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CUHTE3 1-(APHJIOKCHUAJIKI)-5-(APUJTIAMMHO) YPAI_II/IjIOB

C neanio MOKMCKa HOBBIX HEHYKJIEO3UNHBIX MHTHOHTOPOB O0PATHOM TPAaHCKPUIITA-
31 BUU-1 ocymecreieH curres 1 - (Oensunoxcumerwn) - u 1-[2-(4-R-denoxen) stmn] -
S-(apunamMun0) yparaioB. HemocpeaCcTBEHHOE ANKWIMPOBAHME TPUMETHIICHINIIIPO-
U3BOAHBIX 5-(apunaMuHO) ypanuia OeH3UIXNOPMETUIIOBHIM 3PUPOM o MeTORY Iui-
fepra—JKOHCA HE 3aTPArMBAET SKIOIMUKIMUECKYI0 AMUHOTPYINLYy U C BBIXONAMM
58...74%, npuBORUT K COOTBETCTBYIOIMM 1 - (OEH3MIOKCUMETIUT) 3aMENTEHHBIM. AJIKU-
amposanue S-(apuiamueo)ypaumia 1-6pom-2-(4-R-beroxcu)srasom B 6e3BORHOM
JIM®A B npucyTcTBum xapOoHATa Kayws DPUBOXUT K CMeCH N™-MOHO- U Nl,N3—m43a—
MEMEHHbIX ¢ 00mMM BbIX0aoM 46...55 %,.

C MoMeHTA OTKPHTHS BEpyca uMMyHoxedwmmura venoseka tana 1 (BM1U-1),
KOTODHIA SBAMETCS STHOJOIMUECKMM AarcHTOM CHHAPOMA NpuoOpPETEHHOro
wmmyHORedmmara (CIIVI) [1, 2], sHaunTenvuble youwnug ObUTH HATPABICHH HA
H3YUCHNE XU3HCHHOTO IWKJIA BHEPYCA W HACHTU(WKAOHWIO TOTEHUWAIHHBIX
MEIMEHEH I XAMUOTEpAncBTHUYECKOTO BosAekcTeug [3, 4]. Cpegm MuorOumC-
JCHHHX MOAXOA0B B HOWMCKE HOBHX antm-BU-1 arearos ogmwmM u3 Hambosee
NEPCIEKTUBHBIX gBASETCS mErmOmpoBamme oOparHod Tpamckpantassi (OT),
KaTaym3upyionme Tpasckpumpme ogaornenoueynow PHK Bupyca B Apyxmemno-
weunyio JHK. B macrosmee speMd MACHTADHIEPOBAHO ABa KJ1ACCA HHTHOHTODOB
OT BUY-1: Hyxneo3unHHe ¥ HEHYKIJICO3UIHEIE.

Hyxneoswanse marmburopsr OT BUU-1 HyXnawTCd B OpEHBAPUTEIHHOM
thochopumpoBanm KIETOYHMA (PEPMERTAMEA KO COOTBETCTBYIOMMX 5’ ~Tpmchoc-
haToB, KOTOpHE gBALIOTCS KOHKYpeHTHEME wuurmbumropamm OT BUY-1 =
tepMuEaTopamu pocra nemm smpycrost JHK. 3'-Asupo-3' -nesokcuruMunas Ghut
HEPBEM KJIHHWYECKA WCIOAB3YEMEIM JIEKAPCTBEHHBIM CPEJICTBOM A/ JICYCHHS
CIIO. B w#acrogmee BpeMs B KJIWHUKE WCHONB3YIOTCS H  APYTHE
2',3" -mane3okcmayRIcosunsl (2',3" -Iune30KCanHo3nH, 2',3 - TuAe30KCUITAARE,
2',3 -punesokcwn-2', 3 -qupermaporamuann)  [5—7] Ommako, HecMoTpg Ha
OUEBHMARYIO cenexrusHocTs murmbmposamms OT BUUY-1, tpmdocdarsr stmx
HYKJIEO3MAHKX aHAJOrOB MHIEOMpYyIoT Taxxe knerounsie [JHK-moxmmepass @
HPOABASIOT 3HAUMTEAbHEE moOoursle Toxcmueckue 3ddextr [8]. Kpome Toro,
OpH  OJATEALHOM IPUMEHEHWM HYKJICOSUAHBIX MHIHACHTOPOB TOSB/SIOTCS
pesucrentHeie mTammer BUY-1 [91].

