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(MpeacTasneHo akagemmkom M. /. KabauHukom 6 1V 1973)

MprHUMN co3aaHns a3aaHasioroB MPUPOAHbLIX U BMOMOTMYECKN aKTUBHbIX
COEAVHEHWNIA ABMSETCHA O4HVMM W3 PauUOHasIbHbIX MyTell MOUCKA HOBbIX JleKap-
CTBEHHbIX MPenapaToB. YcCnexu B 0651acTu a3anypuvHOBBLIX W a3anMpuMuanHo-
BbIX OCHOBaHWIi, a3aaHa/loroB CTepovaoB, alkanionaos, (aBaHOMLOB U ApYTUX
CBMAETENIbCTBYHOT 0 NEPCMEKTMBHOCTM Takoro Harpas/ieHus.

HecmoTpsa Ha 6osbLlioe yncno paboT, MOCBALWEHHBLIX asaTpuntaMmuMHam, 3ToT
Kacc COeAMHEHWUIA OCTaeTCa MalofOCTYMHbIM, TaK KaK OnucaHHble MeToAbl
CMHTE3a NMB0 NPUBOAAT K BeLLecTBaM, COAEPXKaLLMM AOMOMHUTeNbHbIE 3aMeCcTy-
Tenn (*,2), IMbo MCXOLAT M3 TPYAHO MOMy4YaeMbIX He3aMeLLeHHbIX a3avHAo-
nos (*).

HacTosiee coobLyeHne NOCBSALLEHO pa3paboTKe HOBOrO 06LLero MeToda CUH-
Te3a a3aTpUnNTamMMHOB M a3aroMOTPNNTaMMHOB Ha OCHOBE AOCTYMHbIX MUPUANA-
rngpasvHoB (3,4) n a-eHaMMHOB nakTamoB (5).

a)ra=2;, X=N; Y=CH; 6) n=2;, X=CH; Y=N;
B) n=3;, X=N; Y=CH;r) n=3; X=CH; Y=N.

PaHee 6b110 NOKa3aHO, YTO a-eHaMWHbI S1akTaMOB B3aMMOAECTBYIOT C apun-
rmapasuHamMm B YC/OBUSIX peakunn Puiiepa ¢ obpasoBaHuem fl-kap60nvHOB U
asenuHo-(3,4-B)-uHponos (5). Mpu B3amogeincTeum eHammHoB | (a, B) ¢ a- nan
y-nupngunrugpasnHammn (Ma, 6) B cnupTe B OTCYTCTBME KUC/bIX KaTtamsaro-
POB OKa3a/loCb BO3MOXXHbIM BbIAENINTb COOTBETCTBYIOLLME MUPUAUITUAPA3OHDI
a-okconaktamoB (I1l a—r). B cnyyae rugpasoHa LLIB CUMH- U aHTUM30MepbI
6blM pa3feneHbl Ha OCHOBE MX Pa3/IMYHON pacTBOPUMMOCTU B BOAE U AMOKCaHe.
B y.-0b. crnekTpe TpyAHO pacTBOPMMOrO B BOAE HU3KOMMIABKOr0 CUH-U30Mepa
Hab/10aeTCA XapaKTepHbli (6~8) 6aTOXPOMHbIA CABMT MaKCMMyMa MOFOLWEHNS
Ha 12 mp, No cpaBHeHWIO ¢ 6onee BbICOKOM/IABKOM KPUCTAIIN3YHOLLENCS N3 au-
OKCaHa aHTucdopmoii. OTCYTCTBME CYLLECTBEHHbIX pasnuMuunii B AanbHelilei
UMKAN3aUNN CUH- U aHTUrMApasoHoB LLIB no3Bosvnm 418 ocTa/lbHbIX COeAuHe-
HUIA N36exaTb NoayYeHUs NHANBUAYAIbHbIX N30MEPHbIX hOpM.

LUnknnsaumsa nnpnannrugpasoHos a-okconaktamos Il (a—r) ocylectsns-
Jlacb KpaTKOBPEMEHHbLIM HarpeBaHVWEM C M3OLITKOM X/I0PUCTOrO LMHKA U roche-
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oytouwleii akctpakumeii 1V (a—r) ropsumm xnopodgopmom. CnegyeT OTMETUTD,
yto Vb 6bIn1 NonyyeH Hamy paHee (°), HO c 6onee HU3KMM BbIXOAOM, TaKXke
NMyTeM Cr/aBfieHUs C XJIOPUCTbIM UVMHKOM 3-MeTOKcUu-2-okco-2H, 1,5,6,7-TeTpa-
rmapoasenvHa v a-nupuannrugpasmHa.

PasmbikaHve JlakTaMHbIX KO/eL, B TMPOU3BOAHbLIX —a3a-"-Kapbo/MHOHOB
IV (a, 6) n asaromo-p-kap60osmMHoHOB IV (B, r) [OCTaTOYHO MOSHO MPOTEKano
NPy KNNSYEHUN B CONAHON KMCNOTe ¢ 06pa3oBaHUEM COOTBETCTBYHOLUMX AWUTNS-
POX/0pMAOB 3-aMUHOAIKMNa3anHA0N-2-KapOOHOBBIX KWUCAOT, M3 KOTOPbIX Mpu
nofLienaynBaHUM BOAHbIX pPacTBOpoB A0 pH 8 Obim BbiaeneHbl cBOGOAHbIE
aMnHokucnoTel V (a—r).

