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CHHTE3 ¥ TETEPOOUKJIM3AIIA
AJUIMJIBHDIX IIPOM3BOIHBIX 8-AMHMHOXWHOIMHA

Tloxasano, 510 reTeporuxmaanys N-To3mi- ¥ N-ale TMHIPOU3RORHGX 8- (AU~
2MUHO)XMHOMMHA ¢ MOXOM HPOXORHUT ¢ 00pasosanmem HOgURos 3-fiomMeTwi-1 -n-Tomy-
oscyasdonmn-2, 3-gurunaponupasuHo [ 3,2, 1-1, 7] xunonunus 1. 1-ametir-3-HoaMeTi-
2,3-nurmpponvipasuHo [3,2, 1-, /] xusonmmua.

HekoTopsIe MPOM3BORHKBE 8-3aMEINCHHERX XEHOIHAHOB POSBISIOT GHOoa0ra-
YECKYIO aKTHBHOCTH, & TAKXE SBJIMIOTCS YIOOHBIMY 00BEKTAMM IS MOCTPOCHUS
HOBHIX TereponmkImueckux cucrem [1—31; & paborax [4, 5] 6mna mccaenorana
TCTCPONUKIM3ATusS 8-OKCH~ ¥ 8-MECPKAOTOXMEOJMHOB. 1lefbio HAcTogmed
paGoTEl sergeTcs cmaTes N-aJUTATbHEIX TPOR3BOAHBIX 8-aMUHOXHHONHWEA M
M3Y9CHUC HX B3aWMOGCHCTBHZ C HomoM. B KauecTBe HCXORHEIX COENUHEHWH
HCIOIH30BAE 8- (QUeTWIAMAHO) XMHOMAE H 8- (TOSWIAMUHO) XMHOMMH. AJm-
JPOBAHHE STHX [POW3BONHBIX OpOMMCTHIM AJIAIOM B CYHEDOCHOBHOH Cpene
(IMCO, KOH) xomrgecTBeHHS HaeT COOTBETCTBYIOMIAE A/UIA/IBHEIEC MPOU3BOI-

e (I) {6]. .
= KOH, DMSO = Z
N .-
R” NH - rR” N\/\ J :

Is,6 -

faR=Ac,6R="Ts

Ha nepsom srame Gbia HCCHEROBAHA PEAKIUS A/UTAMPOBAHAS 8-aMAHOXH-
HOnWEA OpOMWCTHIM A/UIAIOM, B YaCTHOCTH A/UTANEDPOBAHEE B NPUCYTCTBHEM
TPROYTANAMUHE, W30MPONIMIATA HATPUS, 4 TAKXe B YCAOBESX Mex(dazHoro
xaramsa ¢ KF B KauecTBe OCHOBAHNMY B XJODHAOM TPESTUACCH3WIIAMMOHNS Kax
Karanm3aTopoM MexdasHoroe nepesoca. Bruro MoKa3aHo, YTo BO BCEX CIyUadX B
peaximu ofpasyerca cMech 8-(amwmuravumo) xuuoneHa ([1a) 7 8- (nmasmanamu-
so)xuuonmaa (I16). 3tu mammmie cormacyrorcs ¢ mammmMu paborsr [71, rme
aBTOPH! HCHOB30BAH B KauecTBe ocHOBaEHS Na2COs3.