Hemyxneosunaeie maruburops OT BUY-1, 5 ornmumMe OT HyKICO3HIHBIX
mETHOWTOPOB, HE HYXNAIOTCI B NPEABAPATEIRHOM (hocoprInpoBaHun,
00JIANAarOT BHICOKCH crenmdumuHocThi0 B orHOmenmm BWU-1, me mpogsisior
vHTEOMTOPHOR aKTHBHOCTE B oTHOmeHny Kiertoussx JHK-nmonmmepas u mvmeror
OTHOCUTE/IHHO HU3KYIO TOKCHYHOCTH. OfHAEM 13 OCHOBHEX KJIACCOB HEHYKJICO3H -
grx wmerEbmropor OT BUUY-1 seasioTcd TPOMABONHBEIE NUPUMEAIHHOBBIX
OCHOBaHUH, B ‘IaCTHOCTI/I 1- }(2 I‘HJIpOKCHSTOKCH)M&THJI] -6- ((peEmITAO) THMUH
(HEPT) d(, R! = CHs, R CH20H, R® = H, X = 8) [10]. Usnexc
cesiekTHBHOCTH 3Toro cocpuucHang npeprmman 100. Ero amanorm, ae cogepxamue
B 60KOBO# HEIA mnpOKcm*pynnH B TOM umcie 1- (6eH3HJIOKch€TmI) 6- (bermn-
mmo)tamua (I, R CH3,R=C6HsR=H X=S) "
1- (6eH3m0Kche'r1m)-5—aTm—6 (bemnrao) ypamaa (11, R! = C2Hs, R? = CeHs,
R3= H, X =15), npossuam 6oxee BHICOKYIO aKTHBHOCTS B otHOmeswma OT BY-1.
Warrbmropame ceodicta amanoros HEPT pospacraim OpH Haawawd B
Mema-uoJIOXCHIY METHIBHBX 3aMECTHTEIEH (R,3 =CHsy [11—13].
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BricokoaktuereM uHruOmTopoM OT BHY-1 okaszanca w CeIeHOBHI aHAJIOT
HEPT — 1- [(2-I'H§1p0KCH3TOKCH)MeT]ZUI]-6 {(besmnceneno) Temym IV, R! = CHs,

= CH20H, R Se), OmHAKO MEXaHW3M €r0 IPOTHBOBMPYCHOTO
JICHCTBHSI OBLT HMHEBIM [16] bamskuMm 1m0 CTPYKTYpE ¥ HPOTHBOBMPYCHEIM
CBOMCTBaM oxasamcs 2-ajJKOKCH- ¥ 2-UHKIOANKOKCH-§-GeH3mmmpAMuIHE-
4(3H)-oumH (V, R! mR3 =H, CHz3) [17, 18], npuuem uarubrTopHEAaY AKTHBHOCTD
Obiia BBIIC Yy COCAMHEHMH, CONEPXAMUX IMAKIMUCCKHI pamukay R°, HampmMep
OUKIONCHTHIBHE WIH IHKIOTCKCHIBHEI.
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Bripaxenmnie AErAOATOPHEIE CBOMCTBA B orHOmeHnu OT BHU-1 mpogswmn
permomzomMepusi ananor napevynuaosos V i HEPT — 6-Gersmi-5-oTokcmme-
tun-1-sranypammr (VD)  [19], a Ttaxxe pasnooOpasHble IPOMSBOTHEIE
mupwmza-2 (1 H) -osos (VII, X = NH, CH2; R = apmn, rerepoapun) [20—221].

OCoGeHHOCTHI0 XAMAUECKOTO CTPOSHUS BCEX YHOMSHYTHX HEHYKICO3UIEBIX
maraburopos OT BUU-1 gsnsercs Hanuume B TIONOXCHAM 5 W 6 a3MHOBOTO
gnpa HE3aMEMCHHOTO WIA 3aMEIMEHHOTO (MPEeNIiOYTHTEHHO CONEPKAMEro
TAJIOTEHBI, AKWIbHBIC WM ATKOKCAIBHBIE 3aMECTHTE/A) APWIBHOTO OCTATKA,
OTAEJCHHOIO OT TETEPONMKJIA aTOMOM a30Ta, CEpH, CEeMEHA WX KOPOTKOMU
VIVIEDONHOM IEmbI0. B 5TOH CBY3W CHHTE3 HOBBIX JS-apHI3AMEIIEHHBIX
TIPOW3BOAHEIX YPAIHIa MPEeACTABISETCS HePCIeKTHBHBIM HATPABICHUEM TIOMCKA
HOBBIX BBHICOKOCEIEKTHBHEX MHIHOMTOpPOB permkanny BUY-1.

