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CHUHTE3 OKTAAENWIOBBIX 3OUPOB INTPOU3BOAHBIX I'MCTHUAWHA
" 3-(1,2,4-TPUA30JINI-3)ATAHUHA B KAYECTBE
HOTEHUUAJIBHBIX PEIYJISTOPOB POCTA PACTEHUI

Mockodckull uncmumym moOHKOU Xumuqeckoi mexnonoeuu um. M. B. Jlomonocosa;
* Hucmumym ¢uauonozunecku akmuehotx eewecms PAH, e. Yepnozonoska Moc-
xoackoud oba.

CuHTE3MPOBAHH OKTAXCLWUIOBRE 3PUPH PAa3JUYHKX TPOM3BOXHLIX IH-
ctuanHa U ero ananora — 3-(1,2,4-rpuasonun-3)anaHuHa 0O METOQY CME-
IDaHHEX aHrapugoB. Paccunranw no nporpamme Alchemy II sHeprermuecku
Haulosice BRIMOZHHE KOHMOPMALMK ITHX COSAMHEHUH M IIPOBENEH CPABHU-
TEABHHHA AHANM3 MX C STAJOHHHM HAKIOOYTPA30/JOM C LEJbI0 BHACHCHUS
BO3MOXKHOM OHOJOTHYECKOM AKTHBHOCTH. [P M3y4YEHUH POCTPETyIUDYIOMeH
AKTHMRHOCTM HA PA3JUYHBIX PACTEHHMIX OHUIO MOKA3aHO, YTO CHHTE3MPOBAH-
HHE COSAMHEHUS BIUSIOT HA POCT cTeb/Iel U KOPHEH, 4 TAKXe CIOCcOBCTBYIOT
YBEJMYEHHIO BECA IIPOPOCTKOB. BMecTe ¢ TEM BJIHIHUS HCHBITHIBAEMBIX
COCAMHEHMH Ha BCXOXECTh CEMSH He O0HAapyXeHO.

ITouck BHCOK03()(PEKTHBHEIX M BMECTE C TEM JKOJOTMYECKH Oe30macHBIX
CPENCTB 3aIUUTH DACTEHHUH #ABASETCA AaKTyaJbHOM 3amavueif OIS MCCIEHOBaTENCH
pa3uux ¢crpad. Kak npasuio, cOueTaHuSI 000MX 23THX KAYECTB B OGHOM COCAUHCHUH
gocTuub He ymaercd. Ilpuuem B HacTosimee BpeMd TPeCOBAHMIO JKOJIOTMYECKOMN
YUCTOTH YACASETCI MEPBOCTENEHHOE BHUMAHHE U yacTo B ymepd addexTuBHOCTH
npenapatos. llo-BupguMomy, 3TOMY KadeCcTBY OyayT MNpeXxae BCEro OTBEYATH
MPUPOAHBIE MJAM CHHTE3MPOBAHHLIE HA WX OCHOBE COEAMHEHHUH, HANPUMED TNpO-
u3BOAHME aMuHokucaor [1—3], xotopue sapexomengosanu ceba kxax dhdex-
TUBHEE DECYJASTOPH POCTA PACTEHHM.

C npyroit cropoHH, npu BeOOpe OGBEKTOB CHMHTE3a MH OOpaTH/IM BHUMAHHUE Ha
TO, YTO BHICOKYIO @KTHBHOCTDH PSla COEMMHEHMM, MMEIOMMX NPAKTHUYECKOEe 3HAUCHHE,
OIpeReasioT a30/bHAsd, (eHWwIbHAS M pasBerBicHHAs rugpodobHas rpymust [4—61.
WHTEPecHo, YTO y ONTHUYECKM AEATENBHEX COSJMHEHHI TAKOrO pona OHONOrMucCcKas
AKTHBHOCTb SHAHTHOMEPOB pazmiyHa. [10Ka3aTeseH B 3TOM OTHOMIEHMY TAKOH M3BECTHHIH
npenapar, kak naxao0yrpason (4,4-mpumermn-2-(1,2,4-rpuasonwi-1)-1-(4-xnopde-
HWI) IIEHTAaHOoA-3): '

TIpunareie coxpaunichus: Dnp — 2,4-aunmrpodenwn, Bom — Gensiokcumeriui, Boc2O — nu-mpem-
Gyrmnnpokapbonat, Alk — oxrageumn, TFA — tpucdropauerar.
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VY ero S,S-usomepa o0HapyXeHa peTapIaHTHAs AKTHBHOCTb, & y R,R-usomepa —
dyurnuuanag, 1o S,R- u R,S-nzcMepnl pnanosornuecku uaeptas [7 ]. D10 coenuHEHHE
BBMAY HHU3KOH OMONErpafiMpyeMOCTH SBJISETCS MOCTATOYHO TOKCHYHHKM IECTHLUIOM.
KpoMe TOro, coxpaHdsch B MOYBE, OHO TNOXABISET HA BTOPOM IO TOCJIE MPUMEHEHUS
BCXOXCCTH CEMSH MHOTMX DACTEHHMM, T. €. NEUCTByeT kKak repOuuma. [Ipusumas Bo
BHUMAHHME BHIIIEH3T0XKEHHOE, WHTEPECHHIM I HAC MPEACTABALNIOCH MONXYUYHUTE HEKO-
TOpHIE CTPYKTYPHBIE AHAJIOTM NAKIO0YTPa30/ia Ha OCHOBE NMPOM3BOLHBIX AMHUHOKHCIIOT
H M3YUYUTh MX OMOJIOPMYECKYIO AKTHBHOCTD.

