O0J1acTh TEXHUKH, K KOTOPOH OTHOCUTCS
n3odpereHne

Hacrosmee n300pereHne KacaeTcsi coequHe-
HUH, KOTOPbIE MOYJIUPYIOT AKTUBHOCTb PELIEITOPA
PPARY u ucnonb3yrorcst sl IMarHOCTUKU U Jieue-
Hus auabera tuna Il (1 ero ocioXXKHEHui), rumep-
xoJecrepuHeMun (M 3a00JICBaHH, CBA3aHHBIX C
MaTOJIOTMYECKN TOBBIIICHHBIM WIIM TIOHWXKEHHBIM
YPOBHEM IJIMIIONPOTEMHOB WIH TPUIJIHMLEPUIOB B
IU1a3Me), a TAKXKE BOCHAIIMTENILHBIX 3a00JIeBaHUMH.

YpoBeHb TEXHUKH

ITepokcucomanbHbIe nposudepaTopHo-
aktuBupyembie penentopsl (PPARs) mpencrapmns-
10T co0oii mpeobpasyroiiue OenKu, MpUHaIeKa-
IHUe K CyNepceMeHCTBY CTEPOUAHBIX/THPOUA-
HBIX/PETHHOUIHBIX perenTopoB. PPARS Obuin mep-
BOHAYaJIbHO WJIEHTU(HULIUPOBAHBI KaK PELENTOpHI
0e3 M3BECTHBIX JIMTAaHZI0B, HO IOJYYHJIM CBOC Ha-
3BaHUE, UCXOJS U3 UX CIIOCOOHOCTH PEryJMpoBaTh
MHO)KECTBEHHbIE BO3JEHCTBUS NEPOKCUCOMAIIBHBIX
nposdepaTopoB KUPHBIX KUCIOT. DTH PELETITOPEI
JEUCTBYIOT TaK, KaK pPEryJIHpyeMble JIUTaHI0M
(haKTOpBI TPAHCKPHUIILMK, KOTOPBIC YIPABISIOT
9KCIPECCUEN LEJIEBBIX T€HOB, CBA3BIBASACH C OIpE-
neneHHol nocienosarenbHocThio JJHK B BHIe re-
tepoaumepoB ¢ RXR. lleneBble T'€Hbl KOAUPYIOT
(hepMeHTHI, YJacTBYIOIIUE B JHUIUIHOM OOMEHE H
muddepeHupoBaHny KUPOBBIX KieToK. CoOTBeT-
CTBEHHO, OTKpPbITHE (haKTOPOB TPAHCKPUIILIUH, Y4a-
CTBYIOIIUX B YHPaBJICHHUU JIMIIUAHBIM O6MeHOM,
MIOMOIJIO TIOHATh MEXaHW3M PETYJIMPOBAHUS SHEp-
TeTUYECKOr0 T'OMEOCTa3a y ITO3BOHOYHBIX KHMBOT-
HBIX M 3aTe€M 00eCHeymio HOBbIE MUIICHH JUIs pa3-
pabOTKH TEpameBTHYECKHX areHTOB MPOTHB TaKHX
3a00NeBaHAN, KaK OXXHpEHHE, TUabeT W JWCITHITH-
JIeMusl.

PPARYy siBisieTcst OqHUM M3 YJIEHOB Cylepce-
MEWCTBA SIACPHBIX pPELENTOPOB psiga JIMTaHI-
aKTUBHPYEMBIX (DAaKTOPOB TPAHCKPHUIILMH U OBLIO
MOKa3aHo, YTO OH CIeNU(PUIECKUM 00pa3oM 3KC-
Ipeccupyercs B >KMpOBOW TKaHU. Ero skcmpeccus
MHIYLIUpYETCsS MO XOAy paHHero nuddepeHuupo-
BaHUSI HECKOJBKHUX JIMHUN KHPOOOPa3yOIUX Kiie-
TOK B )KHPOBBIE KJETKH. B HacTosiee Bpems 10-
MOJIHUTEJIBbHBIE  WCCIEJOBAHMS  IIOKA3aJIM, 4TO
PPARy urpaer oCHOBHYIO pOJib B JKHPOOOpa3yto-
meM curHaigbHoM kackage. PPARy Taxke perynu-
pyer ob/leptin reH, KOTOpBIH y4acTBYeT B peryJsiu-
pOBaHHM SHEPreTHYECKOro roMeocrasa u andde-
PEHIMPOBAHNUN >KUPOBBIX KIIETOK, KOTOPOE SIBISET-
Csl KpUTHYECKO# craaneit mist OOpsOBI ¢ OKUpPEHU-
€M U 11adeToOM.

B momnbitke monsTe poias PPARy B mudde-
PEHIMPOBAaHUN KHUPOBBIX KIETOK HCCIEAOBAHUS
OBbLIM HampaBJICHbl Ha MACHTH(HUKAIMIO aKTHBAaTO-
poB PPARYy. IIpu 3ToM OBUTO TIPOAEMOHCTPHUPOBA-
HO, 4TO COEJUHEHMS, OTHOCSIIHUECS K KJaccy THa-
30JIMANHINOHOB, KOTOpBIE, KaK HM3BECTHO, OKa3bl-
BAIOT CIIOCOOCTBYIOIIEE >KUPOOOPA30BaHUIO BO3-
JIeiCTBHE Ha XUPOOOpasyrouue KIETKH M Me3eH-
XMMHBIE HCXOJHBIE KJIETKH in Vitro, a Takxe aHTH-
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nruabeTHuecKoe BO3IeHCTBHE B )KUBOTHBIX MOJIEIIX
HMHCYJIMHHE3aBUCHMOTO caxapHOTo nmuabeta
(NIDDM), wmorytr OviTh PPARYy-cenexTuBHBEIME
nmuragaamu. Eme pasbine ObUIO TIOKa3aHO, YTO CO-
€IMHEHUsI, KOTOPbIE CEIEKTHBHO aKTUBHPYIOT MBbI-
mmHblE PPARY, ob0mamator aHTHIHaOETHUECKOM
AKTUBHOCTBIO iN VIVO y MBIIICH.

HecMotpst Ha ycmexu, JOCTUTHYTBIE TIPH I10-
MOIIM aHTHJHAa0ETUUECKHX IIpernapaToB Kiacca
THA30JIMAMHANOHOB, HEIONyCTHUMbIE IOOOYHBIE
3¢ EKTH OrpaHUYNBAIOT MX KIMHUYECKOE MCIOJb-
3oBaHne. COOTBETCTBEHHO COXpaHs’ETCsl MOTpeO-
HOCTH B CO3JaHHWU MOIIHBIX, CEIICKTUBHBIX aKTHBa-
topoB PPARYy, kotopsie OymayT MOJE3HBIMH JUIS
nedenuss NIDDM u gpyrux 3a0oneBaHHi, CBSA3aH-
HBIX C DHEPTETHYECKIM TOMEOCTa30M H JIHITHIHBIM
obmenoM. Bosee Toro, coeauHeHHsI, KOTOPBIE 010~
KHUpytoT akTtuBHOCTE PPARy, Obumm Obl mosne3HbI
JUTSL TIPEIOTBPAIIEHUS CO3PEBaHUs KUPOBBIX Kile-
TOK M3 XHPOOOPa3yIOMMX KIETOK M, TAKUM 00pa-
30M, OBUTH OBI TIOJIE3HBI JUISA JICUCHUS] O)KUPEHHS U
JIpyrux OoJie3HEeH, CBSI3aHHBIX C HEXKelaTelbHbIM
CO3pEBaHUEM J>KUPOBBIX KJIETOK. TakuM o0pa3om,
Hacrosllee N300peTeHne MpeaIaraeT COeqUHEeHNS,
KOTOPBIE SIBJISIOTCS TTOJIE3HBIMU U KaK aKTUBAaTOPHI,
U KaK aHTaroHucThl akTuBHOCTH PPARY, a Takxke
coJieprKalie UX KOMITO3UINH, Hapsiay ¢ METOIaMHu
UX UCTIOJIb30BAHMS.

