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OcyioecTBieH CHATes PAZA HOBBIX TOAMQPYHKIHOHAILHBIX SH-cozepmamux, BruOTas
OPOMaBOHbIe YO Cepe, M HEusBeCTHHIX paHee cyan@oHmiicomepsraupix O-saMemmeHHBIX
ruppokcunamunon, [Torasana yeroitunsocts O-shupos 91ma080r0 3(QHpPa ALETIUIPOKCHMO-
BOW KHCROTHL B pearnusx okmemxerst C=C-c8asu A0 gmosos no Baruepy, cyandmuon 1o
cyaLGOHOB 1 MCPKAINTANGS [0 ANCYNbEIUIO0B.

O0CYy/RIAIOTCA Pes8YNLTATH UCHOILIOBAHMS CHHTEIMPOBAHHELIX COMHEHMI] g cle-
wuguaeckoro u adpertirroro MIruGuposanus HGEPMEHTOB W MOANDUKANAI HYKIeHNO-
BBIX KHCJOT.

Homo6uo caMoMy THAPOKCANAMUHY €r0 3aMeIeHHbIe 110 KUCIOPOLY Ipo-
H3BOMHBIC ABISHOTCH TUIMOBLIMEH MBTHOHTOpPaMu (PepMenrToB 00MeHA aMEHOKMC-
70T, 00pasys OKCHMBI ¢ KapGoOHMABLHOI rpyimoil kKodepMenra (IHPHIOKCATD-
5'-hocharoM) WAM OCTATKOM KETOKHCJIOTBl B aKTHBHOM UeHTpe. Bburo noka-
3aHO, YTO M3MEHOHHE CTDPOCHHMSA PAJEKANA B MPOUIBOAHOM THIPOKCHIAMIHA
Ha nopsakm Menger msbmpareabunocts u oddexrTnnnocts neficrsust mHrHOH-
ropos [1—3]. Opnaro pns peryamposanms obmena CepoCOTep/RAIAX aMUHO-
KHCAOT HTOT BHA WHTHOMTOPOB M0 cHX HOp He OB HCITOJB30BAH, MOCKOABKY
COOTBETCTBYIOIEE CEPOCOfleprRaIne TUXPOKCHIAMUHEL He OBIIH H3BECTHbI.
B oroir pabore onuchiBaerTcsa CUHTE3 HOBBIX HHIHOUTODPOB JeKapOOKCHIAZHI
S-aneHO3HAMETHOHANA 7 {-UUCTATMOHASLI, 4 TAKME BBEICOKOPACTBOPHMBIX B
BOJE THPOKCHAAMUHOB I MOLUQUKALUE HYRICHHOBBHIN HKUCIOT u obeysmja-
10TCA HaREbe PePMEeHTATHBHLIX HCUBITAHMI.

Cpenm CepOCOmEPMAMBEX IIJ[POKCUIAMHAHOB H3BECTHBl TOJBKRO TpPH IpO-
CTOHIIEX aMHHOOKCHANKmIMepkanTtana ofbmero supa: H,NO(CH,),.SH, n=
=2,3,4 [4—6], a meronm cosmanug MOAUPYHKIMOHAILHBIX COSTHHEHUT 3T0-
ro pAma 1o cymecTBy He paspaboramsi, CrpaTerws ONMUCHLIBAEMBIX B WACTOA-
meit paoTe CUHTE30B COCTOMIA BO BBEACHUM B MCXONHOE COCMHHENUE Ha
HEPBBIX CTANUAX BaB{AUICHI0M aMHHOOKCHIDYIIHBL ¢ [OCHEIYIOIEMHA PERPA-
HIEHHAME B OPTaBMYecKOM pajmkane. B KauecTBe IPOM3BOJHOTO THAPORCHI-
ammaa Obir BpiOpas JTUIOBBIT 9up aMeTrHAPORCHMOBOH KUCTOTHL («OKCH-
pmMuE0agup») [7). IToMUMO H3BECTHBIX IIPEUMYLIECTB DTOr0 METO/A BheeHHS
N-samqumensoil aMUHOOKCHTPYHTIB B OPraHMueckue coefuHenus [6—14] »
HacTOosuied padore noraszaHa ycrofiyuBocts C=N-cgssm O-2(hwpoB 3THIOBOTO
supa AMETIAAPOKCHMOBOI KueHOTH B yeaosmax oxucnenns C=C-casu 1o
TRONOB o Baruepy, tmosdupos X0 Cynb(pOHOB, MEePKAOTaHOB [0 HACYIbhm-
J0B, a TAKIKe B YCIOBHAX NOJYUEHHA coJeil cyabdoHMA.

HaiouesmiM coefmueneM B cauTe3de B-3aMEINEHHBIX DTHATHPOKCHIAMUHOB
asunca f-srowcmyTmaugenanmurooken-2-6pomatan (1) (cxema 1), emmuereen-
HBIM TIPHEMIIEMbIM BAPHAHTOM HOIYUCHIT KOTOPOTO OKABAJOCH ANKEINPOBA-
HEE «OKCEHMMEHO3UPAY B HeOOLIUHDLIX [T HEro YCIOBHAX — IPH Harpesa-
Bru B BofEOH menovm. Hanbueimume npespamenms upomasoproro (1) Briwo-
YaIR aMUHOOKCHOTHIIHPOBAHUE CEPOBOJOPOJia H HHCTeWHA * § aNKHIApOBAHIE

* 1-JrToRcUdTHITACHIHAMBAHOOKCK-2-OporaTan (1) rawme nmnagko aakuampyer ce-
BOX ~ cuuTtes coepmuenusa (XIII) —wu serymaer B peawipgno ApbysoBa — CHHTE3 COCHH-
meraa (XIV).
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3ammienHoro ammunookcmoTaaMepranrana (I1) 5'-xanopanenosmroM, xmopme-
THIM GemsmaoMm u mermnbpomupoM. Metmnaposanue cyabdumos (I11) u (IV)
B yKCycHOIl xuciore mpupogmao K N-zamumimesupiM couasm cyabgouus (V)
u (VI).

Vnagenue N-3amurTHOI Irpynobl JAEHCTBMEM DRBUBAJIGUTHBIX KOAUUECTB
BOABI W XJHOPUCTOrO BOAOPOAA AaBasiio 0e3 OCHOMUeHMIT IHeJesble IHAPOKCHII-
amumasr (I1a) — (VIila), (IXa—XVIa), (XVIIla), (XXIa), (XXIla), (XXVa);
eM. cxemel 1w 2. B pane cayvaes Oulin monyuensl yaoOuble IIsS BBITENeHUS
cyapdarer (111a)—(VIa), (XIa), (XIla) smecro naoxo KPHCTANAK3YIOLIXCH
XNOPrUAPaATOR,

Panee [D] ne yganoch monyuuts ammpooxcustaaMepkantan (Ila) rmapo-
JAW30M W30 POTIHITUNeHAMUHOOKCUITHAMEPKATITAHA W3-38 UPEBPAIMEHUsT 110~
CHENHEr0 B YCTONUMBOE B KHCIABIX YCIOBUAX LMKAMUECKOE ITPOHUIBOIHOE:

CHs CHs; S—CH,
AN HCI/H.L N\ /7
C=NOCH,CH,SH ——— C

CHy. Cl-
d L Nx S
CH; CHy N—0O
7N
H H

Oako peiicTBIe DKBHBATEHTHBIX KOJNMYECTB BORBL M XJOPHCTArO BOXOPOAA Ha
coejiunene (I1) WPHBOAMT K eNMICTBEHHOMY NPOAYRTY — TUIADOKCHIAMITHY
(Ila), woropeiit Oblnr 11OJIyYeH TaK/Ke BCTPEUHBIM CHHTEZ0M BOCCTAHOBIEHIICM
mueyasduga (XVa) woam riugponmsom coennenna (XVIL)'
HSCH,CH,0H CH,OH/H,0/HC1
XVa ————> lla<«————— XVII
THCI/HzO THC!/HZO
T

XV * 1

B crasfaprHBIN YCHOBHAX OKHCIHEHHMS CYILQTUAPHILHBIX [PYIT HOLOM
yiaercs mpespatuth N-3aLIMIEHHEIe aMITHOORCHATII- I aMHHOOKRCHOY THIME P~
warrans (1I) u (X) B coorBercrsyromme pucynndupsr (XV), (XVI), rugpo-
AH3 KOTOPHIX faet copepiwamze S—S-ceas3u ruypokcmramuusl (XVa) u (XVia).
Bes sarparusanus N-sauuruoli rpynmsl UpOXOANT OKMCHEHHE BOJHBIM TEp-
magragatom u tuosdupa (VII) (cxema 1) mo cyusdona (VIII).