B xauectse xmouesbix COSHMHEHHI MBI MCMOJB30BAIM OKTAXELMIOBbie 3UpHl L-TH-
CTHIMHA M €r0 HENpPHUpPOAHOro ananora — 3-(1,2,4-tpuaszonwn-3)-D,L-anasuna. Heobxo-
JMMOCTh TIDUCYTCTBMSL B MOJIEKYJIE OCTATKA BBICHIEN0 COMPTA, MO3BOJSIOENO TAKHM
COEMMHEHNSIM OPraHMYHO, KAK HaMM ObUTo MokasaHo [8], BCTpauBaThesd B OMCIOMHBIC
MoznespHbie dochonummnabe MeMOpaHbl, 00yCTOBIEHA TEM, YTO TIPOIECCHl, HA KOTOPHIE
BJMSIIOT PETYJATOPH POCTA PACTEHHIA, MPOTEKAXOT HA YPOBHE KJIECTOUHMX MemOpax [91].

ITpo6nemMa, XKOTOPYIO HAM MPEACTOS/IO PCIIMTE HA BTOPOM JTane gamed paboTh,
3aKI0YAIach B BeIOOpe M3 OGOJNBHIONO UMC/AIA BO3MOXHBIX CTPYKTYPHHX aAHAJIOTOB
nakgo0yTpa3ona Tex NMpOU3BOAHHKIX [MCTHAMHA, Yy KOTOPWX a priori Moxuo Obi1o Obt
MIPEACKA3aTh ONPEAEAEHHYIO (PH3HOMOINUECKYIO AKTHBHOCTD. I10CKOIBKY B 00eCneueHun
AKTHBHOCTH CYIMECTBEHHYIO POJIb WIPAET MPOCTPAHCTBEHHAS OPraHU3auMsl MOJEKYJIBI,
mis S,S- u R,R-maknobytpaszona Obiid paccyMTaHm no mporpamme Alchemy II
(TRIPOS Associates St. Louis. Mo., Sigma Chemical Company, karanaor 1991 r., Neo
A 9806) Hambonee sHepreTMUECKM BHIOAHME KOHGoOpMauu#. Jlanee aHaJIOTMUHBIM
00pasom ObLT PacCUMTAH DS NPOM3BONHBIX THCTHAMHA, WMEIONIMX, HA HAIU B3IVISK,
CTPYKTYPHOE CXOACTBO C Makao0yTpa3osoM. [Tocie CpaBHUTENBHONO aHAIN3A K CHHTE3Y
OBLTH NPENVIOXEHH TE TIPOMIBONHBE THCTHAMHA, KOTOPHE MPOSBUIN TONOXHMHYECKOE
CXOACTBO ¢ maxsobytpasosoM (cM. cxemy 1). Hanpumep, 3 pUCyHKA BHAHO, UTO Y
okTageuIosoro adupa N*-Z, N"-Boc-L-ructuauda (X) nabmonaercs cxoncTso ¢ R,R-
nakao0yTpa3o/soM, M OT HEr0 MOXHO OwnuUt0 OB OXHAATh NpPOABJCHUS (YHTHMIMIHBIX
CBOWCTB.

Kak usBecTHO 13 GMOXUMHMH PACTEHUM, PA3IHYHBIE (PUTOTOPMOHBE MOTYT IPOSIBAATD
pasHBE CBOWMCTBA B 3aBMCMMOCTHM OT MECTa MEMCTBUS B pPacTeHuUH. [loaromy pus
M3ydYeHHst nyTed Merabosn3Ma NMEnTHAHBIX OMOPEryJIsaTOpOB HaMM OBUI TAKXE OCY-
mEeCTBICH CUHTE3 okramemwwiosoro 3¢gupa N2-Boc,N'"-Dnp-rucrununa (XIV), rne
XpoMoOpHAS KHHUTPODEHUIBHAS TPYNNA MOXET CHAYXHUTb YHOOHBIM MapKepoM.

KpoMme Toro, ¢ uensio CHHTE3d AM- ¥ TPHUIENTHAOB C TEMH XKE IPENII0JIaracMbiMHu
CBOMCTBAMHU OBUIM NONYyUYeHb okTageumiossie a3Pupst N, N'"-nu-Boc-L-rucruguna (VI)
u N=*-Boc,N"™-Bom-L-ructuausa (XV) (cxema 1), a Takxe aHagor IMCTUIUHA —
3-(1,2,4-tpuazomun-Iananug (XIX) u ero au-Boc-3amMMIICHHBIA OKTAOEL{MJIOBBIN
spup (XXI) (cxema 2). Heo6xomuMOCTh B 3TOM COECAMHEHHMH BHI3BAHA TEM, UTO, IIC
UMEOMUMCS Y HAC JAHHBIM, TPHA30JCONEPXAIIME BEMECTBA 00afaoT 6oee BBICOKOMN
POCTPEryIMPYIOMICH AKTUBHOCTHIO MO CPABHEHHIO C AUA30JICONCPXKAIMMUMHM.

3a OCHOBY METOHOB CUHTE3a MBI M30paiM INpenoXeHHne I103HEBHM CrIocoObl
NoJayYeHus pu-mpem-OytnokcuxkapbormmnrucTuanaa [10] v MenTrnoBsix 3¢hupos 3a-
IHMEHHBX aMUHOKKCTIO0T [11] ¢ nomompio au-rmpem-Gytunnupokapbonara. I1pu oTOM
B KQuecTBe OUBEKTOB AJKWJIMPOBAHMSE MCHOIB30BANMCh HesammmenHsid (I), Monosa-
opmimennsin (11) u pusawmmenssiin rucrupua (111, 1V) (oM. cxemy 1).