CymHocTh n300peTeHns

B cooTBercTBHH C OOHMM W3 acleKTOB, Ha-
crosiee u300peTeHne 00eceynBaeT Croco0bl MO-
IyTUPOBAHUS COCTOSIHUH, KOTOpBIE CBSI3aHBI C
PPARy. OGBr4HO 3TH CTIOCOOBI BKIFOYAIOT KOHTAK-

THpoBaHue opraHu3sMa ¢ PPARy-momynupy-
IOIIMM  KOJIMYECTBOM COEAMHEHUs, HMEIOINUM
opmyy

.
L LS
Ar ~x /\\

Y—R?

rJie CUMBOJI Ar'! MpeJICTaBIsAeT cO00I 3aMEIICHHYIO
WIH He3aMeIIeHHYI0 apHIbHYI0 TpyHIy; X Mpen-
CTaBIIIET COOOH JBYXBaJCHTHBI MOCTHK, BHIOpaH-
HBII U3 TpyNIbl, COCTOSIIEH U3 3aMELICHHOIO WU
HezamemeHHoro -(Ci-Cg)ankuieHa, 3aMemeHHOTo
nnn HezamemeHHoro -(C;-Cg)anKuieHoKCH, 3ame-
meHHoro win HezamemeHHoro -(C;-Ce)ankuieH-
aMUHO, 3aMEIIeHHOTo WM He3amenieHHoro -(Ci-
Coamkunen-S(O)-, -O-,  C(O)-, NR'")-,
-N(R'"C(0)-, -S(O)- u mpocroii ceszu, rae R
SIBIIICTCSI 3aMECTUTENIEM, BEIOPAaHHBIM W3 TPYIIIIEI,
cocrosimeit w3 Bomopoxaa, (Ci-Cglamkmia, (C,-
Cg)rerepoankuna u apmi(C;-Cy)ankuna u uHACKC k
MpeacTaBiseT coboit memoe gucmo ot 0 1o 2. Y B
MIPUBEJICHHON BHIIIE (popMyIie peacTaBisieT co0oi
JIByXBaJICHTHBIH MOCTHK, B JIIOOOW OpHEHTAINH,
BBIOPAHHBIA W3 TPYIIIBL, COCTOAIICH M3 3aMeIleH-
Horo wiu HezamemeHHoro (C,-Cq)amkunena, -O-,
-C(0)-, -NR™)-S(0)n, -NRC(0)-, -NR")-
S(O)m(R")-, -S(0),-, HPOCTOii CBA3M U HX KOMOHU-



HaIluM, THOe R"? u R ssnsores 3aMECTUTEIISIMH,
HE3aBHUCHMO BBIOPAHHBIMU W3 TPYIIBI, COCTOSAIICH
W3 BOJAOPOJA, 3aMEMICHHOTO WM HE3aMEIICHHOTO
(C4-Cg)ankumna, 3aMeIEHHOTO WM HE3aMEeIEHHOTO
(Cy-Cy)rerepoankmna u apwi(C;-Cy)ankuna; U uH-
JCKChI M U N HE3aBHUCUMO SBJIAIOTCA LCJIBIMU YUC-
namu ot 0 fo 2.

R' mpencraBnser co6oil 3aMecTHTENb, BbI-
OpaHHBI W3 BOAOpOJA, TajloreHa, IIMaHO, HHUTPO,
(C-Cyg)ankmia, (C;-Cyg)ankokcH, -CO,R™,
-C(O)NRPR'®, -C(O)R", -S(0)p-R", -S(0),-
NR"R'S, -0-C(0)-OR", -O-C(0)-R", -O-C(O)-
NRPR', -N(R'*)-C(0)-NR"R'®, -N(R'*)-C(0)-R"
1 -N(R'*)-C(0)-OR", rne R' npencrasmsier coGoi
3aMeCTHTENb, BBIOpaHHBI u3 Bogopoaa, (Ci-
Cg)ankuma,  (C,-Cg)rerepoankuia, apwia |
apmi(C,-Cy)ankumna; R u R'® semsrores 3amectn-
TEJISIMH, HE3aBUCHMO BBIOPaHHBIMH M3 BOJIOPOJA,
(Ci-Cy)ankmia, (C,-Cg)rerepoankuia, apuiaa Hu
apwin(C,-C,)ankumia, WK B3AThIE BMECTE C a30TOM,
K KOTOpPOMY OHH 00a MPUCOETUHEHBI, 00pa3yoT 5-,
6- WM 7-4J€HHOE KOJIBIO; H RY MIPEACTaBISAET
co001f 3aMecTHTeNb, BEIOpaHHBIN U3 Bomopona, (Ci-
Cglankmna,  (C,-Cg)rerepoankuia, apwia H
apmi(C,-Cy)ankumna. Bo Bcex onpeneneHusx 3amec-
TUTENEeH, HalpuMep alKuia, alKOKCH M TeTepoal-
KWjia, rpynibl MOT'yT 6bIT]) 3aMCIICHHbIMU WJIN HE-
3aMCIICHHbIMMU.

R’ mpezcraBnser coGoif 3aMEIICHHYIO HIIA
He3aMeIEHHYI0 apwibHylo rpymny. Ilpexnourn-
TenbHO R? mpescTaBnser coboil (eHuIbHyI0, Had-
TWIBHYIO0, THPHUIA3UHIIBHYIO WIH MHPHIMIEHYIO
rpymny. Bonee npexnoutntensho R npencrasiser
co0oii (eHITBPHYI0, HAPTUWIBHYIO, MHPHIA3UHIIIb-
HYI0 WIH MHPUAWIBHYIO TPyMITy, 3amemeHHyio 0-3
3aMECTHTENSIMU, BRIOpaHHBIMU U3 TanoreHa, -OCF;,
-OH, -O(C;-Cg)ankmma, -CN, -CF;, -C(O)-(C;-
Cg)ankmina, -(Ci-Cg)ankuna u -NH,. Hecmotpst Ha
TO, 4YTO MNPHUBCIACHBI ONPCACICHHBIC NPEAIIOYTU-
TenbHble 3aMmectuTenu (Hanpumep, -OCF; u -CF3),
MOJIpa3yMeBaeTCs, YTO ONpeeNICHNs “allKuil U all-
KOKCH” TaKKe BKJIIOYAIOT MX INPOM3BOAHBIE, TIpeEl-
MOYTUTEIBHO TaJOreH3aMellIeHHbIE MPOU3BOIHbIE,
BKITIOYast T€, KOTOPBIE OTMEYECHEI 0C000.