Ocuossipascey wa yeroiuunsocty C=N-csasu B ruoadpupe (VII) & pelicrsurn
mepMaETrasarTa Ml ocymiecrsman cunres amupoorcmrmorpemra (XXla) uz N-
3anmmennoro rpanc-1-ammuookcu-4-6pomdyrena-2 (XVII). Cenexrusubim
ORMCIeHMEM HBOHAOH cBa3u mo Barmepy 6wrr momywen jwoxn (XIX), woropsii
najee aleTHIUPOBANHM, 38Te€M BBOJMIM CYABPTEAPHWILHYIO TPYIILY U I0CHEe
yAanenmsg BeeX 3aliHT Hoayuanam amMumuookcutHoTpent {(XXIa) ¢ cymmaprpim
Beixofom 28%, camras wa coemmmenwe (XVIIT) (cxema 2). B arom cumrese
BOZMOIKHO MCIIONH30BATL W ATETOHORCHMHYIO B38UIHTY, HO JKeCTRHe YCIOBUA
yianenus mociegHedl nmpmBoAMAN K coejmuennio (XXla) ¢ cymectsenno Go-
Jlee HUBKUM BEIXO[IOM.

Ilpw menonvsosanum N-ramorcmMuoil salmmesl, X0TA B YAALTCH OCYIIECT-
BUTL OKHCIEHME COOTReTCTBYIoNero npoussonuoro (XXIII) no mmoma, nmomsir-
RH BBeJEHNT CYNbMIAAPHALHON IPYHIbl B HOCHCIHEH CTAHIADTHELIMU METO/a-
MU, aHAJTOTHYHO IOMBITKAM ToNyderus - (N-oxCHPTaIuMUI0) alKHIMePRAT-
ranos [4], oxasanmcs OesycmemusMu. Bumecte ¢ TeM WCIONH30BAHME TPHII-
tuiitmoochara A BBefeHUS  BAIUUIEHHON  CYIbPrUApUATbHO  TPVIIIL
[T03BOJIAGT HOMYYHTh QIIUABHOe Tipomasopuoe (XXIV), ruppomms woroporo
NPUBOANI K coenmmennio (XXIla).

Coepyrnenusn (I11a—VIa, Xla, XIla) Omam mcnompsoBasdsl [Iis HHTHGU-
posauus fexapdoKCmIaspl S-afeHO3HIMeTHOHNEA — OHOTO B3 KIUeBbIx (ep-
MenTop Ouocuutesa mommamuwron (KD 4.1.1.50). dpdexrnprocrs peficTnms
(rabnuna) Gbira Tem BbIe, weM QUEKe CTPYKTYPA HHIEOHTOPA COOTBETCTBO-
Baja MPOAYKTY (epMeHTaTHBHOI pearIMi — TeRAPGORCHIAPOBAREOMY S-aje-

* Temueparypa miasneans riapoxcuaammira (Ila), WOAYIEHHOTO PTWMHE CTIOCOBAMII,

OTARMIANACL OT NpHBegennod B pabore (5], xors mawnsie IIMP-cuexkTpos cosmaganu, a pe-
3YJNBTATEL AHANH3A COOTBETCTBOBANH BLIUHCACHHBIM.
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Uzxema 2
CHaTe3 HeKOTOPBIX NoanyHRIMoHanbHeix SH-copepsrauuix O-3aMeleHuBiX
THAPORCHIAMIIHOB
0

0
i
VAN _ Li,SPO/DMF/H,0 7 N
)\\ NOCH,CH=CHCH,By —————— | ! NOCHCH=CHCH,SP(0) (OLi),
NN /

(X | NN C(XXIV)
O 0
HC! (xonu.)/C.H.0H
H;C
AN HCI/H.0 ]
C=NOCH;CH=CHCH,SH ——> HCl. H,NOCH,CH=CHCH,SH
| J s
(1,0 (XX1Ja)
H,C KSH H,C
AN KMno, . _ A0
C==NOCH,CH=CHCH,Br ———> C=NOCH,CH— CHCH,Br —-
/ Ve | |
> H,0 (XVILI) Cal1;0 OH OH
(XIX)
HiC
AN AcSH
— C=NOCH,CH—CHCH,Br —
/ l |
CeH,0 OAc OAc
(XX) :
N i HCI/CH, OH/H,0
— C=NOCH,CH—CHCH,SCCH{; ————— —— HCI-H,NOCH,CH—CHCH,SH:
/ | l l |
CoH,0 OAc OAc ‘ 0H OH
(XXT) (XXTa)
H,C H,C
AN KSH' AN ' HCI/H,0
C=NOCH:CHCOOCH; —— C=NOCH,CHCOOCH; ——>
/ I / |
C.H,0 Br CoH,0 sH
(XXV)
—HCl-H,NOCH,CHCOOH
[
SH
(XXVa)

woswimerwonnity [15], a ruppoxcumamun {VIa) oxasancs mourw wa Tpu no-
paaxa apderrTunBHee AYTUIMX W3 U3BECTHBIX B JHTEPATyPe HHTHOHTOPOB 3T0CO-
depmenTa. AXEHO3MHOBLIT (DPATMEHT M IOJOIKHTENBHO 3aPAMKEHHBIN CyIhEHo-
HAEBBIH IIEHTP OKABANUCL HEOOXOAMMBIMHM JJI@MEHTAMI CTPYKTYPBL HHIHOMTO-
POB, ABNSAACE, MO-BHIAMOMY, OCHOBHBIMM YIACTKAMHU Y3HABAMHA, BKJAT KOTO-
poix B 9PPeRTHBHOCTE TOPMOMEHUA COCTABNICT HECKOMLKO TMOPARKOB (Cp. coe-
mmmenusa (VIa) w (IVa), (VIa) u (Va)). Hesapmaennas aMuuooreurpynmna
(pK.~4,5—5,0) obecueunsaerT 00pasoBaHUe OKCHUMA MERIY MPONBBOAHBIMU
THAPOKCHJIAMMHA II OCTATKOM IMPYBaTa — IPOCTeTHIECKOH TPYINoll gerapbok-
CHIA3BI S-2/@HO3IIMETHOHWHA, HAXONANCHCA B AKTHBHOM I@HTpPE B CBOOON~
HOM COCTOSIME, IOITOMY TOPMOsKeHHe JeKapBokcuaassl S-aeH03WIMETHONIIEA
MAHHBIMA COSMHUEIMHAMIL PA3BUBANOCHE BO BPEMEeHH, a HurubmpoBawue OBLIO
neodparamMeiv. Tarwy obpasoM, A8 QePMEHTOB TUOA eKAPOOKCHIAZE S-ae-
HO3WIMETHOHNHA 3AMEINCNHBIe [0 KUCIOPOAY THAPOKCIAAMIELL, OJu3Kue 1o
CTPOEHUIO CYOCTPATY WM NMPOAYKTY, SBISIOTCH, MO-BUAMMOMY, OZHHAM H3 OI-
THMAJNBHBIX TUITOB WHTHOUTOPOB.

B-v-3ameraroras nmpupoKcanb-5’-ocdarsasucumas THA3A —Y-TKCTATIIO
maza (KD 4.4.1.1), sapasgomanca Bamubia epMenToM 00MEHA CepBI, TaK e
Kak M Jekapborcmmasza S-aJeHOSHIMETHORHMEA, TYBCTBUTENBHA K KapOOHIMIL~
HpIM PEATEHTaM, B TOM UHMCIe M JIpoMsBojHpM ruppoxcmaartmaa. Cybderparo-
mogobmniit S-amunoorkcmaruanrerenn (IXa) ofmanan mamboxbiiedt crenmgud-
HOCTBIO CPEJM NPYTHX W3YUeHHBIX ITPOM3BONEEIX O-3aMENIEHHBIX THIPOKCILIA-

1665



H prK” s [roHK*

b %

18 - \\ a

16+ "‘{ % 1
-\ ° 2

7k \\

10 \ &.___,g__%c_
8+ \

5L \

\

i * 1 I
2

Yucno cmeH Guanuiama

Bregenue cynnrdruapuanubix rpymn  tPHKE (¢) u 1o 3-oxucaeruoil Rou-
nesoit pubose TPHKZ (6). ConowrHas JAHHA — ONBIT, HYHKTHP — KOHTPOID.
Yemosuss MOAUOURAINI TPIBEAeHB B «DKRCIIep. YacTI»

MIHOB M OBLT TOCTATOYHO aKTUBHLIM. TopMmoskeHue depMenta, BhaBAHHOE Neii-
creuem (IXa), passumsanoch Bo BpemeHu, a yHanenue us0bITKA WHIHMOHTOPA
IFAANH30M WIH TeNb-(DUABTPAUMET IPHBOFIIO K BOCCTAHOBNECHAO AKTHBHOCTH
epMenTa. I ocodennocTu AelicTsuA mpowmapomuoro (I1Xa) xopowro corxa-
CYIOTCST ¢ JIAHWBLIMI O Xaparrepe CBs3wr KodepMenta ¢ amodepMenTonM B A{ K-
-cratnomase [16]).