B cnyuae nposeneHus peakuuM ¢ He3amMIeHHeM ructuauroM (I) mMbl mOpOMpain
YCJIOBHSL, NPU KOTOPHIX MOXHO OBUIO OCYINECTBMTb OXHOBPEMEHHYIO 3amuty N*- n
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Cxema 1
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XV Boc Dnp Alk H
XY Boc Bom Alk H

Ni™- moJIOXCHUA M aJKHJIUPOBAHKME KApOOKCHIBHOR TIPYNIel THUCTHAHHAE. [Ipu 9TOM
OBLIO YCTAHOBJICHO, YTO HAWGOJIBIINE BHIXOAK AOCTHIAIOTCS TMPU NPOBEKEHHH PEAKLUMH
B auokcade. IlpM WCIosb30BAHMM BONHOIO AWOKCaHa Bmxon sdwpa (VI cocrasmi
7%, @ TpPY TPOBENEHHM pEakuuu B cyxoM amoxcane — 10%. B xope cuuresza OpLiu
BEICJICHH M OXapakTepu3oBaHsl mobounste coemmuenud (V), (VID n (XIID.

Peaxuym B BOXHOM JHOKCAHE IPOBOMMUIMCD M PAHEe IIPH 331MUTE aMUHOTPYIIIT THCTHHA
¢ nomompro Boc-asmpa [12]. B ciayuae wucmosresoramms Boc,O Taxke NpOMCXOXUIO
o0pasosamie au-Boc-ructumauna. OgHAKO OFHOBPEMEHHOE O0pPA20BAHME CIIOXKHOI(DY PHOM
cBsi3d GBLUIO 3ATPYIHEHO W3-33 NPUCYTCTBHSA BOxn. J{0GaBIEHME MHOTOKPATHOIO M30BITKA
Boc,0 He npuBesio X yBesmueHunio Brxona abupa (VI), HO 6sut0 orMeueHo o0pasoBaHue
oxrapenwioBoro a¢upa N°, N* N™-rpu-Boc-rucruguna (VIID.

TIposepenue peakuuu B CYXOM RMOKCAHE HECKOJEKO HOBBICKIIO BEIXOH COSAVHEHHS
(VD), Ho B 2TOM C/ly4ae JUMHUTHpYROmuM (GakTtopoM crana crabas pacTBOPHMOCTb
TUCTUAMHA. [JMOKCAH OKa3ayICs HENPUIOAHBIM TAKXE /IS PACTBOPEHUS OKTAACKAHONE,
YTO BH3BANO HEOGXOQUMOCTH 3AMEHH €I0 B IPOLECCE PEAKUMM Ha XJI0podopM,
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Cxema 2
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HeynoBnerBopuTebHBE BHXOIB B 9TOM BAPHAHTE MPOBEACHUS PEAKLMU OOy MM
HaC MCHOJB30BATh B AAJbHEHIIEM B KAYECTBE HMCXOMHBIX COCHWHCHUU 33LIMILEHHBIC
MPOU3BOOHBIC THCTHOHHA., Taxk, MB HCCAEOOBANM pPeakumio ankuanpoBanus N*-Z-ru-
cruguna (II). Cunres nposomuicss mo tunosost meropuke [11] ¢ ucmons3oBaHueM
Boc,0 B nmpucyTCTBHM THUPUAMHA ¥ KATATMTHUYECKHUX KOJMUECTB 4-HUMETWIAMHAHONM-
pHAMHA € BHECCHMEM HEOOXONMMBIX HM3MEHEHUN TPMMEHMTENLHO X IPOM3IBONHBIM
IFHCTHAMHA.

Ilpu ocymecTBnennn peakuuu HaMu OBUIO YCTAHOBIEHO, UYTO B3aAMMOAEHMCTBHE
npoussopHoro (II) ¢ 1 aks. Boc,0 He npusoauT Kk akTHBALMU KApOOKCHIABHOM IPYIIIE!
THCTHOMHA ¥ IOCAEnyIoImeMy oOpasoBaHMIO anKwWwioBoro adupa, a obpasyercs, no
BCEH BMIOMMOCTH, JOCTATOYHO YCTOWUMBOE K CHMPTAM XapOOHWIHMHAA30JIBHOE ILHK-
auueckoe npoussonnoe ructuauua (XVIID (R, 0,5 (A)). Buigeauth €ro B MHAMBH-
IyaJibHOM COCTOSIHHM HAM HE YAaJOCh, OXHAKO O BOIMOXHOCTH oOpasosanus (XVIII)
H3BECTHO U3 psana ucroudukos [13, 14). Ilpu mommxennmx temneparypax (0° C u
HHXE) 3TO COEHWHEHHE MOXET CYmECTBOBATH B PACTBOPE MPOHOJIXHUTEABHOE BPEMS,
He Bcrynmas B peakuun co cnapramu, Opdaxko npu 20° C B teuenume 1 cyr B
HPHCYTCTBHH ITAHOIA TIPOMCXOAUT €r0 MOJIHOE PA3JIOXKEHHUE ¢ 00pa3oBAHMEM HCXOTHOIO
(I) u cnoxuoro sdupa (IX) ¢ HE3HAUNTEJHPHHM BHXOLOM.