B macrosimeit pabore MBI coo0IMacM O CHMHTE3EC HEKOTOPHX 1-(0en3miokcume-
tam)- u 1-[2-(4-R-denoxcm) st I-5-(apwramurno) ypanwios. Pasee OBUTO
[OOKa3aHO, YTO S-GpOMypalya MOXET AMHHHPOBATHCA B CPENE JTHICHIIIMKOIL
pasHOOOpa3HBIMY APOMATHYCCKMME AMWHAMHA C o0pasoBaEmeM S-{apwiamm-
wo)ypanmwios [23]. IIpu sTom oOpasoBapns HPOAYKTOB (-3aMEIMEHUS, KAK 9TO
OnmCaHo Ig Oosee CHIbHEX Hykaeodwaos [24], me mabmonaercs. Hamm
0o0HapyXeHo, YTO AMEHAPOBaHKE J-OpoMypanmia 6e3 pacTBOPUTEIS KOCTATOUHO
VCTORYMBEIMU K OKHC/ICHIIO APOMATWUCCKEME ¥  apmwiamm(aTHIecKaMA
AMHUHAMY, TAKWMH, KAK ZHWIMH, O-, M- W A-TOJIYWIAHG Wiv OCH3WIAMWH,
nporekaer ¢ odpasopanueM S-{(hermaammao)- (VIII), 5-(o-rommnammro)- (IX),
5-(m-tommnamuao)- (X), 5-(n-romnamumo)- (XI) u 5-(6emsmmammmo)- (XII)
ypaimiaoB ¢ BeIxomoM 56...78% mnpu xwmnguesmy B 3...5-KPATHOM MOJSIPHOM
U30HITKE COOTBETCTBYIOMETO aMuHa. [locenyomee GpoMuposanme yparia VIII
B CMECH YKCYCHOM KHCIOTH M HHOKCAHA NPUBOAWT ¢ BHxogoM 789, x
5-(4-6pompermnamumac) ypammry (XIII), duTo AEMOHCTPHPYET BO3MOXKHOCTH
ACTIONH30BAHMS  PEAKHUHA  AIEKTPOMIIBHOIO 3aMEMEHAS MIg JaIbHCAmMER
dyEKIHOHAMM3AME HOMYUCHHRX J- (apwiamuno) ypamuios VIII—XIIL.

Tlocaenyromee amkmmmposasme cuamarpoBamasix ocaoBammii VIII — XI m
XIII GeH3MIXIOpMETHIOBHM 3(PHPOM IO3BOMH/IO MOIYUUTh COOTBETCTBYIOIIHE
1-(BemsmaoxcmMeTI) -5- (apuaaMuso) ypammnsl X1V — XVIII, BHXOA KOTOPHX
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Cxema 1

0
Br. RN 1. (Me,Si),NH RHN
NH 1 NH - (Me3o1), NI, NH
| /k R'NH, | /k Me,SiCl
N~ SO, N~ N0 2. PhCH,0CH,Cl o
H H I
VII-XIH CH,OCH,
' XIV-XVII
R?C¢H,OCH,CH,Br,
K,CO;
0 o
R'HN. RIHN _CH,CH,0 R2
NH N
I PY * l P
N~ o N o
CHZCHZO—Q—RZ mZmZO—QRZ
XXI-XXIV XXV-XXIX

VI, XTIV, XXI—XXII, XXV—XXVIIR!=Ph; IX, XV, XXVII R = 0-MeCsHy;
X, XVI, XXIV, XXIX R' = m-MeCsHy; XI, XVII R = p-MeCgHy; XII R' = CH2Ph;
XIIL, XVII R = p-BrCsHs; XXI, XXIV, XXV, XXVIIL XXIX R? = H; XXII, XXVIR?=Cl;
XXUI, XXVII R>=Me