Jlyymme BHXOAH MOHOCRUTWIBHOTO HPOHSBOXHOTO TOJIYYalOTCS OpH
HCHOMB30BANMH B XAUeCTBE OCECBAHHA TpuUOyTHiIAMEEHA, 4 B IPHCYTCTBYUH
¢ropuna xamws OCHOBHBIM IPOOYKTOM 4BNFETCH 8- (XM UIAIaMAHO) XUHOJIIH.
Pazpenenme o0Opasyomeiics CMeCH NPOXYKTOB NPOBOTMIM C  [OMOIIBIO
KOJOHOUHOH xpomarorpadms Ha OKCHAe amoMuEMS (3JICCHT cMech sdmpa ¢
rexcagoM, ! : 1). i3-3a O;m3KOM DOEBIKHOCTE MOHO- H JHATWIBHEX
MpOK3BORHBIX KX pasaesicHne Tpefyer 60ABMOro pacxona PACTEOPHATEA, HOSTOMY
61 mpemioxes Gonee yaoBmenr Meron. CMecs oOpabaTeBaid YXCYCHBIM
asrmEpEAoM, O0pasyomuiics opu 31oM 8- (N-ammin-N-aneTinaMaH0) XMHOJHE
nerko oraensercs or N, N-quayumrsH0or0 TpOr3BOIHOIO Ha xpoMaTtorpadmueckoi
xomoEKe (ycroBmg M. Bemre). OTHeneHHOE TakuM 00pasoM ameTmIbHOE
DpOW3BORHOS OBUIO HOEBEPrEYTO XWCAOTHOMY TWAPOMH3Y IS TONyYECHHAS
8-N-(amaameHo) xuHoMEA. Ho  00pa30BaBIIWiCY MPOLYKT MO CBEOHM
XapaKTECPUCTHKAM HE COOTBETCTBOBAN MOHOAJUIAIGHOMY LPOM3BOZHOMY.  Ilo
gapesM VK m IIMP coexTpoB sToMy UpONyXTy OBUIA NpWOWCAHA CTPYKTYpa
2-merwun-2,3-guragpo- 1 H-mapposo [3,2-4 Ixuromeaa (111).
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KucnaorHomy ruppommsy Takxe Oput moaseprHyT u 8- (N-ammun-N-tosmn-
AMAHO) XUHOMMH. IIOAYUEHHOMY COCAMHEHHMIO TaKXe ObUid NpANACAHA
crpykrypa 1L

Ha cnenyromem stane aaHgod paboTH HPOBENEHO MCCACHOBAHUE MOBCACHUS
QUIMIGHBIX DPOW3BOAHBIX B pPEAXOHMM TeTEponuxmsanuu ¢ domoMm. K
coefuHeHMIC 1, pacTROpEEHOMY B xaopodopMe, OPHIMBAIA PACTBOP EBYX
JSKBWBANEHTOB #OHa B ANDTWIOBOM OS(pwupe. BriuaBmmee Macio Yepes CyTKH
PacTBOPSUTE B ALETOHE ¥ K 3TOMY PAcTBODY H00aBasam pacTsop HOXWA2 HATPHS B
aueToHe. Spko-Xxentsie KpucTaaas TpoxykTa (IV) BeImAamaror HOYTHE Cpasy.
Ouannmmsaoe nponseogaoe 116 ObIO BHAEAEHO HOCIE peaklyu 0e3 n3MeHeHHS.

1L Xy
I
2. Nal P _
. N I
R/N\)\/I

IVa, 6
IVaR=Ac,6R=Ts

CrpyxTyps MOAYUYCHHHX COCAMHCHUN HOXTBEPXACHH! AaHesivu [IMP m UK
COEKTPOB M pE3yJhTaTaMu OSJIEMEHTHOTO AaHANW3d. XapaKTepnchn canTe-
3WPOBAHHEBIX COSHUHEHWH NPHBENEH B Tabmmnax 1 u 2.

Taxum obpasom, B xome paborh Obuio OOHApYXEHO, UYTO HPOM3BOMHBIE
8- (annmnaMuEEC) XMHOMMHA B KUCIOTHOH Cpefie IPETEPUEBA0T IEPErPyNupPOBKY
H OuKIu3anmo ¢ o0pazosanmem 2-metwi-2, 3-muruapo- 1 H-mappono [3,2-4 Ixuso-
JWHA, a TeTCPOIUKAM3aidsd ¢ MOAOM NpoxXomuT C o0pasosapdeM IHoAuAA
1H-3-#toqmernn-2,3-garugpomapasunoc [ 3,2, 1-1,7 Ixusomarns.