Ilpu ocymectBienuu peakuun N*-Z-ructupuaa (II) co cnupramy B NpHCYTCTBHU
2 9kB. Boc,0 npomcxopuno Oucrpoe (1 4, 20° C) ankwinpoBaHue ¢ OXHOBPEMEHHBIM
BBENECHUEM BOC-3amMUTH B MMMAA30bHBI LMKJ THCTHAMHA ¢ oOpaszosanueM (X). Ilpu
fonee MIMTENEHOM TMPOBEAEHMK DEAKUMM B cpefe xsiopocopma ObUT BHIIEJIEH TaKXe
xjopruapatr (XVI).,

C uesslo MOBHILCHMS BHXOAA UEAeBOro mpomykra (X) Mbl ONpEemesIyuId, KaxHe
oboyHBiE COCRUHERHS 00pasyIoTcd B 3TOM peakumu. Beuio obHapyxeno, uto N*-Z-ru-
crummn (I moxer pearmposate ¢ ofpasyrommMmca B Ipouecce pasoxenus Boc,O
mpem-GyTanosioM, nasas coorsercryrommit adup (XI) ¢ Berxogom no 3%, a okragekaHon
MOXET BCTYNAaTh B PEAKLMIO HEMOCpencTBeHHO ¢ Boc,O ¢ obpasoanuem coenuHenns (V)
(TIMP-cniextp (3, m.m.): 0,87 (r, 3H); 1,25 (M, 30H); 1,48 (¢, 9H); 1,60 (M, 2H);
4,05 (r, 2H) (CDCly. MK-cricktp (v, cM™): 1740 (8 BasenuHOBOM Macie)).

Ocobo criepyer OTMETHTB, UYTO NPUMEHIEMBIH HAMH B KAauyeCTBC DACTBOPHTENS
x710popOpM AOKEH OHTH TIIATENBHO OYMIIEH OT NMPUCYTCTBYIOUIEFO B HEM CTaOWIM-
3aTOPa — DTAHOJA, KOTODPHIl BCTYNAET B KOHKYDHDYIOIIME DPEAKUMHU € 0Opa3oBaHHEM
srwnosex adupos (XID u (XIID).
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Komnsroteproe naobpaxenne Z-His(Boc)-OAlk (X) (8 uenrpe) u §,S-naxnofyTpasona
(cnesa BBepxy) u R,R-naknolytpasona (cnpasa BHM3Y)

Coepunerust (XIV) u (XV) 6ot monyueHn no tunosod meromuke [11] ¢
puixogamu 86 u 839, coorsercrseHHo.

3-(1,2,4-Tpuasonun-3)ananud (XIX) Opw1 cuuTesnpoBan U3 auerammxomanonosom
acupa u 3-XJIOpM€T}’LH 1,2,4-rpuasona [15], ero gu-Boc-npoussoguoe (XX) — COrIacso
meropuke [10], a oxrapewmnossit agup N*-Boc, 3-(1-Boc-1,2,4-rpuasonwn-3)ananmia
(XXD) 6bL1 moy4eH aHAJNOTHYHO COEAMHEHHMIO (XIV) (em. cxemy 2).

B pesyaprare mpoBemEHHEIX MCCJICAOBaHME 1o mpumenenuo Boc,O B peaxxmgx c
PasNUYHEIMM TIPOM3BOOHEIMU THCTHAHHA MBI CMOIVIM YCTAHOBHTH, UTO OCHOBHOH IO-
GouHolt peakuueir spasgercs obpaszosanue coemuHenus (V) (mo 60% B pacuere ua
OKTameKaHoJ). OTOT HEXEJATEHBHBIH IPOIEcC MOXHO CBECTH K MMHUMYMY IIpH CO-
OJIONCHUK CHACAYIOMMX YCIOBMIA: BO-TIEPBHIX, OOECMEYEHUE XOPOMIEH PACTBOPHMMOCTH
MCXOAHBIX NMPOM3BOAHKX THCTHAMAHA ¥, BO-BTOPHIX, HEMAJIOBAXHYO pPOJIb UIPacT 3JAECh
MOPSIIOK  3arpy3Kd pearedroB. Tak, BHeCEHUE B DPEAKLMOHHYIO MACCy IOCTAEIHHM
OKTaZCKAHOMA CYI(CCTBEHHO CHMXAJI0 BHIXOR HeneBnix coepupuenuit (VI), (X), (XIV),
XV) u (XXD) (o 15—30%).

B mpouecce cunresa custue Boc-samute B coenuEernd (X) nposomwin TpudTo-
PYKCYCHOM KHMCROTOH B xsopucroM mertwrene [16] ¢ oBpasosammem (XVID).
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3nauenns xumugeckux ¢asuros (8, M) nporona B C2-NONOKEHAM MMMAA30JBHOrO LMKJIA H NPOTO-
HOB METWJICHOBOHM I'Dynnbl OCTaTKOB TMCTHAMHA

CoepmHenue R? (B) H-C2 B-CH,
(XVD) Cl 9,22 ¢ 2,98 1
(XVID TFA 8,28 ¢ 3,05 nn

) 3,30 nx

(VIID Boc 7,95 ¢ 3,05
3,40 nx

(XIID) Boc 7,95 ¢ 3,10 nn
3,40 nxn

(XIV) Dnp 7,60 ¢ 3,10
(XV) Bom 7,47 ¢ 3,00 nx
3,17 mn

Anams ITMP-cnexTpoB ITOKaseBaeT, UTO MO 3HAYEHHMIO XMMMUYECKOrO CABUIA IS
nporona CZ MMHOasona MOXHO CYIuTh O Xapakrepe samemenns npu N1 artome
(rabmuua). Kpome toro, 8 IIMP-ciekrpax coeguuennit (VIID, (XIID, (XV) u (XVID
HaMy ObUIO OTMEUYEHO HAJMYHE ABYX TPYNII CHTHAJIOB OT ABYX IPOTOHOB METHMJICHOBOH
rpyuns rectagasa {tabnuua). Takol xapaxTep pACIUENJIEHHMS TOBOPHT O HEOKBUBA-
JIGHTHOCTH HKaHHKX TIPOTOHOB B 3TUX COCAMHEHHUAK. B TO Xe BpeMa B CIEKTpax
coepurenuit (VI), (VID, (IX—XID, (XIV) u (XVI) curHan mpoTOHOB METHJICHOBOM
TpynnH THCTHERMHA Tnpencrasiaser pybaer (~3,10 m.a.).