cocrasmn 58..73% (cxema 1). HeoOxomwmo OTMETHTH, YTO CAJIAIAPOBAHME
ncxogaeix ypammnoB VIII — XII rexcamerwnmucHIa3aHoOM B IPHCYTCTBUE
TPUMETIIXJIOPCHIAEA, 10 pamHemM croekrpockommm [IMP, me 3arparmsaino
SK30UUK/IMYECKOA AMHHOIPYNNE ¥ DPUBONKJIO WCKIOUATEIBHO K 2,4-
Ouc (TPUMETHIICHNIOKCH) -5 - (APAUIAMHUEO) IAPAMASAHEEM, KOTOPhIE B CiIyuac
mponssogHEHX ypaumwioB VIII u X jerko xpmcramim3oBanuchk OpY OXJIAXIACHAR
WX pACTBOPOB B #30BITKE CHIMIMPYIONETO arcHTa. B TO X€ BpPEMS NONMBITKA
caaTe3a 1- (6eH3m0KcnmeTmI)—5—(6eH3maMmHo)ypan;ma (XIX) anxwmampoBa-
HAEM TPEMETHICHIUIGHONO TIPor3BoxHoro ypammia X1 6eHsunaxiopMeTRIOBEM
3(pHpoM 0KA3anach HEYNAUHOH M TPUBONAJIA K CMOJIO00Da3HEIM MPOXYKTAM.
Kenaemsrit ypammn XIX Gsut nmoayuen us 1-(GeH3mmorcmMeTsn) -3-6pomMypa-
mwia (XX), craTe3wpoBaHHOIO 10 M3BECTHOH Merommke [25], ammawmpoBaHeM
4-xpaTHeiM m30HTKOM OcHswiamwmua B OessogmmoM [M®A B npucyrcTemm
kapbonara xamus npu 105...110 °C. B 51X Xe yCIoBESX APOMATHYECKAC AMAHEL,
ofafaromue 3HAUATENRHO 60186 HU3KOM OCHOBHOCTHIO ¥ HYKJICOMHIBHOCTHIO, HE
B3amMMOAEHCTBOBaM ¢ mexomanM Gpomumom XX. VcnonpaoBaHue Gosree XKeCcTKaX

0
PhCH,NH,, @'CHzHN NH
PhNH2 /K KO3 [ /K
N7 Y0

CHZOCH2—© CH,OCH,
XIX

Cxema 2

yeaosmi (xunsgyenue Opomuaa XX B m30HTKE aHWIVHA B TeUcHAE | u) mpmseso
x ypammry VIII ¢ seixogom 66%. OOHapyxXeHHas nerpagamas IPOMEXYTOUHO
obpasyromerocs 1-(Gersmrokcumerwn) -5- (bermnamuso) ypanmna (XIV) corna-
Cyercd ¢ MEXaHU3MOM, OMUCAHHEIM M - (apAIaMAHO) IPOM3BOAHEIX HYKJICO3H~
mos [26] (cxema 2).

Beenenne 4-R-MeHOKCHITWIBHBIX 3aMecTHTENCH OBUIO OCYINECTBIEHO
anxunmposarueM S-(apmiamuno) ypamwnos VIII — X 8 mpucyrcrenm kapboraTa
kamms B JM®A mpm temmepatrype 80..85 °C (cxema 1). B xauectse
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XapaKTepuCTdKA CHHETE3HPOBAHHBIX COCAMHEHME

Hatigeno, %
2‘;:’;’:‘ ;O%Tyno-a BEraacHeno, % | Ty °C Re Bsmox, %
C H N

X1v Ci18H17N303 66,30 5,27 13,29 | 154...156 0,21 73
66,86 5,30 13,00

XV C19H19N303 67,83 5,35 12,84 | -110...113 0,28 58
67,64 5,68 12,46

XVi C10H19N303 67,77 5,46 12,49 | 136...139 0,26 74
67,64 5,68 12,46

XvVil C19H19N303 - 68,20 5,58 12,00 | 168...171 0,28 68
67,64 5,68 12,46

XVl C18H16BrN303 53,91 4,12 10,96 179...182 0,28 60
53,75 4,01 10,45

XX Ci9H19N303 67,49 5,73 12,65 | 172...175 0,24 41
67,64 5,68 12,46

XX1 Ci1gH17N303 66,61 5.44 13,21 164...166 0,16 29
66,36 5,30 13,00

XX11 Ci18H16CIN303 60,96 4,57 11,32 | 206...209 0,12 24
60,42 4,51 11,74

XX CisH19N303 67,03 5,82 12,87 192...194 0,18 31
67,64 5,68 12,46

XX1v Ci9H19N303 67,24 5,45 12.88 142...145 0,17 27
67,64 5,68 12,46

XXV Co6H25N304 ‘ 70,58 5,79 9,79 125...128 0,71 21
70,41 5,68 9,47 ‘

XXVI1 Ca6H23C1bN304 60,31 4,61 8,58 159...162 0,64 22
60,95 4,52 8,42

XXVl C2sH20N304 71,07 6,46 8,86 140...142 0,77 22
71,32 6,20 8,91

XXvil Co7H27N304 71,15 | 5.89 9,04 100...163 0,81 36
70,88 5,95 9,18

XXIX C27H27N304 70,99 6,11 9,05 107...109 0,74 28
70,88 5,95 9,18

*  XnopodopMm — stunanerar (3 : 1).