Tabnuna i

DU3UKO-XUMIIECKAE XAPAKTEPHCTHKA coequHeHmi I—IV

Ha¥ineso, %
22;!.11;:- éppmmyn; BEMAQIEHO, . % T °C HK cnem‘pm,-cM_l Bb{'/ziou,
: C H N I
Ia C14H1aN20 74,38 | 6,20 | 12,31 81...82 900, 970 8 83
74,31 | 6,24 | 12,38 (-C=CH),
: : 1640 v (-C=0)
16 C1oH1sN2028 67.27 | 517 | 8,23 | 89...89,5 | 920, 9800 92
67,43 | 5,36 | 8,28 (-C=CHy)
Ha C12H1N2 78.25 | 6,48 | 15,15 — 3340 v (-NH), | 10...40
78,23 | 6.57 | 15,20 920, 970 &
(-C=CH>2)
16 CisHieN2 79,95 | 7,10 | 12,38 — 920, 970 8...50
80.32 | 7.19 | 12.49 " (-Cc=CHY
OI | CizHiN2 78,07 | 6.46 | 1507 | 86...87 3310 v (-NH) 65
78,23 | 6,57 | 15,20
CIva | CuHigN20h 34,91 | 2,88 | 573 | 180...181 | 1650v (C=0) | 85
35,03 94 | 5,84
IV6 | CigH1sN202Sh | 38.58 | 3.10 | 4,82 | 176...178 | 1360, 1160 ¥ 85
38,70 | 3,06. | 4,73 (S=0)
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Tabanuna 2

Hannste cuextpos TIMP coemmseruii 16, I, IVa,6

Hpotonsr
Coenu-
HeHHe ApoMaTEdecKHe
ArrvidaTHgecxye
TOSMIIBHbIE - XHHOJIMHOBbIE
16 2,30 (3H, ¢, CH3), 4,60 (2H, 7,15 (24, n, o-H), 7,30 (0H, x, 3-H), 7,55 (1H,
n, > CH), 4,95 2H, &, 7.6 (2H, n, x-H) T, 6-H), 7,75 (1H, 7, 7-H),
=CH2, §,85 (1H, M, CH) 7,80 (1H, », 5-H), 8,12 (1H,
%,-4-H), 8,60 (1H, z@, 2-H)
m 1,45 (3H, n, CH3), 2,90 (1H, - 7,20 (1H, 1, 6-H), 7,30 (1H,
x, CHy), 3,45 (1H, x, CHy), | %, 3-H), 7,40 (IH, g, 5-H),
4,30 (1H, », CH), 5,00 (1H, 8,10 (1H, g, 4-ID, 8,75 (IH,
¢, NH) ‘ I, 2-H) - R
Iva 2,50 (3H, ¢, CH3), 3,70 (2H, —_ 8,05 (1H; 1, 6-H), 8,35 (2H,
&, CH2I), 4,10 (1H, z, CH2), M, 3-H, 7-H), 8,55 (0H, &,
5,10 (1H, », CH), 5,65 (1H, 5-H), 9,35 (dH, zx, 4-1H),
M, CH) 9,60 (1H, g, 2-H)
IV6 | 2,50 (3H, ¢, CH3), 3,65 2H, | 7,5 QH, 1, 0-1D, 7,95 (1H, =, 6-H), 8,25 (3H,
%, CHaD), 4,20 (1H, 1, CH2}, | 8,05 QH, n, »-H) | M, 3-H, 5-H, 7-H), 9,35 (1H,
5,10 (1H, 7, CHo), 5,65 (1H, 1 m 4HD), 9,60 (H, x, 2-H)
M, CHD)

SKCHEPHMEHTANILHAY JACTH

Cnexrper [IMP 3aMCAHBL Ha npubope Bruker (250 MIw) B pactsoputensx CDCls u IMCO-De.
HIK crextpsl cusTs! Ha npubope Specord IR-75 8 Ba3eJMHOBOM MACHE 4 B pacrsope CH2Cl2. KonTpos
32 XOAOM peakuuM M ONEHKY HMHIUBHMIYAJLHOCTH BEMIECTB IIPOBOMMIM C HOMOINBIO TOHKOCJIOHHOM
xpomarorpadum Ha wactuaxax Silufol UV-254.