CHHTC3UPOBAHHEE COEOMHEHHS, 4 Takxe nako0yrpason Oeuin mcnpitannl B M-
cTuTyre GHUINOIOrHYCCKH aKTHBRLIX Bewects PAH Ha npopocTkax orypua, NImeHHIE,
TOpOXa ¥ HEKOTOPEIX LPYIHMX DPACTEHMI.

OnnTH NPOBOAWIM B HMHTEDBAJIE KOHIEHTPAUMM MCIKTHIBAEMEX COCAMHEHUN OT
107" o 107* M, T. e. B MHTEPBAJIE KOHUEHTPALKH, IPY KOTOPHX ZEUCTBYIOT IIPUPORHEIE
(PUTOrOPMOHE. AKTHBHOCTH OLEHHBAJIM B IMPOIEHTAX 10 OTHOMEHMIO K KOHTPOJBHBIM
pacrenusiM B cepustx u3 40—00 ommrro. Ilpnm arom coeguuenus (X)) u (XVID
O0HAPYXHIH DPas3fMYHYI POCTPEryJMPYIOMIYyI0 AKTHBHOCTb, a coepunenume (XVID,
KPOME TOTO, CTUMYJIHPOBANO YBEAHYEHNE BECA POPOCTKOB, Bausauus CHHTE3MPOBAHHBIX
COENMHEHMH HA BCXOXECTh CEMSH He 00HapyXeHO.

Taxum 06pasoM, pe3ysIbTATH MCIETAHMA MO3BOJISIOT PaCCMATPUBATD OKTANEIIMJIOBHIE
S(UPH MPOU3BOAHEIX TUCTHANHA B KAUECTBE NOTEHUUANILHEIX PEryJISTOPOB POCTA PACTEHMIT.

Kpome Tor0, HaMu ObUTM NPOXEMOHCTPUPOBAHK NPHMEHMMOCTL METORA Ilosaxesa mo
wenosme3osarmio Boc,O npu cuHTE3e OKTAmeLWIOBHIX 3(UpPOB 3aMIMIIEHHOIO IHCTHIMHA,
4 TakXe BO3SMOXHOCTD NMPHKIZAHOIO HCHOIH30BAHMST KOMIBIOTEPHBIX IPOTPaMM KOHQOP-
MAIMOHHOIO PACYeTa MOJIEKYJI OPraHMYECKMX COSQMHEHMM st ot0opa o0bEKTOB CHHTESA,

ABtopr TyGoxo npusHarensaw A. A, Maxmytosoit (MQAB PAH) 3a moMomps B
TPOBENEHUNA MCOBITAHUH,

DKCrepUMeHTaNbHAA 4acTh

B pabore MCnommp3o0BamMCh aMHHOKMCJIOTH M ux mpom3somubie L-psama (Reanal,
Benrpus), okrapekanon (Merck, @PI) wu mu-mpem-Gyrmnnupokapbonar (Ouaiiue,
Jlatsus). Ocraneisie peareHTH npon3sopcrsa «CowapeakTusy.

IIMP-criexTpnr peruiTpupoBany HMa mMnyascHoM ¢ypse~cnexkrpodoromerpe MSL-
200 (Bruker, OPI') ¢ paboucit yacroroi 200 MI'u, ucmoab3yd pacTBOpHI BEHIECTB B
CDCl; ¥ rexkcaMeTHIIMCWIOKCAH B KAayeCTBE BHYTpeHHero cranpapra. MK-cmexTpsr
cHnManu Ha cnekrpodoromerpe Shimadzu IR-435 (dnonus) B Ba3eNHOBOM Macle.
Temneparypu 1wrasicHug u3Mepsnn Ha npubope Boetius (PPI), yrisl onruyeckoro
BpameHds — Ha cnekrpononspumerpe Perkin — Elmer MC-241 M (BenukoGpuranus).
OJIeMEHTHEIA aHANU3 BRIIOJIHSIM HA aBToMaTudeckoMm aHanmsatope Heraues CHNO-
Rapid (OPI). D xourpons xona peakumi npumedsnacs TCX na mnactuskax Silufol
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(UCOP) B cucreMax pacTBOPHTENIEH: XJ0podopM — aueToH — Meranon, 8:1:1 (A)
¥ 5¢pup — rekcan, 1 ;1 (B), npossienue ocymecrsasiocs 0,5 % pacTBopoM HUHTHAPUHA
B ALIETOHE € IOCHENYIOIIUM HArpeBaHueM. ANCOpPOUHMOHHYIO KOJIOHOYHYIC XpOMAaTOr-
paduio npoBogwaM Ha KomoHke ¢ cunukareiaem L 40/100 (Chemapol, UCOP) »
cucreMe pactsopurenei: adgup — rexcas, 1: 1.