Kax emeqtyer 13 msnosReHnoro Beinie, rafpoRCHTaMIHCOIEPIRATIHE HHTHOH-
TOPB! FEeKaPOOKCUIIAZEL S-2/[@HO3MIMETHOHNHA M Y-IHCTATHOHABLI SIBAAIOTCS
CTPYKTYPHBIMI aWaloraMy TPOAYRTA u cyGcrpaTa (PepMenTaTUBHON pearluil.
TlpaBoMepHOCTL TAKOTO TOJX0HA COrNacyercs ¢ PesydbTaTaMi PeHTTeHOCTPYR-
TYDPHBIX UHCCIE/I0BAHNMIT ROMIJIEKCOB acliapraT-TPancaMmHasbl ¢ aMHTOOKCH-
KapOOHOBBIMIT W aMHHOOKCH(POCPHOHOBBIMI KHCIOTAMU, KOTODBIE OKABANH, ITO

Murubnposanue Jexapoorenaaspl S-a{eHO3NIMETHOHNHA M Y-I[HCTATHOHABDI
PHAPOKCHIAMHHCOTEPIKAMKMI aHAJTOraMH NpPOJyKTa u cydcTpara
(pepmeHTaTHBHBIX pearpuil *

HexapOoxcunasa
S-aAeHO3NAMCTMOH MHA
CoennHenue \Y}xléz;g:iq‘l:{;;)lf;gria
E. coli TIEICHH KDBICHT
+
H,NO— (CHz)z—lS—Ado (Via) 2-10-8 3-10-° He oupepensnu
CH;
H,NO— (CH,) ,—S—Ado (1Va) 1104 4.10-5 »
+
H:NO—(CH,),—S—Ado (XIIa) 9.-10-7 8-10-9 »
CH;
H,NO- (CH.),—S—Ado (XIa) 5-10-¢ 240 »
+
HoNO— (CH3)»—S—CH; (Va) 5104 He onpepcannn »
|
CH;
HyNO~- (CH) o—S—CH; (IIIa) 2:-10-*% » 5-10—*
H,NO—-(CH,),—S—Cys (IXa) He onpegensnn » 7-10-¢

- % TIpuBeeHbl KOHUEHTpanuy coeyuuenuit (M), soizpisaiourse 50% wHrnGupopanye HepmMeHTa.
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OKCHM (DePMEHTA ¢ AMUHOOKCHYKCYCHON Wil B-aMUHOOKCANPONROHOBOH KECI0—
TaMu OJM30R 10 CTPYKTYPE KOMIUIEKCY ACMapTaT-TPAHCAMHHASHL € Q-METHI-
acnapraroa [17].

s MopMuRaUyN THTHAMHA U BBELEHMS CYIb(rAJPAIBEBX TpPYyID B.
HYRIEHHOBLIE KHCHOTBHL OBLTA ITOJYyUeHA B-aMHHOOKCU-G-MEPKRAITOLPOLHOHO-
pasg kucxora (XXVa) (cxema 2), MOCKOMLRY aMHHOOKCUITUI- M AMIHOOKCH-
Oyrmameprantansl ((Ila) u (Xa)) B cuay nioxoil pacTBOPUMOCTH B ROJE DPH
HefiTpanxpueix n ciaaboxucunix pH orasanuch TPUTOANLI TOABKO IS peakrmuil
o oRHCIHCHHON 3 -KROHIEBOI pubo3e HYRIEHHOBLIX KHCA0T. XOPOILI0 PACTBO-
PUMBII B BOAC I Me 3apIHMEHHBI B YCAOBHAX MOLMQIRATHM ILYKJISHHOBBIX
KECxorT  O-MeTHATHApORCHIAMITHOM aMuHookcurnorpent (XXla) upepcran-
Agacs 6ojee OMTHMANBHON CTPYRTYPOR misa pBepeiiud SH-rpynm B myrmzenno-
BBIE KUCJHOTHI 10 ¢PABHEHNIO ¢ coenmennem (XXVa).

Henonnsoparnme aminoorentuorpenta (XXI[a) ust BRefens peariHomHo-
criocoOuprx SH-rpymn mo ugrranmuossim ocrarkaMm tPHH*® £, coli B ycaoBuax
MopH(URaAIMKY JivKaennosblx ruegaor O-wernaruipoxrcunamuuosm (8 TPHHE®
L ocoli v 1 M O-["Cluernarmapokcnaavune, pH 50 (37°C u 16 ) mraio-
waercg 10,1 ocrarka O-["C]merurruipoRcuiaMuHa) HOZBONMIO LHONYIUTDH
TPHRK*, mecyuryvio orono 9 cyXe@rugpuasabix rpynn (pPUCyHOR), THTDYEMBIX
pearkrTupoM Janvasa [18] n r-xmopmepryp-o-murpodenomom [19]. Memee
PacTBOPUMBII B BOJe aMHHOOKCHOyTHIMepranrad (Xa) ORazamcs HPUTOJEH
JMIE Ias uabnparenpuoil Moguuranuy 3'-0KMCACHHOH KOHIEBOH pPHOO3EE
rPHK® (cum. pucyuon).

JKCHEePHMEHTANbHAN YACTh

TCX agenoznsonmx mnpoussoanmx (IV), (VI), (XI), (XII), (IVa), (VIa), (XIa),
(XIIa) mpopommiH A IMAACTHHKAX UEIMII0N03sl Fas, (Merck, @PI'), ocrampHsix coepuie—
Hui — wa mractunax  cunygon UVes, (Kavalier, YCCP), onexrpodopes — ra Gymare
FN-18 (TIP). Cucrenmsl mist xpomarorpaduu: wzonpouanon — 25% NH,OH — sopa, 7:1:2
(A); w-Oyranory — yrRCycHasi wHCEoTa — Bofa, 12:3:5 (B); xnopodopa (B); meramon —
xaopogopas, 1:9 (I); srumauerar — xgopodopm, 3:7 ([H); srmmanerat — xaopodopa,
1:9 (E); merauon — xaopodopm, 2:8 (i), Bydep nasa axexrpodopesa: mypaspinas
KHCI0TA — YRCYCHast REcaoTa — Boja, 2:8:90 (M), pH 2,0. I'paguest wanpsmrenns mpmw
anexrpodopeze 40 B/em. OfuapyskeHHe BelUECTB IPH 3J{£}I«‘Tp0£0peae oposomiay mo Yd-
mordomenuio u dayopecieniyn mocae ofpaborry mirpugorcanb-5'-gocharom. ITpm xpo-
sarorpaduu: no YO-poraoiensio, Guayopecuenuin nocie ofpadoTki pacTBOPOM ITHDHAOK-
canp-H'-ochara, € MOMOLIHI0 PACTBOPA HUTPOHPYCCHAA HATPHSA MM TAPaMM MOMA; TeM-
IUOJBHYIO TPYNIPOBKY NPOABAANH OeH3HIMHOBON pearyuei. ¥YD-CHeKTPsl CHIMANM Ha
cekrpodoromerpe Beckman 25 (CLIA), cuerrput [TMP cummanm ® D0 (Buyrpermi
crangapt — rper-oytanon) u 8 CDCl; wa cumextpodoromerpe XIL-100-15 (Varian, CIIA)
¢ paboueii wacrtoroit 100 MI'n n usMepasy B MUNITHOHHBIX HOXAX B mrame 8. Ouncrra
GepMenTOB M YCHOBHA ONpPEfeNenna ROMCTANT HuruOupoBauys omucanst pamee [15], [20].

1-3rokcusruandenanmurnoorcu-2-6pomsran (1). K emecu 103 r (1,0 amoan)
3THNOROTO  adupa  amerrujporcumonoit wuexorsr [7), 275 wmu (3,2 mons)
mubpomasrana w1500 M BojbI, marpeBaeMod Ha  KHOAINEH  BOAAHON
fame, npu UepeMenmiuparuy Mmejienuo npubasiagam pactsop 60 r (1,5 moxn)
NaOH s 100 ma soasr, mo pocruskenpn veiTpaisnoro pH cymecs oxmaman,
oprammueckuii ¢ioi orpeasny u cymman MgSO,. Tlocme mByx meperonox mo-
ayganm 59 v (Berxo 28% ) coepunenns (1) ¢ 1. wnm. 76—76,5° G (10 Mmm pr. c1.),
np®® 1,4631. Haiinerno, %: C 34,28; H 5,73; Br 38,00; N 6,44. C,H,,BrNO,.
Brraweneno, %: C 34,30; H 5,76; Br 38,04; N 6,67. TIMP: 4,09 (r, 2H,
NOCH,), 3,96 (us, 2H, CH,CH,), 3,43 (r, 2H, BrCH.), 1,88 (¢, 3H, CH;),
1,24 (v, 3H, CH,CH.).