R3 MpeacTaBisieT co0oi TaJoreH, IMaHO,
HUTPO WIH 3aMEIIEeHHYIO WK He3aMmemeHHyo (Ci-
Cg)aNKOKCUTPYHITy, MPEANOYTUTENIFHO TaJIoTeH,
mmano wm  (C;-Cy)ankokcurpynmy. Haubonee
MPEONOYTUTENIFHO TaJlOTeH, METOKCH WIN TpHUd-
TOPMETOKCH.

B npyrom acnekrte Hacrosiiee n3o0peTeHUe
obecrieunBaeT COeAMHEHUs] (OPMYJIbI, NPHUBEICH-
HOH BBIIIE, a TaKke (hapManeBTHYECKUE KOMIO3HU-
MM, COJIep Kallle ONMCaHHBIE BHIIIE COSANHEHUS.

IHoapoOHoe onncanue u3odpeTeHust

CoxkpatieHus 1 OnpeaeIeHHs.

B ommcaHnm WCHONB3YIOT CIETYIOIIHE CO-
kpamenus: PPARY: nepokcucomanbHblii niposude-
paTopHO-akTHBUpYyeMBbIN penentop y; NIDDM:
WHCYJIMHHE3aBUCUMBIA caxapHbiii amader; Et;N:
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tpudTEiamMuH; MeOH: meranon u JIMCO: nume-
THICYIB(OKCHI.

Tepmun "ankun" cam mo cebe WM Kak 4acTb
JIPyroro 3aMeCcTUTEN O3HaudaeT, €ClIM He YTBep-
JKIaeTcs JApyroe, MNPsSMYyI0 WIU Pa3BETBICHHYIO
LIeNb WK UUKIWYECKUH YII€BOAOPOAHBIA paauKa
WIH UX KOMOWHAIMIO, KOTOPhIE MOTYT OBITh ITOJI-
HOCTBIO HACHIIICHHBIMH, MOHO- WJIH TOJMHEHACHI-
IICHHBIMA ¥ MOTYT BKJIFOYATh ITU- U TIOJIMBAJICHT-
HBIC PaIUKalbl, IMEIONINE yYKa3aHHOE YHCIO aTo-
MoB yriepona (t.e. C-Cjy 03HaYaeT OT OAHOTO 10
JIECSITH aTOMOB yriiepoaa). IIpumeps HaCHIIIIEHHBIX
YIJIEBOJOPOIHBIX PATUKANIOB BKIIOYAIOT TaKue
TPYyNIBL, KaK METHJ, THJ, H-IPOIWI, H30MPOIHJI,
H-OyTHII, TPET-OyTHJI, U300yTHI, BTOP-OyTHII, LIUK-
JIOTEKCHJ, (IMKJIOTE€KCHII)3TUI, IMKJIONPOIUIME-
TWJI, WX TOMOJIOTH W U30MEpbI, HAIpHUMep,
MIEHTHJI, H-TEKCHJI, H-TENTHI, H-OKTHJI U TOMY IO-
nmobHoe. HeHachllieHHas anKwiIbHAs TpyImna - 3TO
Takas TpyIa, KOTopas HMMeeT OJHy wWin Ooiee
JIBOMHBIX WJIA TPOMHBIX CBsizeil. [Ipumepsl HeHa-
CHIIIICHHBIX AKWIBHBIX TPYII BKIIOYAOT BUHMI,
2-TIpOTICHUII, KPOTHJI, 2-U30TeHTeHnN, 2-(0yTaaue-
Hun), 24-nenraguenwi,  3-(1,4-meHTaguenHmn),
STHHWIN, |- 1 3-ponuHn, 3-0yTHHHUI U UX BBICIIHE
romoJora u m3omepsl. [lompasymeBaercs, 4To Tep-
MUH "ankwia", eclii He YyKa3aHo Apyroe, TaKke
BKIIFOYAET T€ AJKWIBbHBIC IPOU3BOIHBIC, KOTOPHIC
Oosiee MOAPOOHO OMpeNeNIeHbl HIKE Kak ''TeTepo-
ankw," "mukinoankun" u "ankuien". Tepmun "an-
KuiieH" caM 1o ceOe WK KaK 9acTh APYroro 3aMec-
TUTENs O3HA4YaeT IBYXBAJCHTHBIA pagUKal, SB-
JSIOMIMKACS TPOM3BOJHBIM  allkaHa, HAIpUMeEp,
-CH,CH,CH,CH,-. OObBI9HO ankumibHas TpyTIia
conepxut oT | 10 24 aToMOB yriieposaa, Ipu 3TOM
T€ TPYHIBI, KOTOpbIe conepxar 10 uiam MeHee aTo-
MOB yTJepoja, SBISAIOTCS MPEIIOYTUTEIFHBIMU B
COOTBETCTBUM C HAcTOSIINM H300perenuem. "Hus-
Ui anku" Wik "HU3IUN alnKuieH" mpecTaBiseT
co00H aNKWIBbHYI0 WM QIKWICHOBYIO TPYIIY C
KOPOTKOH LEeNbl0, OOBIYHO COJEpIKallyl0 BOCEMb
WM MEHEE aTOMOB yTJIepoJa.

Tepmun "rerepoankmn" cam mo cebe WK B
KOMOWHAIINH C APYTHM TEPMHHOM O3HA4aeT, €CIH
HE YTBEPXAAeTCS IPYroe, YCTOWYHBYIO MPSIMYIO
WIA Pa3BETBICHHYIO LEMb WM IIUKIAYCCKUN yTIIe-
BOJOPOAHBIA pajuKall, WIHM WX KOMOWHAIWH, CO-
CTOAIINE U3 YKa3aHHOTO YHCJIa aTOMOB YIJIEpo/ia U
OT OJHOTO JI0 TPEX I'eTepPOaToMoOB, BEIOPAHHBIX U3
rpymmel, cocrosimeit u3 O, N, Si u S, u npu 3TOM
aTOMBbI a30Ta M Cepbl HEOOS3aTeNIbHO OKUCIICHBI U
reTepoaToM a30oTa MOXKET OBITh Heo0sA3aTeIEHO
kBaTepHH30BaHHBIM. ['etepoatom(s) O, N u S Mo-
T'YT HAXOAUTHCS B JIIOOOM BHYTPEHHEM ITOJIOKCHHUH
TeTepOANKIIBLHON Tpymmbl. ['eTrepoaToM Si MoOXKeT
HAXOAWUTHCSA B JIIOOOM IOJIOKEHHH TeTEePOATKIITIb-
HOW TPYNIIBI, BKJIIOYAs IMOJIOXKEHHE, KOTOPHIM all-
KWJIbHAS TPYIIA MPUCOEIUHICTCA K OCTaTKy MOJIe-
kynel. IIpumepsr Bxmouator -CH,-CH,-O-CHj3,
-CH,-CH,-NH-CH3;, -CH,-CH,-N(CH;)-CH3;, -CH,-
S-CH,-CH;, -CH,-CH,-S(0O)-CH;, -CH,-CH,-
S(0),-CH;, -CH=CH-O-CH;, -Si(CHj);, -CH,-
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CH=N-OCH; u -CH=CH-N(CH;)-CHj3. Ilocnemo-
BaTEJIbHO MOTYT PAacIoiiaraThCsl BIUIOTH A0 JABYX
reTepoaToMoOB, Tak Kak, Hampumep, -CH,-NH-
OCH; u -CH,-O-Si(CH3);. Kpome Toro, TepmuH
"reTepoankmi’  BKIIOYAET paJUKaIbl, KOTOPHIE
OMHCaHbl HIKE 0oJiee NETalbHO Kak '"TeTepoajKu-
neH" u "rerepouuknoankun". TepmuH '"rerepoal-
KuiieH" caM 1o cebe MM Kak 4acTb JPYroro 3amec-
TUTENs, O3HA4YaeT JBYXBAJIICHTHBIA paJHMKal, SB-
JISTIOIIANCS TPOU3BOAHBIM TeTepPOANKHIIA, KaK, Ha-
IpuMep, -CHz-CHz-S-CHchz- n -CHz-S-CHz-
CH,-NH-CH,-. B rerepoanknieHOBBIX TIpyMIax
TeTepoaTOMBI MOTYT TaKK€ 3aHMMATh JIN0O OJUH U3
KOHIIOB I1eTid, 0o ob6a. Kpome Toro, mis ankuie-
HOBBIX U I'€TCPOAJIKUIICHOBBIX MOCTHUKOBBIX T'PYIIIT,
a TakKXE BCCX OCTAJIbHBIX MOCTHUKOBBIX I'PYIIl I1O
HACTOSIIEMY M300pPETEHHIO OPHEHTAIMsI MOCTHKO-
BOM IPYIIIEI HE IMEET 3HAYCHUSI.