Oxmadeyunoaoii s¢pup N*N'"-gu-mpem-6ymunokcuxapbonun-L-eucmuduna (VD).
50 mr (0,32 mmoap) ructuamuba (1) u 150 mr (0,7 mMmonp) pu-mpem-GyTrinupokap-
GoHaTa mepeMemMBanM B 2 MJI CyXOro AWOKCaHa B npucyrcTeuu 100 mxim (1,24
mmoap) nupuauaa npu 40° C B teuenne 12 u.

Pacreopurens yaansin, 0CTaTOK CyCIEHAMPOBANH B 2 M XJI0pochopMa i 1o0aBiIsin
105 Mr (0,39 mmonp) oxramexanona, 84 mr (0,38 Mmoab) mu-mpem-GyTHINMPOKAD-
Gonara, 10 mr (0,1 mmons) 4-gumermnamudonupuauHa u 100 mxa (1,24 Mmoue)
nupupuna. [lepememmsanu 48 u npu 20° C.

Pacreopurens yRaisutd, OCTaTOX PACTBOPSUIM B J MJI 3TIUIALIETATA W SKCTPATMPOBAJIH
10%, BoHMBEIM PACTBOPOM JIMMOHHON KMCJIOTH, BOAOH, 5%, BOXHBIM pacTBopoM OukapboHaTa
HaTpus, Bogor Ao pH 7. Oprammueckuit cyof cymmmi cyandaroM HATPUS KM yIapusasu.

ITocne BhigesreHUsST METOAOM KOJOHOYHON Xpomarorpadud IOyuvasud:

(VD: 20 mr (10%); R, 0,4 (B), r.ur. 45—46° C, [a ]l —22° (¢ 1, x0podopm).
Haitgeno, %: C 66,32; H 10,04; N 6,43. C, H,N,0,-0,5 H,0. Buuucnero, %: C
66,19; H 10,15; N 6,81. UK-cuexrp (v, cMm™): 3350, 1740, 1710, 1510. [IMP-cnextp
3, m.x): 0,87 (r, 3H); 1,25 (M, 30H); 1,40 (c, 9H); 1,58 (¢, 9H); 1,62 (M, 2H);
3,02 (m, 2H); 4,08 (r, 2H); 4,52 (M, 1H); 5,65 (m, 1H); 7,10 (c, 1H); 7,95 (c, 1H).

(VID: § mr; R, 0,3 (B). IIMP-cnextp (8, m.x): 1,40 (c, 9H); 1,42 (c, 9H); 1,58
(c, 9H); 3,00 @, 2H) 4,40 Oq, 1H); 5,55 (r, 1H); 7,10 (c, 1H); 7,95 (¢, 1H).

“(VIID: 5 Mmr; R, 0,5 (B). [IMP-criekrp (8, M.a.): 087 (T, 3H) 1,25 (m, 30H);
1,40 (c, 18H); 15§ (c, 9H); 1,62 (M, 2H); 3,05 (ua, 1H); 3,40 (un, 1H); 4,10 (T,
2H); 5,28 (M, 1H); 7,10 (¢, 1H); 7,95 (¢, 1H).

(XIID: § mr; R, 0,2 (B). IIMP-cnextp (8, mp): 1,23 (r, 3H); 1,40 (c, 18H); 1,58
(c, 9H); 3,10 (um, 1H); 3,40 (um, 1H): 4,15 (M, 2H); 5.25 (M, 1H); 7,10 (, 1H); 7,93
(c, 1H).

Oxmadeyunogoiii s¢up N°-Benaunokcuxapborur-N"-mpem-6ymurokcukapboHu-
L-zucmuduna (X). K pacresopy 100 mr (0,35 mmoub) N*-Z-ructipuaa (1) u 105 Mr
(0,39 mmonp) oxragexanona B 2 mu xyopodopma npwinsann 56 mxa (0,7 MMoab)
nupuanHa, a 3areM pobaeasm 160 mr (0,74 MMmons) mu-mpem-GyTuanupoxapboHaTta
u 8 mr (0,07 mmone) 4-mumeriutamunonupuanna. Ilepememnsanu 4 4 npu 20° C.

Hocne craupaprHoit 006paloTKM PEAKITMOHHOM MACCH M BBIAEJAEHMS (CM. TEDPEYIO
METOAMKY) NOJyYaliu:

(X): 133 mr (60%); R, 0,4 (B), T.ur. 41—42° C [¢]® —5° (¢ 1, xmopodopm).
Haiigeno, %: C 69,44; H 9,40; N 6,35. C,;H,N,0,. Briuncneno, %: C 69,22; H
9,28; N 6,55. I/IK—cnepr (v, cM™): 3350, 1750, 1730, 1710, 1510. IIMP-crexrp (6,
m.a): 0,87 (v, 3H); 1,25 (M, 30H); 1,58 (c, 9H); 1,62 (4, 2H); 3,06 (x, 2H);
4,08 (t, 2H); 4,62 (M, 1H); 5,07 (¢, 2H); 6,05 (x, 1H); 7,12 (¢, 1H); 7,32 (M,
SH); 7,96 (c, 1H).

(IX) 5 mr; R, 0,25 (A). IIMP-cnektp (8, ma): 1,23 (v, 3H); 3,10 (n, 2H);
4,12 (v, 2H); 455 (M, 1H); 5,08 (c, 2H); 6,32 (m, 1H); 6,80 (c, 1H); 7,32 (M,
5H) 7,65 (c, 1H).