ArnuaMpoRaEre $-amuuoxmuHOoMmHA. A. X 3,2 r (0,022 MMOJIb)‘ 8-aMUHOXMHOJKUHA,
PacTBOPeHHOro B 50 MJI M30NPONUIIOBOTO COIXMpPTa, Ko0asnsaor 2,3 Ma (0,028 Moib) GPOMUCTONO AJUTHNI
u 5,2 Mn tpubyTravuna. KunaTar ¢ 05paTHBIM XOJONMIBHMKOM B TEUEHHE 5 1. CroMpT OTrOHSIOT,
ocTarox obpabarsBazoT adupoM. DPUpPHESLLs pACTEOp BPOMBIBAIOT 2...3 pasa BOxoH mopmusaMy no 30 M.
3¢upurit ot cymat Ge3BORHEIM XROPUAOM KaJbHMS K YUAPHBAIOT. MaCHSHMCTHI OCTATOK
xpomaTorpadHpyIoT Ha KOJIOHKE C OXCHyioM astoMuamst (3¢bup—rexcan, 1 : 1). Honyuasor 1,6 r (40%)
8- (arwmanamerso) xunomusa (a) # 0,8 T (8%) 8- (muammunavumo)xumoavma (116). ’

b. K 3,4 r (0,024 momp) §-ammuOXHHOMMHA B SO MJI M30NPOIMIOROIO CIIMpPTA AO0ABISIOT 2,5 M
(0,03 Monp) GPOMUCTOrO aJUnuta M PacTeop B i-PrOH usonpormiata HaTpus, HOXyUeHHOTo M3 0,6 ©
marpust. Kumsrar ¢ 00PaTHBIM XOJONUIBHUKOM B Teuenue 3 u. Hanee cmech 06paBaThisaior, XKak B
apensigymenm onsite. Iosxyqaaror 1,8 r (41 %) 8- (awmnamuino) xumommaa (Ha) u 1,1 r (219%) 8- (muan-
JmnaMuHe) xunonuHa (116) .

B. K 1,0r (0,007 mons) 8-amurroxunonmsa B 15 M auerosutpuna gobasmsiot 1,2 (0,021 moms)
KF, 0,8 r (0,004 moms) xuyopuaa TpusTinGensmavmorus u 0,7 mx (0,008 Momp) 6poMucTOro asmma.
Kumsat ¢ 06paTHBIM XONORMILHIKOM B Teuerue 6 4. PACTBOpHTE I OTLOHSIOT, OCTATOK 06pabaThiBaoT,
xak 8 MeTogax A u b. Honygaror 0,1 r (10%) 8- (aswmuiamuno) xuronuna (I1a) u 0,5 (50%) 8- (ruan-
JMnaMuHo) xunomuHa (116).

8-(N-Anmn-N-anerniamMuHo)xaHomH (Ia). Pacreopsior 1,8 r (0,01 monp) 8-amerwn-
amuuo)xyroauna B 10 Mx JMCO u nmpu oxsaxpesuu nobasasmor 1,12 r (0,02 moxsy KOH,
pacrBopennoro 8 5 My souet 1 0,9 it (0,011 mois) GpomucToro aumwia. CMECh Py 3TOM PA30rPEBACTCH.
Yepes 2...2,5 ux pactsopy 106asisior 100 M BOAb:. BhINaBHIME KPHCTAIUIB OT(UIBTPOBLIBAIOT, CyIIAT.
TIPOAYXT KPHCTAUHMSYIOT M3 Gensona.-