Tepmunbl "uuknoankuwi" U "reTeporuKiIoa-
K" caMy 10 ce0e Wik B KOMOMHALIUU C APYTUMH
TEPMHUHAMH TIPEICTABILIIOT cOOOM, €Ci HE yTBEp-
JKTAeTCs IPYyroe, NUKIMYECKUE IMPOU3BOIHBIE CO-
oTBeTCTBeHHO "ankmina" u "rerepoankmia’. Kpome
TOTO, B TETEPOLMKIOAIKHIIE TE€TEPOaTOM MOXKET
3aHMMAaTh MOJIOXKEHNE, KOTOPBIM T'€TEePOIHKI TpPH-
COEIMHEH K OCTaTKy MOJeKynbl. [IprmMeps! mukio-
AJIKWJIOB BKJIIOYAKOT LHKIIOIICHTWUII, ITUKJIOTCKCHUII,
1 -IMKIIOTeKCEeHMIT, 3-LIMKIOTEKCEHMII, [IMKIIOTeITHII
U TOMy 1ojio0Hoe. [IpuMepsl reTeponrKIOalKuIIOB
Bkiroyaror  1-(1,2,5,6-trerparnaponupunn),  1-
MUNCPUANHII, 2-TIATCPUINHWI, 3-TIHIICPHUITHII,
4-mopdomuamn, 3-mopdonuHMI, TeTparuapody-
pas-2-mi1, Terparuapodypas-3-ui, TeTparuapoTue-
HWI-2-WI, TeTParuipoTHeH-3-wui, |-Timepa3suHm,
2-nmunepasuHII ¥ TOMY IT000HOE.

Tepmunsl "rano" uinm "rajoreH" camu 1o ce-
0e WM KaKk 4acTh APYroro 3aMeCTHTENs 03HA4YarioT,
€CIIM He YTBepiKAaeTcs Apyroe, atoMm (ropa, xjiopa,
6poma mnu noaa. Kpome toro, Takue TepMHUHBI, Kak
"(hropankuia", 03HAYAIOT, YTO OHU BKIIIOYAIOT MO-
HO()TOPAIKHI U TTOJIUPTOPATIKHIL.

Tepmun "apuit", ucronabp3yeMbli caMm 1o cede
WK B KOMOWHAIIMK C JPYTMMHU TEePMHHAMU (Ha-
MIpUMeEp, apUIOKCH, apWITHOKCH, apHIIAIKWI), 03-
HadYaeT, eCIM He YTBepKIAeTcs APYroe, apoMaTu-
YECKHUI 3aMECTUTEIh, KOTOPBIH MOXET OBITh OJTHIM
KOJBIIOM WJIM CHUCTEMOW KOJeIl (0 Tpex KOJel),
KOTOPBIE MOTYT OBITh CKOHICHCHPOBAHBI WJIH CBS-
3aHBI APYT ¢ IpyroM KoBasieHTHO. Kaxxmoe 3 Ko-
JIell MOXET COJepKaTh OT HyJISl O YEThIPEX TeTe-
poatoMoB, BbIOpaHHBIX U3 N, O u S, re aToMsl
a30Ta U cepbl SBIAIOTCS HEOOsA3aTeNIbHO OKHCIIEH-
HBIMH U aToM(bI) a30Ta SIBISIOTCS HE00sS3aTEIIEHO
KBaTECPHU3UPOBAHHBIMU. APWIBHEIC TPYIIITHI, KOTO-
pBIE conepiKaT TeTepoaToMbl, MOTYT OBITH OIpelie-
JIeHBl Kak 'rerepoapmyi’ M OHH MOTYT IPHCOCIH-
HATBCSI K OCTAaTKy MOJIEKYJIBI Uepe3 rerepoaTom. He
OTPAaHWYMBAIONINE TPHUMEPHl APWIBHBIX TPYIII
BKIOYaroT Qenwn, 1-vapTmn, 2-Hadrmin, 4-
oudenmn, 1-mupposami, 2-MUPPOIWI, 3-MTHPPOITHI,
3-nupazonui, 2-UMUAA30IWI, 4-UMHUIA30I1I, TH-
pasuHmiI, 2-0Kca3ouui, 4-0Kcazonwi, 2-GheHua-4-
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OKCa30JIMJI, S5-OKCa3oyui, 3-M30Kcasonaua, 4-
HM30KCA30JMJI, S5-H30KCa30JIMiI, 2-THa3onun, 4-
THA30MWI, S-THazonwi, 2-gpypui, 3-dypui, 2-tue-
HUM, 3-THeHWJ, 2-TIMPpUAWN, 3-TUpUAui, 4-nupu-
I, 2-nupuMuani, 4-nupumuani, 2-0eH3o0Tua-
300Uy, 5-0OeH3oruaszonun, 2-0€H30KCa30iaua, 5-
OCH30KCA30JIWI, MyPUHHI, 2-OCH3UMUIA30IIWI, S-
UHIONMWI, |-M30XUHOJMHUI, S5-U30XUHOJIUHUI, 2-
XUHOKCAIMHWI, 5-XWHOKCATMHWI, 3-XUHOJIHHWI H
6-XMHONMHIII. 3aMECTUTENHN IS KAXKABIX U3 YIIO-
MSIHYTHIX BBIIIEC apWIBHBIX KOJBIIEBBIX CHCTEM BBI-
OpaHbl U3 TPYIII MPUEMIIEMBIX 3aMECTHTEIICH, OIH-
caHHpIx Hmke. [lompasymeBaercs, 4YTO TEPMHH
"aprtankui" BKIIOYAET T paguKaibl, TIE apuiib-
Has Ipylna IPUCOCIMHEHA K aJKWIbHOW IpyIIe
(Hanpumep, OeH3M, (DEHITHI, NUPHIMIMETHI H
TOMY TOA00HOE) WM TeTepPOAKWIILHON TIpyIe
(Hampumep, PEHOKCHUMETIII, 2-TTUPUARITOKCUMETII,
3-(1-HadTHIOKCH)IPONHI U TOMY ITOJIO0HOE).