AIKAMPYIONIAX ~aT€HTOB  MCHOb30BAMHCh  1-Gpom-2-(4-R-(penokcn) srass,
KOTODHIE B CBOIO Ouepens OBUIM MOIYYSHH aNKIIMPOBAHWEM BOAHBIX PAacTBOPOB
KaJWeBHX coiell coorBercrsyrommx 4-R-teHonos 1,2-mmbpomsrasoMm mpu
remmeparype 95..100 °C B OpHECYTCTBHE KaTaWTHUYECCKOIO KOMMYESCTBA
mubenso-18-xpayn-6 [25]. B pesynpTate aNKWImpOBAHAS KAJMWECBEX COJNCH
5- (apmravuso) ypammwios VIII — X ykasasasiMu GpoMuiaMu OHUDA TIOIyYEHHb ¢
obmmyM BExogoM 460...55% cMecHm HpPORYKTOB Nl-momo- (XXI—XXIV) m
NI,N -mazamemenus (XXV—XXIX), KoTopHE PasAeNain XpoMaTorpadaIcCKH.
VHTEpecHO OTMETATH TO OOCTOSTENBCTBO, UYTO B CiIydde aJK@IMPOBAHUI
5-(o-Tomwiammso) ypanmaa (IX) 1-6pom-2-henoxcuaTanoM GBI BHAEIEH TOTBKO
NI,N —jwsamemenssi mponykt (XXVID), a 1-(2-derokcaarmm) -5-(o-Tonuna-
MUHO) ypanma obrapyxer metogoM TCX TONBKO B CAEAOBHIX KOMMIECTBAX.

JKCHEPMMEHTAJIBHASG 9ACTDH

Crextps! IIMP pervcTpuposam Ha Criekrpomerpax Bruker WP-200 u Tesla BS-567A, sayTpessqit
crampapr IMJIC. ToaxocnoiHyo xpomarorpaduio BeIoNELM Ha wiacturax Silufol UV-254, nposs-
JeEye B mapax uoxa. s npenapaTtusaoit xpomaTorpaduy nenoms3osam cuuxaress L 40/100. Tem-
[IePATYPsI IUIABJICHIMS: ONIPSAEIISIM B CTEK/ISEHbIX KATMILIIPAX U HE KOPPEKTHUPOBAIH.
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S-(Pemmaammno)ypammx (VII). Cvecs 5,0 r (26,2 mmoas) 5-6pomypamivia u 25 mu (274,3
MMOJIB) 2HWIMHZ HArpesaioT 1 u B armocdepe azora npu temnepartype Gamm 195...200 °C. Iocre
3aKHIIAHUS PEAKIMORHOH MACCHI B TEICHHME 15 MuH IPOMCXORMT IIONHOE PacTBOpenue S-Gpomypanmna,
3aTeM HAYHUHAETCH BRIIENICHHUE KPUCTAIIMIECKOTO IPOAYKTA, ¥ K KOHITY HArPEBAHMS PEAKITMOHHAS MACCA
HOJHOCTBIO 3aTBepAeBaet. OXMaKAaroT, JOGamIsSIoT 25 MJI BOABI ¥ 25 MJI TETPAXJIOPMETAHA , [IEPEMETTH-
Ba10T 15 MuH, GrumTPYIOT, 0C2/10K Ha (BUIIBTPE HOCHEROBATENHHO MPOMBIBAIOT SO MJI BOFEI M 25 M1 95,
9TUAOBOTO COMPTA, HOJYYEHHBII OPOXYKT pacTeopsioT B 100 Mt 5%, pacreopa exxoro Hatpa, Gwistpy-
10T, GUIETPAT HEATPANMIYIOT YKCYCHO KMCHOTOM 710 PH 5...6. BRICTHBIIMIACS OCAOK OTUIBTPORbI-
BAIOT, IPOMBIBAIOT BOAOM, CYMIAT Ha BO3AyXE, MEPEKPHUCTAIIIM3OBEIBAIOT U3 50 M Oessogaoro IM@A u
nony4saot 4,1 r (77%) npoaykra VIII B Buie CBETJO-0eXEBOTO KPUCTAILIMUECKOTO BEIIEeCTRa,
T 314...319 °C (T 317...319 °C, mexon 76% [23]). Coextp IIMP (IMCO-Ds): 6,71 (3 H, M,
demu); 6,90 (1H, ¢, C(5—NH); 7,10 (2H, m, derrun); 7,30 (1H, ¢, H-6); 10,64 {1H, ym. ¢, NsyHD;
11,26 M. 5. (1H, ym. ¢, NmH).