Xropeudpar I-amunookcu-2-6pomarana (Ia). B 24 v (0,01 mous) coepn-
gerus (1) B 10 ma maormponawona wpubasmany 1,1 M KOHI, CONAHOR KHCITO-
THI, YHAPHBAMN JOCYXa W OCTATOR KPUCTANNH3OBAJNE M3 H30TPOTAHOIa ¢ d(Pu-
poy. Hosywamn 1,59 r (seixox 90%) comnr (Ia), r.wm 173°C. TIMP: 4,35
(r, 2H, OCH,), 3,60 (r, 2H, CH,Br). JImr. paumee [5]: o mr 173—174°C
(aramon —aghup).

1-3rokcusrurudenamunookcu-2-nepranrosrarn (I1). K macemermoMy ce-
posofoponom nipr 0° C pacrsopy 7 v (0,1 moas) KOH 1 70 Mn meranona wupu-
Gapasmn B Tewenme 0,5 4, ne npexpamas Tora H,S, 21,0 v (0,1 monn) coemi-
verua (1) w sarem ocraBisnu ®a 3 cyr B mAOTHO 3aKPsITOM Koxnde upu 20° C.
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Mertanoa oTTOHSIIE, 0CTATOK BBUIMBAJH B BOJY, 9KCTpAariposann xiopodop-
moy 1 sercymmsanuy MgSO,. Iocne gsyx meperowox nmoaxyuanm 12,6 r (Buixon
77%) coepunenas (I1) ¢ 1. xum. 82,5—83,5°C (13 mum pr.cr.), np™ 1,4675.
Haiigemo, %: C 44,02; H 8,15; N 8,36; S 19,47. C,H :NO,S. Beraucaeno, %:
C 44,15; H 8,03; N 8,58; S 19,60.

Xaopeudpar 1-amunoorcu-2-nepranrosrana (lla) nomydann rpems cno-
codamu.

1. Tuppommzom 1,63 v (0,04 mons) coegmuenus (11), ananormumo omucan-
FOMY s cwuresa xiopruapara (Ia), noayuanm 1,15 r (smixom 88%) conu
(ITa), = nu, 132—134° C (usonpouanoa — adup), ¢ pasa. [IMP: 4,09 (r, 2H,
‘OCH.), 2,72 (r, 2H, HSCH,). Haitnerno, %: C 18,50; H 6,11; C,H:CINOS.
Betuuemnero, %: C 18,53; H 6,22, Jlur. paunmsie [5]: 1. 70-71°C (ora-
Hoa — agup).

2. K pacrsopy 2,57 r (0,01 mons) muxaoprugpara (XVa) s 50 mx 0,4 M
NaOH uputasamnu 3,6 v (0,05 monn) B-MeprairToaTarona, 0CTABIALA Ha HOUb
mpu 20° C. Hpntapaasu 50 ma H,0 u mamocwam na romonry (10 mua) ¢ cyan-
poeyonoit Jaysre H0X8 (100—-200 meumr, H¥-opma). Romomwy nmpomsrnaii
Bomoil 7o orpunarexsroil npodsl Ha SH-rpymmer. Xnopruppar (1la) amoupo-
paan 1 M CONAHOH KHCHOTOH, YHapUBANHM M OCTATOK KPHCTAJNIM30BAJIU H3
naonporiagona ¢ agupos. Honywanu 4,14 v (seixony 44% ) xsopruppara (11a).
TIMP: ugemruuen crerrpy xdopruppara (lla), momydeunomy w3 coejiiie-
wua (1), w swrvepatypreiM gannem [5].

3. ¥ pacrsopy 1,025 r (5 mmouns) coepuuenns (XVII) B 4 mu smeranoaa
npubasmsiaa 0,1 mx (5,5 monp) Bonsr, 2,2 au 4,7 M pacrsopa HCl 8 meranose
u ocrapagam wa 48 u npu 20° C. PactBop ymapusamu JOCyXa H OCTATOR KpH-
CTANAU3OBAIN U3 uw3orpornanoia ¢ spupom. Tloxyaanm 0,58 r (srixog 909 )
xnoprupara (11a). IIMP: ugenruven cnexrpy xaopruppara (Ila), mounyuen-
Homy m3 coegunenns (11), w mureparypubiM maHEeM [9].

I-O9rorcusruaudenanunoorcu-2-smeruarwoarar, (I17). K pacreopy 8,15 1
(0,05 mons) coemuuenuss (II) B 50 mu 1 M sramompmoro pacrsopa HTHIATA
warpua npu 0°C npm nepeMeruBanmy MO KALNAM H00aBIANK DACTROD 4,20 T
(0,05 moup) Gpomucroro mMeruia B 20 ma abe. dTamona M ocraBagmy Ha 12 ¥
mpu 0°C. Cumect QumerpoBany m cmupt ynapusar. OCTaTok MeperoHssm W
twonyuanu 6,2 v (Bexom 70%) cymsdpuma (I11) ¢ 1. wmm. 98—99°C (13 My
pr.cr.), np*® 1,4681. Hailigeno, %: C 47,52; H 8,82; S 17,53. C;H,;NO,S. Bu-
upereno, %: C 47,43; H §,53; S 18,05, R; 0,85 (B).

Cepuorucaniii I-amunooncu-2-meruarvodran (I11a). B 0,53 v {3 smmons)
cymehuma (I11) B 8 mor sramoma npubasmamn 2 a2 w. H,SO,. Ymapusamn
JIOCYX2 W OCTATOR KPHCTAINW30BANH w3 BegHoro stamona. lomyuamua 1,65 r
(serxox 76%) comm (I1Ta), T mm 167—168°C. R, 0,42 (B). Haitnewo, %:
‘€ 22,88; 1 6,60; N 8,67; S 31,13. C,;H,NOS-0,5H,S0,. Beruncaeno, %: C 23,07;
H 6,45; N 8,97; S 30,79. [IMP: 410 (r, 2H, OCH,), 2,84 (r, 2H, SCH,), 2,18
(c, 3H, SCH,).

5'-Aesoncu-5"-( I-arorcusruandenanunoorcusruaruo jadenogun (IV ). Pa-
crBop 2,53 v (15 mMmons) marpueroit comu coemmuenns (I1) u 1,5 r (5 Mmouns)
5'-nesoxcn-5'-xmopanenosmua [21] B 15 mur ade. jmMermwicynbPoReHIa BHIED-
swunasin 6 v nipu 20° C, mefirpamirzopaau mefAnoll YKCYCHON KHCAOTOH u yIma-
puBann gocyxa. Qerator Kpucraiausorany us ponst ¥ nonyyany 1,97 v (spixoxn
95%) cymnpupa (IV), 1.ma. 103°C, R, 0,92 (A), 0,89 (B), Ei 0,92 (M).
Haiipeno. %: C 45,40; H 5,97; N 19,67. C,,1,.N;0;S0,5H,0. Brrugeneno, %:
‘C 45,59, H 598; N 19,94,

Ceprnokucanii 5'-0esoncu-5'-( I-anunookcuaruaruo Jadenosurn (IVa). 0,38 v
(0,9 mmons) cynedupa (IV) pacreopamm 8 5 Mot 2 . H,S0., upuGapnmrn
15 Mot ropAvero ape. aTAHONA T 110 OXHARACHIH BEIKpucTaLmn3osbisamu (0,380 r
(Berxox 90% ) comm (IVa). T.um. 158—159°C (c pasa.), B, 0,55 (A), R;
0.72 (B), Ee 1,35 (). Hajgeno, %: C 31,51; H 4,89; N 17.65. C,,H,:N,0.S-
-H,S0,-H,0, Bergucneno, %: C 31,44: H 4,83; N 18,33. IIMP: 8,52 (c, 1H,
H-8), 8,47 (¢, 1H, H-2), 6,13 (n, 1H, Iuw 49 Tu, H-1"), 4,15 (v, 2H,
NH,OCH,), 3,06 (m, 2H, 5’-CH,), 2,88 (r, 2H, CH,S).