ITox KaXXABIM W3 TEPEYUCICHHBIX BBIIIC TEP-
MUHOB (Hampumep, "amkmn", ''rerepoankmia’ u
"apun') monmpasymMeBaeTcs, YTO OHH BKITIOYAIOT KaK
3aMEIICHHY0, TaK W HEe3aMEIICHHYI0 (OpPMBI yKa-
3aHHOTO panukana. IlpeamodruTenbHBIE 3aMeCTH-
TeMH A KaKIOTO THUIA PAaTUKAIOB OIpEIETICHBI
HIDKE.

3aMeCTl/ITeJ'II/I 1A AJIKWJIBHBIX W I'€TEpoali-
KWJIBHBIX paanuKaJlOB (BKJ'IIO‘-IaSI TC TpYyIIibl, KOTO-
pBle YacTO ONpENeNsIOT Kak alKWIIeH, aJKeHWII,
TeTePOANKIIICH, TeTePOATKCHII, ANKHHWI, ITUKIO-
QIKHJI, TETCPOIHUKIIOATKIII, ITUKIOATKSHWT U TeTe-
POLMKIIOATKEHII) MOTYT OBITh pPa3HOOOpa3HBIMHU
rpymmnamu, Beiopanaeiva u3: -OR', =0, =NR', =N-
OR', -NR'R", -SR', -ramorena, -SiR'R"R",
-OC(O)R, -C(O)R', -CO,R', CONR'R",
-OC(O)NR'R", -NR"C(O)R', -NR'-C(O)NR"R",
-NR"C(O),R', -NH-C(NH,)=NH, -NR'C(NH,)=NH,
-NH-C(NH,)=NR’, -S(O)R/, -S(O),R’,
-S(O),NR'R", -CN u -NO, B KOJHYECTBE OT HYJIA
1m0 (2N+1), rme N o0o3HauaeT oOIee KOJIUIECTBO
aToOMOB yriepoja B TakoMm paaukaine. R', R" u R'",
KaX/Iblii HE3aBHCUMO, O3HAYaeT BOJOpOJI, He3ame-
mieHHBIH(C-Cg)alKil U reTepoaIKull, He3aMeIIeH-
HbIM apui, apuil, 3aMelleHHbld 1-3 ramoreHamu,
He3aMEIIECHHBIN aJKWII, aJJKOKCH- MM THOAIKOKCH-
rpymiy win apui-(C,-Cy)ankmisayto rpymmny. Ko-
rana R' u R" npucoenmHeHs! K 0OJHOMY aTOMy a30Ta,
OHHM MOTYT BMECTE C 3TUM aTOMOM a30Ta 00pa3o-
BBIBaTh 5-, 6- WiIW 7-4jeHHOe KoJbllo. Hampumep,
monpasymeBaercs, 4ro -NR'R" Bxmowgaer 1-
nupposuauHnt U 4-mopdonmamn.  Mcexons u3
npeACTaBICHHOI'O BbBIIIE OGCy)KI[eHl/IH, CIICLuaJIucCT
B 3TO# 00JaCTH MOMMET, YTO TePMHH "anKui" Tak-
JKE BKJIFOYACT TaKWE TPYNIBI, KaK TalOTCHAKUII
(manpumep, -CF; n -CH,CF;) u atmn (manpumep,
-C(O)CH;, -C(O)CF3, -C(O)CH,OCH; u Tomy m10-
nmobHoe). [IpeArmouTHTeNpHO alKUIIbHBIE TPYIIHI (1
COOTBETCTBYIOIIME  aJKOKCH, TeTEPOATKUIBHEIC
TPYIIIEL, W TaK Jajiee) SBILTIOTCS He3aMEICHHBIMH
uia uMeroT ot 1 1o 3 3amecturenei, BEIOpaHHBIX
u3 ramoreHa, -OR', =0, -NR'R", -SR', -OC(O)R/,
-C(O)R', -CO,R, -CONR'R",-NR"C(O)R/,



-S(O),R', -S(O),NR'R", -CN u -NO,. bonee npen-
MOYTHTEIBHO QJIKWIBHBIE M COOTBETCTBYIOIIHE
rpymmsl umerot 0, 1 wn 2 3amectuTens, BHIOpaH-
HbIX u3 rajoreHa, -OR’, =0, -NR'R", -SR', -CO,R’,
-CONR'R", -NR"C(O)R', -CN u -NO..

AHAQJIOTUYHO BapbHPYIOTCS 3aMECTHTEIH IS
apWIBHBIX TPYNIL, ¥ WX BBIOMPAIOT M3 rajoreHa,
-OR', -OC(O)R', -NR'R", -SR', -R', -CN, -NO,-,
-CO,R', -CONR'R", -C(O)R', -OC(O)NR'R",
-NR"C(O)R', -NR"C(O),R', -NR'-C(O)NR"R",
-NH-C(NH,)=NH, -NR'C(NH,)=NH, -NH-
C(NH,)=NR', -S(O)R’, -S(O),R', -S(O),NR'R", -Nj3,
-CH(Ph),, mepdrop(C,-Cy)anxoxcu u nepptop(C;-
Cy)ankuna, B KOIUYECTBE, KOTOPOE HAXOIUTCS B
naTepBasie oT 0 g0 0o0mero yucia cBOOOIHBIX Ba-
JIGHTHOCTEN B apOMATHYECKOM KOJIbIIEBON CUCTEME;
u e R, R" u R'" He3aBucHMO BBIOpAHBI U3 BOJIO-
pona, (C;-Cg)ankmia u rerepoankuia, He3aMelleH-
Horo apwia, (HesamerneHHbId apuin)-(C-Cy)ankuna
u  (mesamerneHHbi  apmn)okcu-(Ci-C,)ankmia.
[IpenmoyTuTeNbEHO apHUJIbHBIC TPYIIBl SBISIOTCS
HEe3aMEIIEHHBIMU WU UMEIT OT 1 10 3 3amecTHTe-
nei, BeIOpaHHBIX w3 ramorena, -OR', -OC(O)R/,
-NRR", -SR', -R', -CN, -NO,-, -CO,R', -CONR'R",
-C(O)R', -NR"C(O)R', -S(O),R', -S(O),NRR",
nepdrop(C,-Cy)ankoxcu u nepptop(C,-C,)ankumna.
Eme Oonee mpeanoYTUTENFHO apUiIbHBIE TPYIIIEI
nMetor 0, 1 mam 2 3aMecTUTeNs, BBIOPAHHBIX W3
ragorena, -OR', -NR'R", -SR', -R', -CN, -NO,-,
-CO,R', -CONR'R", -NR"C(O)R', -S(O)R',
-S(0),NR'R", nepdTop(C;-C,)ankokcu u nephprop
(C4-Cy)ankumna.