Kak 1 cnefoBano oXkmaaTb Ha OCHOBaHWM paHee BbICKa3aHHbIX 06LLMX co0b-
PaXKeHWA 0 AenoKanusaumm N-3NeKTpoHHOro obnaka B cUCTEMe MMPPONoNnpu-
anHos (10), fexkap6oKcMInpoBaHMe a3amHA0N-2-KapboHOBbLIX KMCNOT noTpebosa-
Nno 6onee XECTKUX YCNOBUIA N0 CPaBHEHMIO C aHa/IOTMYHBIMKW MpoLueccaMmy Ans
COOTBETCTBYIOLMX WHAOOM-2-KapOOHOBLIX KWUCNOT. BMmecTe ¢ TeM aMWHOKMCIIO-
Tbl V (a —T) Nerko OTWENSANM BoAy, MPeBpaLLasch B TPULMKINYECKME STaKTa-
Mbl IV (a—r). O 3Ha4YeHMM KPUCTa//IM3aLMOHHOM BOAbl MPY UUKIU3aLMK
Takoro Tuna COoeAMHEHUN MMEKTCH yKasaHua B nutepatype (“). Hamm 6bino
YCTAHOB/IEHO, YTO AaXe XOPOoLO 06e3BOXEHHble aMUHOKMCNOTHI V  (MMetoLLme
B W.-K. cnekTpe 4yeTkyto nonocy NH2-rpynnbi 3322 cm-1 npu oTcyTCcTBUM Xa-
paKTepHOI Ansi rmapaTtoB aMUHOKMUCAOT nosiockl 1672 cm” () npu knnsaye-
HUN B XMHOMNHE C OCaXXAEHHOWM Mefblo Ha 87% npeBpallatoTcs B naktambl 1V,
a npu 6onee HN3KNX TemnepaTypax BO3BPALLAOTCA HEN3MeHeHHbIMU.

Vicnonb3oBaHne MenKoAMCNEPCHOW 3MeKTPOMNTUYECKN BOCCTaHOB/IEHHOWA
MeZun MO03BO/UIO CABUHYTbL MPOLECC B CTOPOHY AeKapOOKCUNNPOBaHHbLIX COoeau-
HeHun — asaTpuntammHoB (V1 a, 6) u asaromotpuntamuHos (VI B, r). Ans
NOATBEPXAEHUS CTpoeHus 5-azatpunTtamuHa (V1 6) nocrnegHwWin Gbin MoayyeH
TakK)Ke He3aBMWCMMbIM CUMHTE30M M3 5-asavHpona 4epes 5-azanHponus-3-aueTto-
HUTpPUN (i2) C KaTa/IMTUYECKUM BOCCTAHOB/IEHMEM MocnefHero. B xoge cuHTe-

30B MCMO/Mb30Ba/IUCh Criegytowme obwue metogsl. Mpu nonydveHun 11 (a—r)
50 mmon | n 60 mmon Il kunatunm B 50 ma abCcoNtOTHOrO aTaHoNa, ynapueanu
B BaKyyMe, OCTaTOK nepeTupanu ¢ 3mpoM 1 HepactBopmBwwuiicsa 111 nepekpu-
CTa/INN30BbIBA/IM M3 Moaxogsawero pactsoputens. MNpu unknmsauummn 11 (a—r)
11 mmon rugpasoHa Il v 45 MMon nnaBfeHOro X/J0pUCTOro LMHKa MomeLLanu
Tabnuuya 1
© HaiineHo, % BbluncneHo, o,
CoefiHeHve dopmyna SE T. nn., °C*
3 C H N c H N
2]
LUa C,,H,o 42 186-188 58,81 5,96 27,81 58,82 5,88 27,46
LLI6 64 199-200,5 59,16 6,05 27,80
LLIB (aHTW) 181-182 60,73 6,35 25,35 60,56 6,42 25,69
LLIB(CWH) CuH,,N40 85 129-131 60,80 6,31 25,40
Hir 84  190—190,5 60,17 6,60 26,13
1VVa 82 268—269 pasn. 64,24 4,91 22,03 64,16 4,84 22,45
1V6 CIflUgNsO 74300 pasn. 63,89 4,91 22,50
1Vb 100 300 pasn. 65,65 5,51 20,89 65,67 5,47 20,90
IVr GuHuUNsO 80 300 pasn. 65,49 5,35 20,95
Va CwHuNaOs-1/, H20 84 267 pasn. 55,70 5,87 19,98 56,06 5,64 19,61
V6-2HC1 GioHNhN302- 2HG1 94 300 pasn. -
Vb CuHa3M30r- Hro 87 259 pasn.
Vr-2HC1 Ci,H13N302-2HCI 100 300 pasn. 45,17 5,15 14,68*** 4520 5,14 14,38
V16 docar CgH||N3<<2H3PO4 79 180 pasn. 30,10 4,70 11,82*** 30,95 4,76 11,76
V16 nukpat C9H,,N3.2C6HBN3O, 240—241 pasn. 40,84 2,73 20,48 40,71 2,75 20,36
VIB-2HC CI0H13N3-2HC1 51 223-224 48,32 6,24 16,14*** 48,38 6,09 16,93
VIb nukpat CiOHI3N3- 2G6H3N3O7 227—228 pasn. 41,39 2,92 19,37 41,71 3,02 19,90
* BewectBa 111 6, r u nukpaTtbl VI 6, B nepekpuctaninioBaHbl 13 BoAbl; LLIB (cun- n aHTKM) —