(XI) 10 Mr; R, 0,25 (B). TIMP- -cnextp (8, m.m.): 1,42 (¢, 9H); 1,58 (c, 9H);
3,02 (m, 2H); 450 , 1H); 5,10 (¢, 2H); 5,95 (o, 1H); 7,12 (c, 1H); 7,32 (M,
SH); 7,95 (c, 1H).

XID): § mr; R, 0,2 (B). [IMP-cniekrp (8, mum.): 1,23 (t, 3H); 1,58 (¢, 9H);
3,08 (a, 2H); 4 lé‘ (M, 2H); 4,62 (M, 1H); 5,10 (c, 2H); 6,08 (n, 1H); 7,12 (c,
1H); 7,32 (M, SH); 7,96 (¢, 1H).

(XVD: 5 mr; R, 0,35 (A). I[IMP-cnexrp (8, m.n): 0,87 (r, 3H); 1,25 (m, 30H);
1,62 (M, 2H); 3,00 (n, 2H); 4,15 (1, 2H); 4,60 1, 1H); 5,10 (¢, 2H); 5,70 (x,
IH); 7,10 (c, 1H); 7,32 (M, 5H); 9,22 (c, 1H).
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Oxmadeyurosoul apup N*-mpem-6ymunokcuxapbonun-N"-2,4-0unumpogenun-L-zuc-
muduna (XIV). K pacrsopy 200 mr (0,48 mmosms) N-Boc,N'™-Dnp-ructunmna (III) u 140
mr (0,52 MMoub) Okramekanoaa B 3 M xiopodopma npwomamm 40 mor (0,52 mMmomb)
TMprIVHA, a 3ateM pobasasum 115 mr (0,52 mmom) mu-mpem-Oytwmupokapbonara u 7
mr (0,05 mmoms) 4-mmerwnamunonupumuaa. Ilepememmsam 4 u npa 20° C.

Tocne cranpaprrOit 00paGOTKH peakMOHHON MACCHL M BREICHHS (CM., TIEPBYIO METOMKY)
nomyyam 275 Mr (86%); T 55—57° C, [a]¥ —4° (c 1, xiopodopm). Haitneno, %:
C 62,59; H 8,14; N 10,75. C;;H N,O,. Baumcneno, %: C 62,38; H 8,24; N 10,39.
I/IK—cneKTp (v, eM™): 3350, 1720, 1680 1600 1530, IIMP-criektp (8, m.m.): 0,87 (r, 3H);
1,25 (4, 30H); 1,40 (c, 9H); 1,62 (v, 2H); 3,10 (m, 2H); 4,08 (r, 2H); 4,58 (M, 1H);
5,70 (m, 1H); 6,85 , 1H); 7,60 (, 1H); 7,68 ¢, 1H); 8,55 (mn, 1H); 8,80 (mm, 1H).

Oxmadeyunosoil s¢up N*-mpem-6ymunoxkcuxapbonui-N"-6ensunokcumemun-L-zuc-
muduna (XV). K pacreopy 100 mr (0,27 mmoms) N*-Boc,N'™-Bom-rucrumyma (IV) u
80 mr (0,29 mmoym) okragmexanota B 2 ma xaopodopma mpunmsana 25 mxor (0,29
MMOJTB) TIMpPHAHHA, a 3aTeM nobasasum 64 Mr (0,29 MmMosms) ou-mpem-GyTmmpokapboHaTa
u 4 mr (0,03 mmoms) 4-mMeTwiavuHOmMpruHa. Ilepemermusamn 4 u npu 20° C.

Tocne craapapTHOi 06paboTH PEAKIMOHHOM MACCH M BhUIeJeHHMd (CM. TIEPBYIO
MeToAuKy) moayuanu 145 mr (853%); .. 46—49° C, [a]® —14° (¢ 1, xsmopodopm).
Haigeno, %: C 70,80; H 9,69; N 6,75. C,,H,N,O,. Bruucneno, %: C 70,81, H
9,73, N 6,70. UK-cnextp (v, cM™D: 3350, 1730, 1690, 1510, 1100. IIMP-cuexrp (9,
ma): 0,87 (r, 3H); 1,25 (M, 30H); 1,40 (¢, 9H); 1,62 (v, 2H); 3,08 (ux, 1H);
3,17 (@, 1H); 4,08 (z, 2H); 4,42 ¢, 2H); 4,53 (M, 1H); 5,21 (n, 1H); 5,26 (c,
2H); 6,85 (c, 1H); 7,32 (M, SH); 7,47 (c, 1H).

Tpugmopayemam oxmadeyunosozo sgupa N*-benunoxcukapborun-L-zucmuduna
XviIn. K pacreopy 100 mr (0,16 mmons) oxramempiosoro sgupa Ne-Z- N'*-Boc-
ructuauHa (X) 8 0,5 ma xuopucroro MernseHa pobasasnu 0,25 ma TpudTopyKCyCHOMI
xucsioTH u mepememuBaiu 0,5 v npu 20° C.

PacTBopuTess yAAAUIM, OCTATOK PACTBOPS/M B 1 MJI METAHOMA M BBUIMBA/M B 8 M
Bogel. Ocagok ordwibTpoBuBamM, noayyam 90 mr (88%); Tt 49—50° C, [a]® —10°
(c 1, xmopod.opm). Hamneno, %: C 60,50; H 7,72; N 6,18. C,,H;N,0,-CF,COOH-H1,0.
Briuncneno, %: C 60,59; H 8,09; N 6,24, UK-cnektp (v, ecm™): 3300, 1735, 1680,
1530. IIMP-conexrp (8, m.o.): 0,87 (r, 3H); 1,25 (m, 30H); 1,62 (M, 2H); 3,05 (g,
1H); 3,30 (ux, 1H); 4,10 (t, 2H); 4,60 (v, 1H); 5,00 (¢, 2H); 6,30 (1, 1H); 7,04
¢, 1H); 7,25 (M, SH); 8,28 (¢, 1H).