Coemmenust IX—XTI m0OAy9atoT aHaOrMaHO. Xapardepncmxn CHUHTE3¥POBAHHBIX COSTUHEHMI
COOTBETCTBYIOT ONMCAHHBIM paree [23].

5-(n-Bpomdermravmno) ypanun (XIII). K mepememusaemoit cycnensum 2,5 r (12,3 mMMoimb)
5-(dbemmnamumo) yparpura VI B 15 M1 Ge3BosHOi YKCYCHOM KMCTOTH ¥ 15 MJI TMOKCAaHa ZOO0aBASIOT
pY KOMHATHOHM Temmieparype B TeueHue 5 muH 0,7 mx (13,6 mmons) GpoMa, nepememwmsaxt 3 1,
GHIBTPYIOT, 0CANOK MPOMBIBAIOT JUOKCAHOM, CYIIAT Ha BO3AYXE, MEPEKPUCTAITM3OBRBAIOT U3 20 M
Gessoproro IM®PA u momyuator 2,7 r (78%) coemuuenus XIII B Buge 6ENOTO KPUCTAIUIMUECKOTO
pemecTsa, Tux 277...280 °C.

1-BensanoxcaMeTii-S- (bernzavmuo) ypanma (XIV). Cuecs 2,0 r (5,8 Mmomb) 5-(derumamu-
Ho)ypanuna VIII, 50 mn rekcamMeTwinucikiaasana 1 0,5 M1 TPMMETHIIXJIOPCHIAHA KUIISITST C 3AI0UTOH OT
BJIarM 8 4, MOMy4eHHBIH PACTBOP OXNAXNAIOT ripu —5 °C B TeueHME CYTOK. BHINSIMEINMIICT 0CANOK
OThUABTPOBBIBAIOT, npoMeBa0T 10 MJI FeKCAaMETIDIAMCIITA3aHA, CYIIAT B BAKYyME ¥ IOMydawT 2,6 r
(73%) 2,4-mu(Tpraverriciioxcey) -5- ((beHuIaMIMHO) IMPUMMAMHA B BUIIE UFOIBUATHIX 0E3XEBbIX KPU-
cramos, 7oy 109...113 °C. Owmrpar yrapusaor B BaKyyme 10 00pema 10 M1 ¥ aHAJIOTMYHO AOTIOMHM-
TensHO Bopiesor 0,6 r (17%) TpuMermicwumpoussoaHoro coemunetus VIIL Cnextp IIMP (CCly):
0,26 (SH, ¢, Si{CHz3)3); 0,28 (9H, c, Si(CH3)3); 6,40 (3H, M, demmn); 6,50 (1H, ¢, C(55—NH); 6,74
(2H, um, dbemun); 7,68 M. 1. (1H, ¢, H-6).

K pacreopy 2,0 r (5,5 MMons) 2,4-pu(TpuMeTmiciuiokcu) -5- (e rruiamMuno) nupumuausaa B 20 M
0€3BORHOTO METIIICHXIIOpHUNA 200aBisoT pacTeop 0,9 r (5,7 MM0Is) 6eR3MIXIOPMETIIOBOTO 5duUpa B 5
MJI METHICHXJIOPHMAE, EPEMENIMBAIOT IPH KOMHATHOM TEMIEPATYPe C 3aUIMTOM OT BJIATH B TCUCHME
CYTOK, ROOARJISIOT 5 MJI M30HPOMUAOBOTO CIMPTA, OXJIAXAAT Npy —5 °C B TeueHME CyTOK. Brigemus-
oMiicd 0CafOK OTHMIBTPOBBIBAIOT, HEPEKPHCTALIM30BHBAIOT M3 25 Ma 95 9, 3TWioBOrO CriMpra u
noyyaor 1,35 r (73%) mpoxyxra XIV B suge 6e10r0 KPUCTA/UTMIECKOTO BEeCTsa, T 154...156 °C.
Crexrp IMP (IMCO-Ds): 4,76 (2H, ¢, CH2); 5,37 (2H, ¢, CH2); 6,95 (3H, M, demmn); 7,16 (1H, c,
C(5—NH); 7,28 (2H, M, derun); 7,45 (5 H, ¢, dewwm); 7,73 (1H, ¢, H-6); 10,36 m. x. (1H, ym. ¢
N@H. .