Hodzudpar 1-arorcusruandenamunookcu-2-(S- dumerua)- mepranrosTana
(V). 0,321 (1,8 mumons) cyanduma (I11) B1 mx mepamofl YRCYCHON KUCIOTH U
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1 Myt mogucToro MetTmaa ocraniany B tempore npu 20°C wa 4 cyrn ymapusaau
socyxa. Ocrator pacrpopsasu B abc. sTanoine u ocakpann cynspug (V) pobdas-
neumem abe. sdpupa. MHoayuwasu 0,42 v (seixog 72%)  wmopruapara (V),
R; 0,26 (B).

Ceprorucani [-amunoorcu-2-(S-dunerua)-mepranrosrar (Va). 0,415 r
(1,3 mmons) mogruppara (V) pactsopsuin B 3 Mmx 2 u. H,50,, ynapusanrm nouyrs
jpocyxa u Beieasnu cyiangar (Va) mocaemoBarennsoil 06paborrofi 9TAHOIOM
1 meranoaom. 1loayuyama 0,15 r (seixog 53%) coemuuenus (Va), v ma, 170—
171°C (meranor — sopa). Haipeno, %: C 21,90; H 6,10; N 6.28; S 29,20.
C.H, NOS-H,S0,. Beryucaeno, %: C 21,91; H 5,98; N 6,39; S 29,25. [IMP:
4,09 (r, 2H, OCH,), 3,75 (x, 2H, CH,S), 3,01 (¢, 6H, CH,).

Hodzudpar 5 -desokcu-0'-[ (1-aT0KcusTUAUDE HAMIUHOOKCUITUL ) TUOMETUA] -
adenosuna (VI). I pacrsopy 1,02 r (2,46 mmousn) cyasduna (1V) 8 9 mx
JIeAANON YRCYCHONR KHCHOTH NPUOABIAmM 9 M HOAHCTOIO METHJIA, 0CTABJIIH
Ha 4 cyT B remuore npu 20°C, yuapuBajiu HANOJIOBHHY H K OCTAaTKy npubas-
nany abe, odup. Beimenmsineecs Macao OTHAGNANI, PACTHPAII CO CBEMREH MOp-
nneli aée. apupa u moaygasma 1,08 r (seixox 79%) mogruppara (VI), R; 0,69
(B), Ei 1,34 (). '

Cyavdiar ceprorucaozo 5'-0esorcu-5-[( I-amunoorcusrua)ruonerua lade-
wnosuna (Vie). 0,64 v (1,27 mmons) womrugpara (V1) pacreopsure 8 14,4 ma
2 1. H,S0,, uepes 10—15 muu upubasasan 160 ma abe. srairona ¥ ocraBiasiiu
Ha Hovys npu —10°C. YactHuHo BaKPHCTAIIU30BABILELCS MACHO OT/@NANY,
PACTHPANI co cBeAell mopurei abe. atanoaa i moayuain 0,5 v (Beixon 70,2%)
cyiibara (VIa), 1. mr. 148—149°C, ¢ pasn. (cmmpr —mopa); R; 0,52 (B),
—EA(JL) 1,61 (M), 7\,,\(31\-(; 260 HM, Azso//‘lzso 0,88, Azgg/Azeg 0,17 Haﬁp;eno, O/OZ C 27,89,
H 460; N 14,70. C,;H,,N;0,5-H,80,-HSO,~-0,5H,0. Beruncueno, %: C 27,80;
H 4,49, N 14,97, IIMP: 8,50 (¢, 1H, H-8), 8,48 (¢, 1H, H-2), 6,18 (g, 1H, Jun
4.3 T, H-1"), 4,60 (r, 2H, NH,OCH,), 4,00 (v, 2H, 5'-CH,), 3,84 (v, 2H,
‘CH,CH,S), 3,05 (2¢, 611, CH,).

L-9rorcusruaudenamunoorcu-2-6enazuaruodran (VII). K pactsopy 6,2 r
(38 mmonn) coepymmenus (I11) 5 40 ma 1 M METAHONLHOrO PACTBOPA METHIATA
narpmst npu 0°C m mepeMermimpanue 1o Kamiam  pobasasmam pacteop 4,7 r
(38 wmmous) xsopuercro GeHsmia B PABHOM 00hEMe METaHoNa ¥ CMEChL OCTaB-
Jsnitg ma uove npu 0° C, Peaknuounyio cmech 11CHTPams0Ban JeJAN0i YRCYC-
HOB k’ECA0TOH, (iuibTposany, Guabrpar yuapusai. OCTaTor BBLIBAAK B BOAY,
srerparnposanu  CHCL,, cymmmun MgSO,. Tlocne asyx UeperoHor MOXyuYasi
6,95 r (Berxog 72%) rmosdupa (VIL), T xur 113—114°C (0,2 mm pr.cr.),
ny™ 14,5291, R; 0,50 (B). Haitgeno, %: C 61,69; H 7,33; N 540. C;H,,NO,S.
Brrawcneno, Y%: 61,62; H 7,56; N 553. IIMP: 7,36—7,26 (apomaruu, uporo-
Her), 4,05 (v, 2H, NOCH,), 4,03 (xs, 2H, CH,0), 3,73 (¢, 2H, CH,S), 2,73
(1, 2H, CH.S), 1,97 (¢, 31, CH,), 1,34 (r, 3H, CH,).

Xaopeudpar 1-amunoorcu-2-6ensuaruosrara (VIila), K pacrnopy 0,506 r
(2 aaonn) coeupenusa (VIL) B 2 v wsonponawona mpudasisng 0,25 M ROHI.
‘CONSHON KHCIOTHL B yHapusain gocyxa. OCTator KPUCTAILAMIOBANK 13 W30MPO-
manona ¢ aupou u roaywann 0,37 v (seixox 80% ) xamoprujpara (VIIa), ..
'92—-94° C. Hartigeno, %: C 49,33; M 6,75; N 6,25. C,H,,CINOS. Boruncreno, % :
‘C 49,19; H 6,42; N 6,37.

1-9rokcusTuandenamunoorcu-2-6ensuasruacyasvpor  (VIII). K 1,52 r
(6 srmoan) tHosdupa (VII) B 100 Mo abe. sramoia Mo KATWIAM J0GAaBIAIH
npu 20°C paersop 1,26 r (8 mmons) KMnO, & 25 Mu mogsi, copepskanieis
0,46 mur (8 muvoan) yrcycmoli kmemotsr, puaprposamu wepes uesur Super-Cel
{Iohns — Manville, CITTA) u npomeiBanm adc. aranonom. Crnupr us uabrpara
orrouaay, octator akcrparuposani CHCly o cyurunmw MgSO,. Cynedon (VIII)
BEBLJIEJISIINE KONOMOUHOH xpomarorpadueit ma cunuxareie 5/40 ymum (Chemapol,
YCCP) s CHCL;. Homyuanu 0,48 r cyandona (VIII) (mwixom 10%, ocrans-
Hoe — He Bowreaiuee B peaknuo coepuuenume (VII)), R; 0,08 (B). IIMP:
7,39—17,28 (apomarwu. 1tporoust), 4,34 (1, 2H, NOCH,), 4,08 (¢, 2H, CH,Br),
4,01 (ws, 2H, CH,0), 3,04 (7, 2H, CH,S0:), 1,97 (¢, 3H, CH,), 1,32 (1, 3H,
‘CH,CH,). ,

S-(1-9rorcusruaudenanmunookcuarua)-L-yucreurn (I1X). Pacrsop 4,8 T
(0,12 wmony) NaOH, 7,02 v (0,04 Monn) MOHOPHAPATA THAPOXJIOPHAA IUCTEM-
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Ba 1 84 1 (0,04 mons) coemumenws (I} v 300 mar 97% nogmoro meranona
ocrasigan Ha meckoibro mumeit mpum 0° C. Meramos ymapmsajim, X OCTATKY
apubasagar 100 max H,O0 u arcrparmposamm (4X20 »ma) asdupom. Bopgmbiit
pacrsop npu 0° C He#iTparnaosasm KOHIL COJSTHON KHCMOTON. Brimasnimi mpo-
TYRT orduibrpossiBali, mocke mepexpuerannudanny wa H,O monywamu 3,8 ¢
(Borxox 33% ) mpoussoguoro (IX), r. . 191° C, ¢ pasx., R, 0,69 (A). Haii-
meo, %: C 43,21; H 7,50; N 11,41. CHxN.O,S. Boruucaeno, %: G 43,18;
H 7,25; N 11,19,

S-(1-Anurnoorcusrua )-L-yucreurn (IXa). Bonusrit pacrsop 0,51 (2 mvons)
coepnuenus (IX) mamocman ma womomky (00 mur) ¢ mayswcom H0X8 (100—
200 mem, H*-popma). Homoury mpomersanm pomoit m coegumenue (IXa)
smouponsamit 1 M BOIHEIM aMMHAKOM. JNIOAT YHAPHBAIM MOCYXA W JTOCHE KP¥-~
cTasIM3aluy U3 BojHOro atamonma mosydann 0,25 v (Beixon 69,4%) mpowa-
popmoro (IXa), 1. mu. 153°C, ¢ pasm, R; 0,38 (A). IIMP: 4,29 (r, 2H,
NH,O0CH,), 4,21 (r, 1H, NH,CH), 3,20 (r, 2H, CH,CH), 2,95 (r, 2H,
CH,CH,S).