JIBa 3amecTUTENs Y COCEIHUX aTOMOB apyib-
HOTO KOJIbIIa MOTYT OBITh HEOOS3aTENBHO 3aMellle-
Hel 3amectuteneM Qopmynsl -T-C(O)-(CH,)q-U-,
rae T u U He3aBHCHUMO MPeaCcTaBISIOT coboit -NH-,
-O-, -CH,- nnm mpocTyro CBs3b U ( SIBISIETCS Iie-
JeiM 9uciioM oT 0 710 2. AJbTepHAaTUBHO, JBa 3a-
MECTHTENS y COCEIHUX aTOMOB apMIIBHOTO KOJbIIA
MOTYT OBITH HEOOA3aTEIHHO 3aMEIICHBI 3aMECTHUTE-
nem dopmyisl -A-(CH,),-B-, rne A u B HeszaBucu-
MO MpeacTaBisitoT coboit -CH,-, -O-, -NH-, -S-,
-S(0)-, -S(0),-, -S(O),NR'- unu npocTyro CBsI3b U r
mpeacTaBIseT coboit nemoe uucio ot 1 no 3. Oxna
U3 TPOCTHIX CBS3CH IMOIYYCHHOTO TAaKUM 00pa3oM
HOBOTO KOITbI]a MOXET OBITh HEOOs3aTEIBHO 3aMe-
HEHa JBOMHOM CBA3bIO. AJIbTEpHATUBHO, [1Ba 3a-
MECTHTEINS Y COCEIHUX aTOMOB apMIIBHOTO KOJbIIa
MOTYT OBITH HEOOS3aTEITPHO 3aMEHEHBI 3aMECTHTE-
aem dopmyasl -(CH,)s-X-(CHy),, Ta€ s U t He3aBH-
CHUMO TIPECTABIIAIOT cOO0H 1enbie uncna ot 0 g0 3,
n X mpencrasisier coboit -O-, -NR'-, -S-, -S(O)-,
-S(0),- unm -S(O),NR'-. 3amectutens R' B -NR'- u
-S(O),NR'- BbIOpaH 13 BOAOPOAA MIIM HE3aMEIICH-
Horo (C;-Cg)ankmuia.

Tepmun "rerepoaroM" BKIIIOYAaeT KHUCIOPOJ
(0), azor (N), cepy (S) un xpemuuii (Si). Tepmun
"(hapmarnieBTHUECKH TIpHEMIIEMbIE COJH" BKIIFOYAET
CONIM aKTHBHBIX COCAMHEHWH C OTHOCHUTEIBHO He-
TOKCHYHBIMHU KHCJIOTAMH U OCHOBaHHUSMH, KOTOPEIC
MOJy4YaroT B 3aBUCHUMOCTH OT KOHKPETHBIX 3aMec-
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TUTeNeH, KOTOpPBIE MPUCYTCTBYIOT B OMHCAHHBIX
3nech coennHeHHMAx. Korma coepanHeHHMs IO Ha-
CTOAIIEMY H300PETEHHIO COJIEPKAT OTHOCHTEIBHO
Kucible (YHKIMOHAIBHBIE TPYIIbl, MOTYT OBITh
TMOJIY4YC€HbI OCHOBHBIC aJJ/IUTUBHBLIC COJIM IIPU B3au-
MOJICHCTBHU HEHTPaJIbHOW (OPMBI TAKUX COEIIUHE-
HUH ¢ JOCTaTOYHBIM KOJUYECTBOM KEIaeMBIX OC-
HOBAaHWH B YUCTOM BHJIC WIH B IMPUTOJHOM HHEPT-
HOM pacTtBopHTeie. [Ipumepsl (apMareBTUICCKH
MIPUEMIIEMBIX OCHOBHBIX aJJUTUBHBIX COJICH BKIIIO-
YaroT HATPHEBHIC, KaNWEBbIE, KalbI[HEBHIE, aMMO-
HUIHBIE, AMHUHOOPTAaHWYECKHE WM MarHHEBEIE CO-
i, i uM nonoOHse. Korma coenmaenus o Ha-
CTOAIIEMY H300pETEHHIO COJIEPKAT OTHOCHTEIBHO
OCHOBHBIE (DYHKIMOHAJIBHBIE TPYMIIbI, MOTYT OBITh
MOJYUYCHbI KHWCJIIOTHBIC AAAWTUBHBIC COJIM TIPHU
B3aUMOJICHCTBUN HEWUTPaIbHOM (POpPMBI TaKHX CO-
SIMHCHU C TOCTATOYHBIM KOJIHMYECTBOM >KEIaeMOM
KHCJIOTBHI B YUCTOM BHJIC WIH B IPUTOJTHOM HHEPT-
HOM pacTtBopHTeie. [Ipumepsl (apMaieBTUICCKH
MPUEMJIEMBIX ~ KHCJIOTHBIX AQJTUTHBHBIX COJEH
BKITIOYAIOT T€, KOTOPEIe 00pa3yroTcs W3 TaKUX He-
OpraHWYECKUX KHCIIOT, KaK CoJsHas, OpoMOBOIO-
poIHasi, a30THasA, YrojibHAasl, KHCas yrojbHas, op-
todochopHast, nupodochopHas, meradochopHas,
cepHas, CepHHUCTasi, HOJ0BOAOpOaHAs uin (pocdo-
pHUCTasi KHCIIOTA W TOMY IOJO0HOE, TaKKe KaK U
COJIM, TIOJYYCHHBIC M3 OTHOCHTEIBHO HE TOKCHY-
HBIX OPTaHMYECKUX KHUCIIOT, HOJAOOHBIX YKCYCHOH,
MIPONIMOHOBOM, M30MACISHOM, IIaBeJIeBOM, Malleu-
HOBOH, MAaJOHOBOH, OCH30IHOH, sHTapHOH, cyOe-
PUHOBOMH, (yMapoBOW, MHHIAIBHOW, (TaJIeBOMH,
0eH30JICyTH(OHOBOH, M-TONYOJICYIb()OHOBOH, IH-
MOHHOM, BHHHOW, METaHCYJIH()OHOBOW M TOMY IIO-
nobnoe. KpoMe TOro, Kk HUM OTHOCATCS M COJH
aMUHOKHCIIOT, TAKUX KaK apTHHUH U TOMY I0J00-
HOE, W CONHM OPTraHWYECKHX KHCIOT, MOJOOHBIX
IJIIOKYPOHOBOI WJIM TalaKTypOHOBOM KHCIOTaM H
ToMy nojo0Hoe (cM., Harpumep, Berge S.M., et al.,
"Pharmaceutical Salts", Journal of Pharmaceutical
Science, 1977, 66, 1-19). Psg KOHKPETHBIX COCIH-
HEHWI TIO0 HACTOSIIEMY H300PETCHHIO COJIEPKHUT
KaK KUCIIOTHYIO, TAK M OCHOBHYIO (DYHKIIHOHAIb-
HBIC TPYIIIBL, YTO ITO3BOJIICT IPEBPATUTHh ITH CO-
eIMHEHUs OO B OCHOBHEIE, IMOO B KHCIIOTHBIC
aJTNTHBHEIEC COJH.

HeiitpasnbHble (GOpMBI COEAMHEHUH MOTYT
ObITh pEreHepUpOBaHbl IyTeM 00pabOTKU CONU
OCHOBaHHMEM WJIM KHCIOTON U BBIJENICHHS HCXOIHO-
IO COCIUHEHHUs OOBIYHBIM crocoboM. McxomaHast
dbopma coeMHEHHS OTJIMYACTCS OT Pa3IMYHBIX
COJIEBBIX (hOPM PAIOM (PH3HUYCCKUX CBOMCTB, TAKUX
KaK pacTBOPUMOCTh B IOJISIPHBIX PACTBOPHUTEIIAX,
HO, TeM HE MCHEE, COJIU SIBIIIOTCS SKBHBAJCHTOM
HCXOMHOW (DOPMBI COCTUHEHUS C TOYKH 3PCHHUS
HACTOSIIETO N300PETEHHS.