Coenunmerus XV—XVIII n0xy9aioT aHaJIOrMUHO.

1-BemsmiaokcamMernI-5-(o-Toxanamuno) ypanmi (XV). Crnextp IIMP (aueron-De): 2,15 (3H, ¢,
CH3); 4,53 (ZH, ¢, CH2); 5,17 (2H, ¢, CHp); 7,00 (5H, M, apun, C(5)—NH); 7,16 (1H, ¢, H-6); 7,25
(54, ¢, demun); 10,38 M. 1. (1H, ym. ¢, N3)H).

1-BenspaokcaMeTHI-5- (x-ToxmnamMuao) ypanui (XVI). Crnextp IIMP (aneton-Ds): 2,13 (3H,
¢, CH3); 4,55 (2H, ¢, CH2); 5,18 (2H, ¢, CH2); 6,87 (5H, M, apun, C(5—NH); 7,19 (5H, ¢, denun);
7,38 (1H, ¢, H-6); 10,36 M. a. (1H, ym. ¢, N3)H).

1-BeH3AIOKCAMETHA-5- (-TomnaMuHEo) ypanmx (X VIE). Crexrp IIMP (JIMCO-Ds): 2,11 (3H,
¢, CHz); 4,50 (2H, ¢, CH2); 5,12 (2H, ¢, CH); 6,96 (SH, M, apun, C(5)—NH); 7,17 (5H, ¢, derun);
7,33 (1H, ¢, H-6); 10,15 M. z. (1H, ym. ¢, N3H).

1-Ber3uaokcaMeTI-4- (n-0pomdennnamuao) ypamui (X VIIL). Crextp IIMP (JIMCO-Ds): 4,56
(2H, ¢, CH2); 5,18 (2H, ¢, CH2); 6,98 (SH, M, apun, C(5)—NH); 7,21 (5H, ¢, demuwn); 7,48 (1H, ¢,
H-6); 10,30 M. a. (1H, ym. ¢, N@3yH).

1-Ben3maoxcHMeTi-5- (GeRsuIamMuH0) yparga (XIX). Mepemermusaior 2,0 r (6,4 MMois) 1-Gensur-
oxcumeTun-S-6pomyparuna XX, 1,01 (7,2 myoss) Gessopmoro xapGonarta xamms 1 3,0 M (27,5 Mvons)
Gensmramusa 5 20 M 6esoauoro AM®A mpu 105...110 °C B Teuerme 2 u, OXNaXKAAIOT, QMILIDYIOT,
drIETpaT yHapuBaioT B BaKyyMe, OCTATOK o0pabatemator 20 Mn 5% pacTeopa YKCyCHOM KHCIOTSL.
Boiemusriruiicst 0cagox 0TOMIBTPOBRIBAIOT, MIPOMBIBAIOT BOKOMH, CYIOAT Ha BO3AYXE, NEPEKPUCTAILIME0~
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BerBatoT u3 50 M7 anetona 1 noaygaor 0,9 ¢ (41%,) coemuuenws XIX, Tan 172...175 °C. Coextp IIMP
(AMCO-Dg): 4,10 (2H, ¢, CH2); 4,34 (2H, ¢, CH2); 5,01 (2H, ¢, CH2); 6,37 (1H, ¢, C(5—NH); 7,13
(§H, ¢, dermn); 7,19 (6H, M, dermn, H-6); 10,10 m. 7. (1H, ym. ¢, N@H).