§'-Hesorcu-5"-( I-arorcuaruaudenanunookcu-4d-ruodyrua)adenosun  (XI)
MONYUAN ¢ ROJMUECTBEHIIBIM BEIXOA0M, HexoAs u3 2,87 v (15 mMmonn) mpous-
soguoro (X) [6] m 4,5 ¢ (5 »mmomp) 5 -nesowrcu-5'-xnopamenosmua |21] auma-
TorwuHo oumcannomy mig coemunenns (1V), R, 0,94 (A), 0,91 (B).

Cepnorucavtt 5'-desorcu-5'-( I-amunookcu-4-ruobyrua)adenosun  (Xla).
K pacrsopy 0,24 r (0,54 mmons) npoussomuoro (XI) B emecnm 4 man 2 n. H,50,
i 16 Mx adce. srapona npubasasrn 70 Ma adc. 3TaHONA H OCTABNAIN Ha HOYb.
apu —10° C. BeigenuBinmecss KPUCTAIBI PACTHPANN ¢ abc, TAHONOM M 1OIY-
gagu 0,25 ¢ (Beixoy 92% ) coemmuenus (XTa). R, 0,64 (A), 0,78 (B). Haiine-
ro, %: C 33,47; H 5,46; N 1582, G\, H,,N:0,S-H,S0, - 2H,0. Beruncaeno, %:
C 33,32; H 5,59; N 16,66.

Hodzudpar 5'-desokcu-5"-( 1-srokcuarusudenanunoorcu-4-neruariobyru ) -
adenosune (XI1I) cuuresuposann us 1,0 r (2,7 myons) coepumenna (XI)
AHAJOIMYHO omucauwuomy puas cuwuresa npoussonuoro (VI). Ioxywama 1,4 r
(seixon 83% ) mogrmupara (XI1I), R; 0,73 (B).

Cyavgar ceprorucaozo 5'-desorcu-§ (I-anunookrcu-4-neruaruodyrua (ade-
nosuna {XIla) cuuresuposanu w3 1,05 v (1,8 mmonn) nopragpara (X1I) ama-
normuno cuaresy coepmuerus (VIa). IMTomyuanm 0,81 r (Brixoxm 75%) coenu-
menwst (XIla), . i 139—141° C, ¢ pasx., R, 0,59 (B). Haiineno, %: C 29,90,
H 5,54. CsHysNeO.S-H,S0,-H.Q-HSO,~. Beiuncaeno, %: C 30,10; H 5,05.

1-9rokcustuaudenanunoorcu-2-gernorcusrarn (XI111). K emecnm 20 »r 1,6 M
pactsopa (deHoxsTa HarpuA B Meranoxe npulapaanm 6,6 v (31,4 Mmoub)
coepunenusn (1) u kumarunm 15 a. PacTsop HellTpasn3oBansy YKCYCHON KUCIO-
TOM, BRLINBaNKN B BoNy, arcrparuposanw CHCL, u ey MgSO,. Tocne pyx
neperonok moayvann 2,52 v (erxox 40%) coepmuennsa (XIII), =, xum 98° C
(1 mm pr. er.), np™ 1,5020. Haiigerno, %: C 64,92; H 7,61; N 6,29. C,,H,,NO,.
Briuncyeno, % : C 64,55; L 7,67; N 6,27. )

Xaopeudpar I-amunoorcu-2-enorcusrana (XI1lla). K 0,223 r (1 mMo0an)
coepuaenus (XXIIT) B 2 mu usonpornanona npubasisann 0,11 Mo xomy, cons-
HOI KHCJOTHI, YIAPHBAIE JOCYXa I OCTATOK KPHCTANIMB0BAMM H3 U30TPOTIAKO-
na ¢ aduport. Tomywanu 0,17 v (seixon 90%) xmoprumpara (XIITa), T. ma.
176° C. Haiineno, %: C 50,98; H 6,51. C;H,.CINO,. Breruncneno, %: G 50,67;
H 6,38.

Huaruaoswl agup I-arokcusTuaudenamunoorcuaTan-2-@gochonoeotl ruc-
aoret (XIV). Cumecy 15,8 1 (75 myons) coepmrerns (1) u 12,5 ma (75 mMmous)
rpuatandocdura marpesamr 3 u npu 160—165° C. Tlocme meperomxu moury-
vann 12,4 v (seixom 64%) adupa (XIV), 1. wun, 109—110°C (1 mm pr. ¢r.);
o 1,4420. Haitgeno, %: C 44,93; H 8,39. C,,H.NO,P. Briuucaeno, %:
44.94; H 3,30.

Xaopeudpar dusrunosozo sgupa I-amunookcusran-2-ocdhonosoil kKucaorot
(X1Va). K 0,53 r (2 mmonn) afpmpa (XIV) B 2 M sranona npubanssig 2 M
2 M pacreopa HCl  sramone u 0,4 MX BOJBI, yOAPUBAIK JIOCYXA W II0CTE BBI-
cymupanua B sakyyme nan P,O,/KOH momywamn 0,46 r (seixom 99%) xumop-
ruapara (XIVa) B supe ryeroro macuna: R, 0,74 (A). Haiineno, %: G 30,75;
H 7,19; N 15,40; P 12,85. C,H,;CINO.P. Borawcneno, %: C 30,84; H 7,33:
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N 15,18; P 13,26. TIMP: 4,31 u 4,44 (asa =, 2H, NOCH,), 4,05 (x», 2H,
‘CH,CH,0), 2,44 u 2,25 (msa 1, 2H, PCH.), 1,26 (7, 3H, CH,CIH,).

Juxnopeudpar 4,4'-0uruobuc(l-amunookcubyrana) (XVia). K pacreopy
3,8 1 (0,02 monn) coeguuenus (X) v 11 mu meramona mpu 0° G npubasisin
9,0 M 2,22 M KOH 5 meranos 1 3areM ITPH 3TO e TeMIuepaType THTPOBAIN
0,4 M pacrsopom uopa B Metatone, npubasasan 10 M BoAbl, Meranon yma-
pusagy 1 ocraror axcrparwposansu CHCLl,. Xaopodopwm ynapusaim, ocrarok
afupa (XVI) (R, 0,38 (I')) pacrsopsan B 15 mn msomponanoia u mpespa-
wasm B auxaoprwipar (XVIa) poGasiemumes 2,1 MI KOHIL CONANON KICIOTHI.
‘Ocagox mpomsipasy agupon. Homyuamn 3,06 r (seixog 98%) nuxmoprugpara
(XVla), pasmavaowmerocs upn 104° C; R, 0,38 (¥R). Haitgewo, %: C 30,57;
H 6,98, CsH.CLN.O,S:. Briamceaeno, %: C 30,67, H 7,08.

Auznopeudpar 2,2 -Ouruobuc(l-anunoorcusrana) (XVa) mnonxydaanm w3
3,26 v (0,02 aonp) coepuuenus (I1) aHagormuno cumuTesy, OMUCALHOMY ISt
mrxsopraapara  (XVIa). Uoayuanu 2,2 v (BeIxopg 85% ) pmxmoprmjpara
(XVa), pasnaraonerocs, ve muassces, upn 74° C; R, 0,37 (3R).

1-9rokcusruandenanunoorcu-2-ayeruaruooran (XVII). K pactsopy 2,4 ¢
(32 MMOaB) THOYRCYCHOI KUCIHOTHL B 4 MJX MeTAHOIA HWOCHeHOBATENbHO MpPU-
Gasssan upu 0° G 10 ma 3 M pacrsopa mermiata HaTpus B Meramone u 6,3 r
(30 aaoun) coejiuxennsa (1), Awmmyny sanmausaju, HArpeBaJM HA KHIALICH
BonHRON Gade 4 u M HelTpaNwsoBanw JeJAHON yKCYCHON KucroToir. Meramou
OTUOHMANI, OCTATOR shAMBANN B Boay, »rerparmposasu CHCl, u cyumawn
MgSO,. ITocne Tpex neperonok mnoaydamr 2,58 r (Beixox 43%) coepunenns
(NV): 7. k. 85,5—86°C (1,5 mw pr.cr.), np 1,4777. TIMP: 4,03 (v, 2H,
NOCH,}, 4,02 (xm, 2H, CH,CH;), 3,19 (v, 2H, CH,S), 2,28 (¢, 3H, CH,CO),
197 (e, 3H, CH,C=), 1,30 {1, 3H, CH,CH,).