13 aTunaueTara; LLla — u3 avokcaHa, I1Va, B U VIb-HGI — un3_ cnuvpTa; IV 6, T — 13 MeTaHosa.

** BellecTBa 6e3 aHa/M3a MCMO/b30BA/INCL Ha Crieflytolen CcTaguu.

*** Ana Vr-2HC1 HaiigeHo %; Gl 24,37, BbiuvcneHo #0: Cl 24,32, nna V16 HavigeHo %: P 17,00; BblI-
yucneHo %: P 17,37; ana VI 2HC1 HaiifieHo %: Cl 27,74; BblumcneHo %: Gl 28,60.
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B 6aHi0 co cnnasoM Bypa npu 180° v Harpesan ¢ MepuoguUyecKnM repemeLlu-
BaHVem go 200—210°. Peakuuss npoTeKkasia CO 3HaYMUTeNlbHbIM  BblAe/IEHNEM
Tenna (6aHO OMycKaiv) M 3aKaHUYMBaUIaCb B TeUeHWe HeCKOSIbKUX MUHYT. Pe-
aKUMOHHYIO0 Maccy Bblgepxusaiv ewe 5—10 muH. npy 230—240°, oxnaxganu
fo 40° n pactBopsnm B 200 mn HarpeToii 18% consHoi kmucnotbl. ConsgHOKMC-
NbliA pacTBOp Mofuwenavymsanm ammuakom o pH 9 n 1V akcTparmposanu rops-
4YnM X1I0pohopMOoM. [N packpbITUA akTaMHOro Kosbua 3 mMon IV kunatnnm
5 yac. ¢ 10 mn 24% CONAHOM KMCNOTbl M PeakUMOHHYK MacCy OCTaBns/n  Ha
HOYb B XoOnoguibHuKe. Ocafok rugpoxnopuga V oThunsTpoBbIBAIN, PacTBOPS-
I B YETLIPEXKPATHOM KO/MIMYECTBE BOAbl U MOALLENAYNBAIN HACBILLEHHBIM
pacTBOpOM efiKoro Hatpa go pH 8, BblgenmeLunecs Kpuctauiibl V.  OTOUILTPO-
BbiBa/In. [Mpun aekap6oKcuaMpoBaHu 6 MMon V TLiaTelbHO BbICYLUMBaIN B Ba-
KyyMe [0 MCYe3HOBEHUA B W.-K. CMeKTpe nonocbl 1672 cm-1 1 nepemelunsanu
¢ 1 r anekTpoONUTMYeCKOl Meaun, ABYMS nopuusamu npubasnsnm 20 ma Kunse-
ro XMHoMVHa 1 Harpesann npu 195—205° go npekpawleHnsa BbigeneHns CO?2,
Mnocne Yero KUMNATUAU ewle 5 yac., punbTpPoBaan, yrnapmBaiv B Bakyyme, ocrtar-
K/ XWHOMWHA OTFOHSA/N C NapoM, MpoAykKTbl Aekap6okcunvposaHus (V1) wms-
B/IEKA/IN CMUPTOM W MEepPeBOAN/IN B XOPOLLO MOAAAIOLLMECH OUYNCTKE COMM.

BcTtpeuHbiin cnHTe3 5-azatpuntamuHa (V16): 12 mmon  5-asanHpgonun-3-
aueToHuTpUIa ruapuposasiv 4 vaca ¢ 0,5 r CKeneTHOro HUKENEBOro KaTasinsa-
Topa B 100 mn 20% meTaHO/IbHOro ammmaka npu 80° M HayabHOM JaBfeHUn
BoAopoJa B aBTOKNaBse 25 atm. [locne otAeneHua KatasimsaTopa U OTFOHKU Me-
TaHO/a OCTAaTOK pacTMpann ¢ aueTOHOM, OTAENSNN HUKENbCOAepXKallmii Komn-
NIeKC 1 13 aleTOHOBOro pacTeopa BblAensanu ¢ BbixogoM 67% paudocdat VI6.
KOHCTaHTbI, BbIXOAbl M AaHHbIE aHaNN3a CUHTE3MPOBAaHHbLIX COeAUHEHWUIA NpuBe-
[eHbl B Tabn. 1.
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