8-(N-Anman-N-n-ronyoncyrbdborunamMuno)xasomme (I6). Pacreopsior 5,1 r (0,017 Moms) §-
(n-tomyoncynsdormmamuso) xuronusHa 8 20 mn IMCO u npu oxnaxaenuu goSasnxsior 1,92 r
(0,034 Monp) KOH, pacTBOpeHHOIO B 6 MII IUCTHILIHPOBAHHOM BOBE, 1 2 M (0,023 mons) 6poMucToro
ayuina. CMech npu 3TOM Pasorpesaercs. BpmaBmye Nocsie OXIaKASHMS KPUCTAILTB OThMILTPOBSIBA-
1oT. O0pa30BaBmMiCS IPOXYKT KPHCTALTH3YIOT u3 Gensona.
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Vionuy 1-anersn-3-HoaMeTrl-2,3-MATHAPONMpasusel3,2, 1 -1, fixemommmist (IVa). Pacrsopsior
2,4 r (0,01 mons) 8-(N-anmun-N-anmerunamuno)xusonusa Ia 8 10 ma xnopodopma. K
obpasosasmieMycs pacTeopy nobasnszot 5,2 r (0,02 monw) #0pz, pacTeopesHOro B 40 M sdupa. Boma-
AaeT TEMHO-KOPHYHEBOE Macyo. Oprassaeckuit pacTBOPUTENDb YAAITIOT, MACJO PACTBOPSIIOT B AETOHE.
K sromy pacreopy pobasmsor 6,4 r (0,02 Mosb) aByEORHOTO HOAUAA HATDYS!, PACTEOPERHOTO B 50 M
aneToHa. BrmaBmmve KPMCTAILIB JXKEJNTOTO 1BeTa OTAWILTDOBBIBAIOT M HECKOMHKO D23 IIPOMBIBAIOT
aneTOHOM, Cymar.

Viogmy 1-n-tomyoacyapgonmi-3-Hogmermi- 2,3-3ArgAponnApasueol3,2,1-i, ixusommems
{V0). MonyuawoT BzaumonehcTauem 2,3 r (0,007 moxp) 8- (N-ammmmi-N-n-TOXYONCYmhbpOR-
amuno)xunonuia 16 8 10 mn xuopodopma u 3,5 r (0,014 Moms) #toma B 30 ma sdupa B yoroBUaX
npe;fmnymero OIBITZ C HOCHERYome o6padorkoii 3,2 r (0,01 Mone) ABYBOEHOTO OAKAa HATPUS B 25 M
aneToHa. i

2-Mertun-2,3-garunpo- {H-mappono]3,2-4]xusonma (D). A. Pacteopszor 2,1 r (0,006 momb)
8- (N-amwnur-N-n-tonyoncynsdomnaMuao) xuaomusa 16 8 30 ar 159, comssoit XMCeaoTh ¥ KHIETAT C
0GpaTHBIM XONOMUILEMKOM B TeueHue 6 1. OCTHIBMMIL PaCcTBOD NOAMIECAUMBAIOT EOAHBIM PACTEOPOM
rUppoxcuaa Harpus 7o pH 9...10. 3artem 3T0T pacTeop Tpu pasa ofpabGatsmaior sdupom no 30 mi,
obupHbIe BHITSOKKM O0BEAUHSIOT, CYImaT GE3BONHBIM XJIOPHAOM KAIBLMSI, M OUMINAi0T C [OMOIIBIO
KOJOHOUHOH xpoMaTorpadum, MCHOMB3YS B KAUECTBE HTOSHTA AU 3TUIOBbIHA 90hUp.

B. Peaxiuio IIPOBOAST, KaK B Orbite A, ucnomsaysd 2,7 r (0,011 moms) 8- (N-amwmn-N-avermn-
aMuEO) XuHOIMHA 1a. '
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