T parc-T-orokcusruandenanunoorcu-4-6pondyren-2 (XVIII). K pacrsopy
214 v L4d-pubpombyrena-2 B 150 ma abe. muMeTHAoBOro 3PUpa STUIEHTIHKONA
ppi 0°C u nepemeruBaniy Jo0aBIIE 10 KausiM B tedemue 1 u 0,5 monb
pacTBopa LATPHEBOTO NPOM3BOJHOIO «orcuumunoaupay [7] B 150 ma cmec:
METAHOMX — JMMeTHI0BbIT a(hup srmenrauroast (1:1) u ocrapisiu Ha HO9H
apw 0° C. Metanon w ahup OTTOHANY, 0CTATOK BHIIMBATMY B BOJY, MACJIO OTHE-
sy u osxcrparuposagy CHCl,, Macio un ofwenunenunie XnopoopMHBIE BEI-
i cympan MgSO,, xaopodopm orromsin u ocraror pacreopsaan B 150 mix
abc. meranona. Pacrsop oxaampann reepapim CO: w ¢dunprposanu., Mz duib-
“TpaTa Xocle ABYX TEPEromox moayyamin oo T (seixox 44%) coepumenwms
(XVIID), 1. wum 94--95°C (3 wmm pr. cr.), np®® 1,4888. Haiimeno, %:
C 40,70; H 5,77. C:H, BrNO,. Beruncneno, %: C 40,69; H 5,98.

Xaopeudpar rpanc-I-anunoorcu-4-6pomtyrena-2 (XVIlia). a) K 0,236 r
(1,0 aionn) coemmuenus (XVIIT) B 5 mur alc. msomponamosa NpHOABISIK
0,15 M3 KOHU. CONAMOI KICIOTHL, YNAPWBAIW JIOCYXA M OCTATOR RPUCTAIIU30-
Bang 73 u3omporawnona ¢ adupom. Honygamm 85 mr (wwmixom 40%) xmoprap-
para (XVITla): 1. mi. 154—155°C (¢ pasan.). Haiigeno, %: C 24,00; H 4,60.
C.HyBrCINO. Bstwucaeno, %: C 23,73; H 4,48. I[IMP: 4,67 u 4,57 (msa =,
2H, OCH.,), 4,13 w 4,07 (nsa n, 2H, CH,Br).

6) 2,96 v (0,01 mom) coemmmenns (XXIII) ® cmecm 50 mm sramona
1 10 MI ROHIL CONSMON RUCHOTHL Kuniatuau 6 u, ymapmsanu nocyxa. OcraTor
PAcTBOPAIM B BOJle, SKCTPATUPOBAR ahupoM, Boguy1o (asy yoapuwsaim HocyXa
B KpHCTAANN30BaNm u3 m3onponanosa ¢ afupom. Ilomywanu 1,16 r (Beixop
57%) xmopruapara (XVIITa); r. na. 153—157°C. R, 0,26 (E); 0,83 (JK).

Tpeo-1-srokcusruandenamunookcu-2,3-duokcu-4-6pondyran (XI1X). K pac-
Bopy 7 v (30 mmonn) xmopruppara (XVII) B 250 ma sranoma npm —20-+
+—18° C u mepemermnusanmnm npubapaaiy mo Kamias pacteop 5 r (31,5 mmouns)
KMnO, n 4 r (36 mmons) MgSO, B 100 mur Bojst, mepemernmasana 0 OTprIa-
TeabHolt mpobnr Ha MnQO. -uom u 1pubaBisNK DOAHLLH pacTBop Gueynbpura
Hatpua o obecusevmsanusi, Cmech QUIbTPOBANA, 0CATOK IPOMBIBAIE CIAP-
TOM W ofBbejiHeHubie PUIBTPATH YRAPUBANK [0 HATAJA OTAeNeHus Macya,
arerparusany CHCl; u cymmmw MgSO,.. CHCl, ymapupane m moayvamu 6,4 ¢
(Bexoxt 80%) mmoma (XIX). R, 0,34 ([), 0,50 (I'). IIMP: 4,06 (g, 2H,
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NOCH.), 4,01 (xs, 2H; OCH,), 3,57 m 3,54 (msa m, 2H, CH,Br), 2,00 (¢, 31,
CH.;C=), 1,33 (r, 3H, CH.CH,).

Xaopeudpar ., rpeo-I-amunookcu-2,3-0uokcu-d-mepranrobyrana (XXla). K
emecy 24,3 M (0,3 mons) abe. mumpuarsa m 29,7 amu (0,3 moan) yrcycHOro
amruapnga 8 20 ma abe. opupa upn 0°C nobasianm mwo kamisym pactsop 4,30 r
(0,016 moanb) coepmmennsn (XIX) » 20 au abe. sdupa u ocrasisann npuw 0°C
Ha 3 cyT. JPup, UMPHIMHE B YKCYCHBIT aHIMApUL OTTOHAIHK, OCTATOK BHIIHBAJII
B Bony, Heintpamuaosanu NaHCO,; u sxcrparaposanu CHCl,. Ilocae sbreymmu-
sarma MgSO, u neperowkn moayuama 4,2 v (neixog 83%) coemmmennsa (XX),.
r. k. 118—120° C (0,1 am pr. ¢r.), R; 0,75 (I).

K 3,2 r (9,5 mmonn) coepmuenns (XX) B 2 ma abc. Meranona npubapisim
pacteop tmoarerara marpus (0,72 v (9,5 MMOJIB) THOYKCYCHOI KHCIOTHL,
0,22 r (9,5 mmonn) varpma B 3,5 MJ mMeTaHoNa) H HarpeBadm 4 U B 3amasH-
HOH aMITy/Je HA REOAIell BORAHOW Game. PactBop BLUMBANE B BOAY, DKCTPA-
ruposasy supom u cynman MgSO,. Ilocue neperourn woayvamm 2,0 v (Bor-
xox 60%) semecrsa ¢ 1. wum. 125—128°C (0,4 vm pr. c¢r.). launeHeiiniymo:
OUHNCTRY TPORYKTa Tpopommam Ha wodonke (7X10 em) ¢ cmauxaremes
40/100 MM (Chemapol, YCCP), mposois sA0Nmo OH30I0M, a 32TeM CMEChIo:
srmianerar — Oeuson, 1:4. llocxe oTroHKM pacTBOpETENR MONYIATH TOMOTeH-
roe o TCX coepumenue (XXI), R; 0,71 (E). K coepumenuo (XXI) npmban-
a0 Mi meraumona, 0,1 mi Bogsl m 1 ma 10 M pacrsopa HCl B meranone,
octapismm ma 2 cyr npm 20°C m ymapmeamm rocyxa. OCTATOK BEICYIIABaI
nag P,O,/KOH u noaywann 0,75 r (Brixox 70%, cumras Ha HeoummednHoe Co-
enmuenue (XXI)) xnoprmapara (XXIa) B suse rycroro macua, R, 0,18 (I')
(ameroxkcmm xmopruapara {XXIa) mmeer R; 0,50 (TV)). Cyasdruipuasnyio:
ITPYOny KOJAYECTBEHHO OUpenelsaisum ¢ peartupoM Jnimana [18) u n-xnop-
mepryp-o-uutpoderonom [19], a aMuHOOKCHTPYIIY — PeaKUHell ¢ NBPHEOK—
canb-d’-hocdarom [22].

Tpawnc-1-srorcusruandenanunoorcu-4-mepranrooyren-g (XXII), I nacpl-
wennomy ceposopoponon npm 0°C 2,22 M pacrsopy KOH (17,5 Ma) B Mera-
HOJe MeJeHHO NpuEbaBiaiy, He NpeKpamas Toka cepPoBONOPORa, pactsop 8,2 r
(3,5 mmoab) coemuenna (XVIII) B 5 M MeTanosa, IPOIYCRATE CCPOBOZOPOL
eme 0,5 1 1 ocTaBAAIE HA HOYL B MJIOTHO 3akpsiToil KoaGe mpu 20° C. Meramon
OTPOHSIM, NMPONYKT BHUIMBANM B BOAY, DKCTPATHPOBANM XJOPOHOPMOM B Cy-
. MgSO,. Tlocie mByx meperonox monywanm 3,2 v (seixom 57%) coemm-
wenmg (XXIT); 7. kum. 70—72°C (0,12—0,13 mm pr. c1.), n,"° 1,4873, R;
0,78 ([1). Haimeno, % : G 50,99; H 7,88. CH;NO,S. Briumcuneno, %: C 50,77;
H 7,99.

