BBIXOJIOB 3a4YacTyl0 3aBHUCAT OT KOJIMYECTBA CTaIuid
OYMCTKH IIPOJYKTOB PEAKIUI.

Bruto moOKa3aHO, YTO HEKOTOpPBIE MOHO- W JIUMENTHBI
pearupyroT ¢ l-anmmiM3aTHHAMH 1O TYTH PACKPBITHSL
LUKJIA, TPUBOAA K 0OPa30BaHHUIO CO CPEJHUMHU BBIXOJaMH
M- U TPUIENTHIOMUMETHKOB COOTBETCTBEHHO.” KMero-
1Mecs: JaHHBIE YKa3bIBAIOT, YTO B CIIy4ae HCIOJIb30BaHUS
CTEpUYECKU 3aTPYAHEHHBIX IUIENTUAOB LEJIEBBIE COEIU-
HEHMs1 00pa3yroTcsl ¢ HanOosee HU3KUMH Bbixomamu. [lpen-
BapuTEJbHbIE HCCIENOBAaHMS IOKAa3alId BBICOKYIO aKTHB-
HOCTh 2-apUIIIMOKCAMHMJOB Ha OCHOBE JAUIECOTHIAA
L-Val-L-Phe NpoTHB rpaMIoIoKUTeIbHbIX GaKTepHit.’
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5°C—rt, 12-24 h
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R' = Me, C;H45; R>=H, Me, Br; R® = H, Me, i-Pr, Bn, CH,CHMe,,

(CH,),SMe; R* = H, Me, Et, n-Bu, n-CgH13
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B orianuue OT NpUBENEHHBIX BBILE PEAKLUM, B3aUMO-
JefcTBHE TIPOJMHA C HEKOTOPHIMM |-aIiiu3aTHHAMHU
npoTeKaeT 1o JByM HampaBieHusMm.| Tak, B peaKiuu
N-Boc-u3aTuHa ¢ NPOIMHOM IPOMCXOAMT HE TOJIBKO pac-
KpPBITHE OKCHHAOJBHOTO IMKJIa, HO M JIeKapOOKCH-
JUPOBAHUE AaMUHOKUCIOTHL IIpu 3TOM B mpakTHUECKH
UICHTUYHBIX YCIOBHSX Ha OCHOBE |-aleTWiaM3aTHHA
o0pa3syeTcss CTEpUYECKH 3aTpyAHEHHAs! OMC-CIIMPOLMKIN-

qecKast CTPYKTypa.
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1-AunJau3aTUHBI B CHHTE3€e MPOMU3BOAHBIX XHHOKCAJIMH-2-0HAa

B ornmmume oT peakmuii, OMUCAHHBIX BHIIIE, OBLIO TTOKa-
3aHO, YTO ApOMATHYECKHE, aau(aTHIECKHE U TETEPOIHK-
nnyeckre 1,2-TMaMuHbI CIIOCOOHBI K PACKPBITUIO LHKIJIA
1-anMIM3aTHHOB C TOCIENYIONIeH HUKIU3aIUe TIPOMEKY-
TOYHBIX TIPOAYKTOB B COOTBETCTBYIONIHME THPA3HH-2-0HbL.’
Crnenyer OTMETHTB, YTO CXOKUH CHHTETUUECKHUI pe3ysIbTaT
ObUT MOJy4eH MpH HCHOIb30BaHUM HEALMIUPOBAHHOTO
5-HI/ITp01/I3aTI/IHa.9b

Peakuust packpbiTusi HUKNIAa 1-alMIM3aTUHOB IOA  A€ii-
CTBHEM HYKJICO(WIOB, BEPOSITHO, MPOXOAUT CICAYIOIINM
o6pasom:'"’ Ha TIepBOM STare PeaKIMH TPOHCXOTUT HYKJIEO-
¢mIpHOE TIpUCOeNMHEHHWE IO KapOOHWIBHOW Tpymme B
monoxerann C-2 ¢ oOpa3oBaHMEM SHEPreTHYECKH BBITOI-
HOTO (70 CPaBHEHHIO C TNPOAYKTOM IPHUCOEAWHEHUS II0
atomy C-3) unrepmenuata A. [lanee B pe3ynbTare mepe-
pacripeseneHus 9JIEKTPOHHOW IUIOTHOCTH —MPOUCXOJUT
oOpazoBaHue KapOOHWJIBHOW TPYyNIbl C Pa3pblBOM CBS3U
C-N. [Ilocnenyromiee NpPOTOHHPOBAaHHE CTPYKTypsl B
MIPUBOAUT K KOHEUYHOMY IPOAYKTY peakiuu 2-(2-arui-
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