B nmomomHeHne k coneBbIM (hopMaM HACTOS-
mee u3o0peTeHne o00ecreynBaeT COEAWHEHUS B
nponekapcTBeHHOH ¢opme. IIponekapcTBa coenu-
HEHH, ONMCAHHbIE 3/1€Ch, 3TO T€ COSAWHEHHs, KO-
TOPBIC JICTKO MOABEPraroTCa XMMHUYCCKHUM IIPpCBpa-
HICHUSAM B (PH3HOJIOTHYECKHUX YCIOBHUAX C MOJIyYe-



HUEM COEJMHEHHUI M0 HACTOSIIEMYy H300PETCHHIO.
Kpome Toro, mposexkapctBa MOryT OBITH IIpeBpa-
IICHBI B COEAMHEHUS 110 HACTOSIIEMY H300PETCHHIO
XUMHYCCKUMH U OMOXMMHYECKAMH CIIOCO0aMH B
cpexe ex vivo. Hampumep, mposiekapcrBa MOryT
MEIUIEHHO IpeBpallaThcs B COCOUHEHMs 10 Ha-
CTOSIILIEMY M300pETEeHHIO, KOTJa MX MOMENIAaoT B
pe3epByap TpaHCAEPMAJILHOTO IUIACTBIPS BMECTE C
NPUTOIHBIM (PEPMEHTOM HJIM XUMHYECKUM peareH-
TOM.

Hekotopeie coenmwHeHHsS 10 HACTOALIEMY
M300pPETEHUI0 MOTYT CYIIECTBOBATH B HECONBBATH-
POBaHHBIX (hOpMax, TAKIKE KaK U B COJbBATHPOBAH-
HBIX (hopMax, BKIIIOYAs TUAPATUPOBAHHBIE (OPMBI.
B nenowm, conpBatupoBaHHbIe (OPMbI SKBUBAJICHT-
HBI HECOJLBATHPOBAHHBIM (popMaMm U Mmomapasyme-
Ba€TCA, YTO OHU BXOIAT B paMKKU HACTOALICTO U30-
Operenus. Hexoroprble coeanHEeHUs 10 HacTosIIe-
My M300pETeHHIO0 MOTYT CYIIECTBOBATH B MHOTO-
YHCJIEHHBIX KPUCTAUIMYECKUX WIM aMOPQHBIX
tdopmax. B menom, Bce dusmdeckne QOpMBI IKBU-
BaJICHTHBI C TOYKH 3PCHUS UCIIONB30BAHMS B COOT-
BETCTBHH C HACTOSAIINM H300pPETEHHEM H TMOIpPa3y-
MEBAeTCA, YTO OHHM BXOAAT B PAMKH HACTOAIIECTO
M300peTeHusl.

Hekotopele coenuHeHHS 10 HACTOALIEMY
M300pETEHUI0 CO/IePKAT aCUMMETPUYECKUE aTOMBI
yriaepoa (ONTUYECKUe EHTPHI) WIN JIBOWHBIE CBSI-
3M; MMOJPa3yMEBAETCs, YTO BCE palleMarthl, JHacTe-
peou3oMephl, TEOMETPUYECKHE H30MEpPhl M WHIH-
BU/1yaJIbHBIE H30MEPHI BXOST B PAMKH HACTOSILIETO
n300peTeHus.

CoenuHeHHsT IO HACTOALIEMY H300PETCHHIO
MOTYT TaK)Xe€ COJEPKaTh HEIPUPOJHBIE COOTHOIIIE-
HUS aTOMHBIX N30TOIIOB OJTHOTO WJIHM O0JIee aTOMOB,
13 KOTOPBIX COCTOSAT 3TH coennHernd. Hampumep, B
COEIMHEHHUSI MOTYT OBITh BBEJICHBI PaJHOAKTHBHEIC
METKHU C MOMOLIBIO PaJUOAKTHBHBLIX HM30TOIIOB, Ta-
kux Kkak, Hanpumep, tputuii (CH), mox-125 (*°I)
umn yruepon-14 (*C). Tompasymesaercs, uto Bce
M30TOITHBIE BAPUAHTHI COCANHEHHUH 110 HACTOSIIEMY
M300peTeHN0, KaK paJMOaKTHBHBIE, TaK M Hepa-
JIMOaKTHBHBIE, BXOIST B PaMKM HAaCTOSIIEr0 H30-
OpeTeHusI.

OO01ue MoIoKEHHS.

B nacrosiiiee BpeMs OTKPBIT HOBBIN Ki1acc Co-
€AMHEeHHH, KoTopble B3aumoeiicTBytoT ¢ PPARy. B
3aBHCHMOCTH OT OMOJIOTHYECKOTO OKpY>KeHHs (Ha-
IpHUMep, THIMA KIETKH, MaTOJIOTHYECKOTO COCTOS-
HUS OpraHW3Ma M Tak Jajee), STH COSIHHEHUS MO-
I'yT aKTHBHPOBAaTh WM OJIOKMPOBaTh aKTHBHOCTH
PPARy. AxtuBupys peuentop PPARY, coennnenns
6y]1yT HaxXOJUTb NMPUMCHCHUEC B KAYE€CTBE TCPAIICB-
THUYECKHX areHTOB, CIIOCOOHBIX MOJYJIMPOBATh CO-
CTOSIHHSI, CBsi3aHHBIE ¢ penentopom PPARy. Kak
OTMEYCHO BbILIC, NIPUMEPOM TaKUX COCTOSIHHH SIB-
nsercst NIDDM. Kpome Toro, 3tv coeauHEHHs
NPUTOIHBI JJIsl TPENOTBPAIICHHUS W JIEYCHUs! Oc-
JOXHEHHH nuabera (Hampumep, HeWpomaTHu, pe-
TUHOTIATHH, TJIOMEpYJOCKIepo3a U CepACYHO-
COCYIHUCTBIX 3a00JIeBaHUI) M UL JICYCHUS THUIIEp-
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munuaemMud. KpoMme TOro, 3TM COeAMHEHUs NpH-
TOAHBI JUII MOZAYJUPOBAHHS BOCHAIUTEIBHBIX CO-
CTOSIHUM, KOTOpBIE, KaK HEZaBHO ObLIO OOHapyske-
Ho, perymupyiorcs PPARy (cm., Ricote, et al., Na-
ture, 391:79-82 (1998) u Jiang, et al.,, Nature,
391:82-86 (1998). [Ipumepsl BOCHATUTENBHBIX CO-
CTOSIHUI BKITIOYAIOT PEBMATOUIHBIA apTpUT U aTe-
POCKIIEpO3.

CoenuHeHHs, KOTOpBIE JIEMCTBYIOT KaK aHTa-
ronuctsl PPARYy, mpurogss! Uit jgeueHus oxkupe-
HUSI, THIICPTEH3NH, THIIEPIUITHIEMHH, THUIIEpXOIIe-
CTEpUHEMHH, THIEPIUIIONPOTEHHEMUA M MeTado-
JIMYECKHX 3a00JIEBaHMH.