Xaopaudpar rpanc-1-amunookcu-4-mepranrodyrena-2 (XXIla). a) K 0,57
(3 mmonn) coegmmenna (XXIT) s 10 ma aBe. ws0mpomaHosa NPUOABJIAIIL
0,3 MJI ROHI. CONAHON KMCIOTHI W ymapuBagm jocyxa. OcTaTor KPHCTAJLIHBO-
padK m3 abe. uaonpoianora ¢ sdupom u monygamu 0,39 v (seixon 83%) xaop-
raapara (XXITa); = na 147-149°C. Haiipeno, %: C 31,00; H 6,42.
C.H,,CINOS. Berumcaeno, %: C 30,86; H 6,48.

6) Cycmenamo 2,54 r (7,5 mmoun) coemunennss (XXIV) B 40 mu Bopst u
2,4 Mn xowl. conAnoil kmeaoTsl warpesanm 10—15 mum npa 50° C, oxmanna-
a1 uaprponanu, [Hoayuamr 1,62 ¢ (seixom 86% ) 1-(N-orcudraswvmunmo)-4-
meprantobyrena-2, R, 0,69 (E). 1,6 v (6,4 mmonn) 1-(N-okendranmmuno)-4-
mepranrobyrena-2 B 10 Man JegsHON YKCYCRON KHCAOTRI W O MJ KOHI. COMfA-
HOH KmCaoThl marpesanu 1,50 1 B TOKe apromra, oXJTa/R{add H  (DHILTPOBANM.
Duarrpar ymapueain [OCYXQ, PACTBOPAIE 8 BONe, QHIBTPOBANY, YIAPHBATH
AOCYXa ¥ OCTATOK RPHCTAINM30Bajm M3 maomponanoia ¢ adupos. ITomyvann
0,57 r (Brixom 57%) xaoprumpara (XXIIa).

Tpanc-1-(N-okcufirarumido)-4-6pomdyren-& (XXII1I). K pacrsopy 130 r
(0,6 mons) rparc-14-puGpombyrena-2 8 140 ma. abc. pumerwaQOPMAMUNA IpH
5—7°C pobasasan mo Kamaasm pactsop 32 v (0,2 monn) - N-oxcudrammmnia
[23] m 29 ma (0,22 moxnn) tpuormiamwaa B 60 Mmi abe. pumermidopmavuna.
Iepememmpanu 1 « upu 20° C, dunprposanrn. DuabTpar. yuapupamm 0CyXa,
pactropanz 1 200 ma xumswero abc. sTanona, QEALTPOBANE TOPIYMM Uepes
nenar Super-Cell (Zohns-Manville; CIITA), noGasnsamu 50—60 mx Bomsl, 0X-
TaKRTaIE 1 ocamok orgmaprposeizand. Llocne neperpucrammmsanmg w3 GGl
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monyyvama 40,4 r (serxox 68%) coegmmenna (XXIII), 1. om. 103—104° C, R,
€,88 (I'). Haitneno, %: C 48,99; H 3,61; Br 26,30; N 4,48. C,,H,,BrNO,. Ber-
ancicuo, %: C 48,68: H 3,39; Br 26,99; N 4,73.

Tparc-1-(N-okcu@graaunudo) -4- (Guavrwiruogochar)-dyren-2 (XXIV). K
2,31 v (0;01 moup) Li,PO;-5,5H,0 8 20 ma Boasr npubasiamn pactsop 2,96 ¢
(0,01 aomn) coepmrenna (XXIII) B 20 Mo puMernndopmamMuga H epeMenim-
waaw 1 v npa 40°C, npudasaanm 200 M BOKBI, pasMeluBagn A0 IOYTHA I10JI-
Horo pacrsoperas ¥ duirprposanu. Dunsrpar ymapusasm mo 20 it u mocie
apubasienus 100 ma cmecu sramon — sdup (1:1) nomyuamm 2,54 v (BoIxOK
T7%) coemuuerus (XXIV) R, 0,16 (A).

Merunosviii sgpup  3- 970nczw’ru/m0{’H—2—M€pmmronponuono60& KUCAOTHL
(XXV). K pacreopy 7,0 ¢ KOM B 50 mur merawonma, HACBIUICHHOMY CEPOBO-
Jopomos, wpw 0° C mpubasngsiu, ue Npekpalbias Toxa CepOBOJIOPO/R. 26,8 r
(0,1 \IOJIb) METHIOROT0 3upa  P-dTOKCHITUI/IC HAMTHOOKCH- -0 POMITPOIHO-
HoRoit wucaorsl [8]. llponvcmqu ceposojopon ewe 0,5 w u ocrasasnn Ha
HOUL B IUIOTHO 3akpuItoii xoade mpn 20° C. Meranoy OTTOHANM, 0CTATOK Bbi-
JUBANY B BOAY, arcrTparupopanu xgopodopmom u cymminu MgSO,. Ilocxe
IByX meperonok monydamn 7,4 r (Boixox 36%) merumosoro sdupa (XXV);
7. kan. 89—89,5° C (0,5 mm pr.er.), np*® 1,4623. Hasigeno, %: 43,77; H 7,03.
‘CeH,sNO,S. Buruucaeno, %: C 43,42; H 7,03.

3-Amunoorcu-2-mepranronponuonosas wucaore (XXVa). K pacrsopy
2,05 r (0,01 moan) merusosoro supa (XXV) B 5 aur Meranomsa, cojepika-
wero kKamaio pacrsopa Qewondrasewna, npubasasanu npu 30°C mo rammsm
10 M NaOH s poze no yeroliwwnoil oxpacku. Oxnampanu no —10° C u mop-
wueasun npu aroii remneparype 10% HCI no womro. Xosommsii pactsop
BHICTPO HKCTPALUPOBANK  XAOPUCTBIM METUIEHOM, (DUALTPOBANH XOJOAHLIM
vepes MgSO, n yrnapusamu jocyxa. OCTaToX PAacTBOPANM B M30NPOLAHONE,
mpudasIAmun 1 M KOHIL CONMANWON RHCJOTHI, YHAPUBAJI JOCYXA U BHICYUINBA-
an B pawyyme Hajg P,O;/KOH. Hoxyganu 1,0 v (suixox 54%) xsmopruapara
(XXVa) B Bune rycroro sacaa, £,0,35 (A). Kpucrammruecxuii Tosumar
(XXVa) umeer 1.1t 144° C, mzomponanon — adup (¢ pasn.). TIMP: 437 (g,
2H, CH,), 3,83 (v, 1H, CH).

'Beedenue cyabdouapuabﬁbu ’pynn K TPHK (A) u no 3-okucaernnoti
konyesoll pubose TPHK (B). a) 2,5-107" M tPHE® E. coli (165 OEys/mi1) u
0.82 M avwnoorcuruorpent (XXTa) muryduposaan 16 u npuw 37°C u pH 5,0,
zatem muanmsonsamu npotus 1 MM EDTA, 50 M NaCl npu 4°C, mewmsas
qwaanzar raEgsie 12 v Cyanruiupuiabubie TPYHIIBL OUPEJCHSIH PEARTHBOM
Dumvama (1) u n-xmopmepryp-o-unrpodenosos (2). B rkourpore peariHoH-
HVIO CMECh AMAINBOBANI HENOCPE/CTAOHHO MOCLC NPHEOTOBIEHIS,

6) 5-10-*M TP[IHOMU E. coli (330 0E/ur) uw 3,510 M  xmoprugpar
'T—HMI/IHOOI\CH 4-mepranrTobyrana  (Xa) B 0,4M Na-auerarmom 6ydepe
(pH 5,0) maryGuposanyu 2 u npy 20° C 1 3ares AMaAH30BATI OO CHOCODY «ay.
B xourpone neroaszosann TPHR® smecro TPHE orea
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SULPHUR-CONTAINING O-SUBSTITUTED HYDROXYLAMINES FOR INTIBITION
OF ENZYMES AND MODIFICATION OF NUCLEIC ACIDS

KHOMUTOV A, R., KHOMUTOV R, M.*

N. D. Zelinsky Institute of Organis Chemistry. *Institute of
Molecular Biology, Academy of Sciences of the USSR, Moscow

Preparative procedures and methods of synthesis of some previously unknowr
sulphonyl-, sulphonium- and sulphydryl-containing O-substituted hydroxylamines have
been developed. The stability of O-substituled ethoxy-acetohydroxymates is demonstra-
ted under Vagner's condilions of C—C-bond oxidation, in the oxidation of sulphides
into sulphones, or thiols into disulphides. Resulls of experimenls on Llhe specific inhi-
bition of enzymes by the above polyfunctional O-substituted hydroxylaminces and their
application for nucleic acid modification ave discussed.
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