1-(2-®enoxcuaTnn)-S-(dpermnamuao) ypammx (XXI) u 1,3-pu(2-¢penoxcasTin)-5-(penn-
aMuro)ypanui (XXV). Cycnenswro 2,5 r (12,3 myvonn) ypamua VIl u 1,7 r (12,3 Mmoins) ceexenpo-
KaJIEHHOTO KapfoHara kaus nepememmeaot 8 80 i Geasogmoro JIMPA opu 80...85 °C B reuenue 1 u,
ZAobaBasior pacTsop 2,51 (12,4 Mvoinn) 1-Gpom-2-denoxcustana & 10 v JIM®DA u nepemenmsarot opu
To#1 3xe TemnepaType 6 1. Oxnaxgaior, GuibTpyoT, QUIBTPAT yIAPUBAOT B BAKYYME, TBEPABLL OCTATOK
SKCTPArupyioT SO M KIISIIEro U30MPOIMIIOBOTO CIMPTA, IKCTPAKT YHAPUBAIOT B Bakyyme. Ionyuen-
HbI¥ KPUCTAJUIMUECKHI ocTaTok (3,7 r) pacTBopsiOT B MMHUMAILHOM KOJIMIECTBe XI0podopma, HAHOCIT
Ha KOJOHKY C cuymukareneM (80x1,6 cM), amoupyioT xnopodopMoM, SiH0aT yOapusaioT B BaKyyMe,
OCTATOK TIEPEKPUCTATU3OBEIBAIOT U3 TETPaxjaopMeTana y noaysaor 1,15 r (21%) coegumenus XXV,
Tnn 125...128 °C. Cnextp IIMP (IMCO-De): 4,14 (8H, M, CH2), 6,91 (16H, M, dermi, C(5—NH),
7,54 m. a. (1H, ¢, H-6).

Tlocne BrIENeHMS AU3aMENIEHHOTO TPONYKTa XXV KOJIOHKY 3IHOUPYIOT CMECHIO Xsopodopm —
usonporvurosbiii crmpr (10 : 1), 2:M0aT yOapuBaroT B BaKyyMe, OCTATOK HEPEKPUCTaIUIM30BBIBAIOT U3
CMECH aNETOH — M30MIPOIMIOBBIH COMPT (3 : 1) u ponyuasor 1,15 r (29%) coemumenusa XXI, Tnx
164...166 °C. Caextp IIMP (IMCO-De): 4,10 (4H, M, CH2); 6,88 (11H, M, dermn, C(55—NH); 7,50
(1H, ¢, H-6); 11,14 M. a. (1H, ym. ¢, N3)H).

Coepuaenusa XXI—XXIV u XX VI—XXIX nosy9a:or aHaJIOTUIHO.

1-[2- (n-Xnopdenoxcu)srmn] -5- (benmnammuo) ypanun (XXI). Coexrp IIMP (IMCO-Dg):
4,10 (4H, v, CH2); 6,88 (10H, M, dermn, apur, C(5—NH); 7,50 (1H, ¢, H-6); 11,40 m. 1. (1H, ym.
¢, NaH).

1-[2- (n-Memandenokcm)araa] -5- (benmramuro) ypammi (XXIIT). Coexrp IIMP (IMCO-Dg):
2,13 (3H, ¢, CHa3); 4,08 (4H, M, CH2); 6,81 (10H, M, demun, apun, C(5—NH); 7,47 (1H, ¢, H-6);
11,21 M. x. (1H, ym. ¢, N3)H).

' 1-2-DeHoKCH3TILY) -5- (M-MeTHdhennaaMmaBo) yparma (XXIV). Coextp IIMP (IMCO-Ds):
2,12 (3H, ¢, CH3); 4,12 (4H, M, CH2); 6,83 (10H, M, deru, apun, Cs5y—NH); 7,49 (1H, c, H-6);
11,18 M. a. (1 H, ym. ¢, Ng3)H).

1,3-Au[2- (n-xnopdeHorcn) srmwa}-5- (Genuwnammuo) ypanma (XXVI). Coexrp IIMP (IMCO-
De): 4,13 (8H, M, CH2); 6,88 (14H, M, dbenm, apun, C(5y—NH); 7,58 M. x. (1H, ¢, H-6).

1,3-Au[2- (n-metuaderoxcn)sran] -5- ((permmamano) ypama (XXVI). Cnexrp IIMP (IMCO-
D¢):2,11 (3H, ¢, CH3); 2,13 (3H, ¢, CH3); 4,14 (8H, M, CH2); 6,&4 (14H, M, desun, apuin, C(5)—NH);
7,55 M. 1. (1H, ¢, H-6).

1,3-Au (2-herokcusTium) -5- (o-MernadeHmIaMraO) ypanui (XXVIID. Cnexrp ‘IMP (IMCO-
De): 2,17 (3H, ¢, CHz3); 4,17 (8H, M, CH>); 6,94 M. 1. (15H, M, derwur, apun, C5)—NH); 7,40 (1H,
¢, H-6).

1,3-Tu (2-penokcnatn) -5-(M-metmadbenmiamuuo)y ypanmi (XXIX). Coextp IIMP (IMCO-
Ds): 2,12 (3H, ¢, CH3); 4,17 (8H, M, CH2); 6,85 (15H, M, derwn, apun, C5—NH); 7,55 M. 1. (1H,
¢, H-6).
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