3-(,2,4-Tpuazorun-3)-D,L-aranun (XIX). K pacrsopy 0,23 r (10 Mmoue) HaTpusg
B 10 Mn sramona pobasasim 1,086 r (5 MMoan) aneTaMuaOMasIOHOBOro 3dupa,
oxnaxpami g0 0° C u npunueanu pacrsop 0,77 r (5§ MMoib) xJopruapata 3-xaop-
metin-1,2,4-rpuazona 8 10 M sranona. Ilepememusanu 6 u npu 20° C.

PacrBopuTens ymansiM, OCTATOK pactsopsutd B 20 M 2 H. COJAAHOH KHCJIOTHI U
3KCTPArMpoOBaIM STHIALETATOM, BOOHBIA CJI0M HOAMENAYMBANM KapBOHATOM HATPUS
no pH 8 u axcTparnpoBad STHIZLETATOM.

Ilocne ypmaneHUA pPacTBOPATENS MACASHHCTHIA OCTATOK TIMAPOAM30BAIM B 5 MI
KOHICHTPUPOBAHHOM COJISIHOM KUCIOTH B TeueHue 12 u, Pacrsopurens ygmansis,
OCTATOK pacTBOpsyid B § M sranona um gobasasnu 0,5 My aHwauHAa. BRIIaBmmil
0CafoK OT(HMIBTPOBHBANH M NEPEKPUCTAIIM3OBHIBANIA M3 ropsdero 95% oranona.

IMonyuanu 0,6 r (40%); 1. 265—267° C [15]: T.wr. 263—264° C.

N*-Boc,3-(1-Boc-1,2,4-mpuazorun-3) aranun (XX). K pacreopy 100 mr (0,64 Mmos)
3-(1,2,4-rpuazonmn-3) anaunaa (XIX) u 97 mr (0,71 Mmonr) xapbonara xaimusg B 1
ma Boast u 0,5 mu uzonponanona mobapmstmm 310 mr (1,40 mmons) gu-mpem-GyTii-
nupoxapGonara. Ilepememmsany 2 y npu 40° C.

Peakuuonnyio Maccy pa3basnsnu BOOi 0 5 MJI, 3KCTPArupoBasu 3(pupoM, BOXHBILI
CJI0M TOAKMCJISIIN JIMMOHHOM XuMCi1oTod 70 pH 3 # SKCTparmpoBany 3TUIALETATOM.
Oprasuyeckuii ¢JIof NPOMBIBA/IM BOXOM, HACKIIEHHON XJIOPHUIOM HATpPHUS, BBICYIIHBAJIN
CynnhaTOM HATPWA U YIIADPUBAJIH.

TMonyuam 200 Mr (88%) (Macno); R, 0,5 (A). UK-crektp (v, em™): 3350, 1710, 1680.
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Oxmadeyunoswiii 3¢pup N*-Boc,3-(1-Boc-1,2,4-mpuazorun-3) aranuna (XXI). K pac-
tBopy 100 mr (0,28 mmoaws) N¢-Boc,3-(1-Boc-1,2,4-tpuasonwn-3)ananmna (XX) u 80
mr (0,29 Mmoap) OKTamekaHona B 2 mx xuopodopma mpunmeanun 50 mxu (0,60
MMOJIB) TUPHERHA, a 3aTeM pobarmsutn 64 Mr (0,29 MMosb) fu-m pem-Cy THAIMpPOKapGoHaTa
4 mr (0,03 mmoas) 4-mmermnavuuorupwmna. [lepememmsam 4 u npa 20° C.

ITocne crampapTHO 00paGoTKH PEAKUMOHHOW MACCH M BBEEICHUSA (CM. TIEPBYIO
meronuky) monyyamm 80 Mr (509%) (Macno); R, 0,4 (B). Haitmeno, %: C 63,87; H
10,15; N 9,21. C,;H(N,0,-0,5 H,0. Buuucneno, %: C 64,14; H 9,97; N 9,06.
HK-cmextp (v, em™: 3350, 1740, 1710, 1510. IIMP-cnextp (8, m.a.): 0,87 (r, 3H);
1,25 (M, 30H); 1,40 (c, 9H); 1,58 (c, 9H); 1,62 (M, 2H); 3,25 (z, 2H); 4,10 (1,
2H); 4,70 (m, 1H); 5,55 (n, 1H); 8,65 (¢, 1H).
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OCTADECYL ESTERS OF MODIFIED HISTIDINE AND
3-(1,2,4-TRIAZOLYL-3)ALANINE. SYNTHESIS AND PLANT
GROWTH REGULATING ACTIVITY

M. V. Lomonosov Institute of Fine Chemical Technology, Moscow;
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Chernogolovka, Moscow Region

Octadecyl esters of modified histidine and its analogue 3-(1,2,4-triazolyl-3)alanine
were synthesized by the method of mixed anhydrides with Boc,O. Based on the
energy minimization programme Alchemy II, the preferred conformations of these
compounds were calculated and compared with those of paclobutrasol to look for
any topochemical resemblance and to predict a possible biological activity. The
compounds synthesized did not affect the seed sprouting but some of them increased
the weight of the sprouts formed. All the compounds tested showed a certain
biological effect on the stem and root growth.
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