B omgHOM M3 acmekToB HacTosiee U300pere-
HHEe oOecleunBaeT COEAMHEHUs, KOTOpble Ipel-
CTaBIeHbl (HopMyIIon

RJ
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B ¢opmyne (I) Ar' mpencrasiser coGoii 3a-
MEMICHHYI0 WIH He3aMEIIeHHYIO0 apWIbHYIO TPYII-
ny. IpeanournrensHo Ar' mnpencraBiser coGoit
MOHOIMKJINYECKYIO0 M KOHICHCHPOBaHHYIO Ou-
IUKIMYECKYI0 apWIBHYIO TPYIITy, UMEIOIIYI0 OT
HYJIS 10 YETBIPEX TeTepOaTOMOB B KaUECTBE YJICHOB
xonbla. Bonee mpexmoutntensHo Ar' mpencrapis-
€T co00if MOHOIMKIMYECKYIO WIIM KOHJEHCUPOBaH-
HYI0 OMIMKIMYECKYIO apHibHYIO TpYIIy, COJlep-
KAy JBa KOHACHCUPOBAHHBIX INECTHYICHHBIX
KOJIBIIa, JIBa KOHJCHCHPOBAHHBIX IISTHYICHHBIX
KOJIBIIa WJIM IIECTHWICHHOE KOIBIO, KOHJICHCHUPO-
BaHHOC C ISATHWICHHBIM KOJBIIOM, TETepOAPIIIb-
HYIO TPYIHITy, coAepsKamyto ot 1 1o 3 aToMoB azoTa
B KoJble Win Kojiblmax. OcoOeHHO MpeIrmovT-
TEJIbHBIMHA BapHaHTaMH OCYIIECTBICHUS M300peTe-
HUS SIBIAIOTCA Te, B KOTOPBIX Ar' mpencTaBiser
coboit penwmn, HadTHI, 2-NUPUIII, 3-TUpUanI, 4-
MUPUINI, 2-TIHPUMUAINI, 4-THPUMUANI, S-THPUMU-
W, 2-XAHOJIMHWI, 3-XWHOJIMHWI, 4-N30XHHO-
JIMHW, O€H30THA30JIHII, OEH30KCA30IMII, OCH3UMU-
Ja30JM, 3-mupazonui, 2-heHnn-4-u30Kca3onui u
TOMy 10700HOE. Ar' MOKET GBITh KaK He3aMelleH-
HBIM, TaK W 3aMEUICHHHIM. B TpeArnodTHTEeTHHBIX
BapHAHTAaX OCYIECTBICHHs, Ar' 3aMelieH ¢ MOMo-
o oT 0 1o 3 3amecTuTenel, BRIOPaHHBIX U3 Talo-
reda, -OCF;, -OH, -O-(C,-Cg)ankuna, -CF;, (C;-
Ce)ankuna win -NO,. B ogHO# Tpymime npeamoqru-
TeIbHBIX BAPMAHTOB OCYIIECTBICHHS Ar' mpei-
CTaBJsIET COOOM MOHOLMKIMYECKYIO T€TepOapuilb-
HYIO TPYTIy, COJIepKallyto oT 1 10 2 aToMOB a3oTa
B KOJIbIIE U MOHO3aMeIleHHY0 ranorenom, -OCF;
nnu -CF;. B pgpyroil rpynne npeanodTUTeIbHbBIX
BApHAHTOB OCYIIECTBICHHS Ar' MpenCTaBiIseT co-
0601 ¢eHWIBHYI0O WM HaQTWIBHYIO TpYIILy,
nMeromyto ot 1 1o 3 3amecTuresneii, BRBIOpaHHBIX W3
ranmorena, uano, HUTpo, (Ci-Cglamkmna wmu (Ci-
Cg)anKoKcH.

X mpexacraBiseT coboil IBYXBaJIEHTHBIA MOC-
TUK, BBIOpaHHBIM W3 3aMEUICHHOTO WM He3aMe-
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meHHoro (C;-Cq)aykuieHa, 3aMemeHHOro Wik He-
3amenIeHHOTO (C;-Cgq)alIKHIIEHOKCH, 3aMeIleHHOTO
nmn  HeszamenieHHoro (C-Ceq)ankuieHaMruHO, 3a-
MereHHoro uian HesamenieHHoro (C;-Cg)ankuieH-
S(O); -0-, -C(0)-, N(R'")-, NR™C(0)-, -S(O)-
W MpOCTOM cBsi3H, rae R mpexacrasisier coboii 3a-
MecTUTeNb, BBIOpaHHBIH u3 Bogopoma, (Ci-
Cg)ankmna, (Cp-Cg)rerepoankmna u  apui(C-
Cy)ankwmina, v uHACKC k mpeacrasisier coboit nemnoe
yucio oT 0 1o 2. B npeanoyTUTeNbHbIX BapUaHTax
X mpexacraBmsger coboit -O-,-C(O)-, 3aMeIeHHbIH
i nesamernennsiii (C-Ce)ankmnen, -N(R'")- wn
-S(O)x-. bonee mpeanoytuTensHO X MPEICTABISET
coboir -O-, -CH,-, -CH(CHj)-, -CH(CH,CHj;)-,
-CH(usompormn)-, -CH(CN)-, -C(0)-, -N(R'")- un
-S(O)x-. bonee mpeAno4TUTENHHBIMU SIBISIFOTCST T€
BapUaHThl, B KOTOPBIX X MIpeacTaBisier codoi -O-,
-CH,-, -CH(CH3)-, -C(0)-, -N(R'")- mwm -S(O),-,
rme R'' mpexacraenser coGoii Bomoponm, MeTwi,
STHII, IPOITMIT U H30IIPOTIHLI.

Y B npuBeneHHOU BhIIIE (HOpMyIIe MMPEICTaB-
nsieT co00i NTByXBaJCHTHBIN MOCTHK, BHIOPAHHBIN
U3 3aMmemeHHoro wim  HezamemieHHoro  (Ci-
Cg)ankunena, -O-, -C(0)-, -N(R'))-S(0),.., -N(R'?)-
S(0)w-N(R"?)-, -N(R'*)C(0)-, -S(0),-, mpocroii
CBSI3M M WX KOMOWHAIIMH, B KOTOPBIX R? u RV
NPE/CTaBISAIOT CcOOOW 3aMEeCTHTENH, HE3aBUCHMO
BbIOpaHHBIE M3 BOJOPO/IA, 3aMELICHHOTO WM He3a-
MmenieHHoro (C;-Cg)ankumna, 3aMelIeHHOTO WM He-
3amereHHoro (C,-Cg)reTepoankmia 1 3aMeneHHO-
ro wim He3amenienHoro apui(C,-C,)ankuna; u uH-
JEKCBI M ¥ N HE3aBHCHMO MPEICTABISAIOT COOOM
uensle yncaa ot 0 1o 2. B npeanoururenbHbIX Ba-
puantax Y mpeacraBuser coboit -N(R'))-S(0),-
wm  -N(R%)-C(O)-. Bonee mpenmoururensio Y
npeacraBimsier co6oii -N(R'?)-S(0),-, B koTopom
R"? MpeACTaBIsAeT cOOOH BOJOPON WM 3aMeIleH-
Heli win He3amenieHHbll (Ci-Cg)ankun. bonee
npeanoyTuTeNbHO Y mpencrasiser coboi -NH-
S(O),-. Kpome Toro, mpuBeaeHHbIE 3[€Ch MOCTHKU
(npencrarienHble Kak X U Y) MOTYT pacrojiaraTh-
csi B ;o000 opuenraunu. Hampumep, Gonee xoH-
KpeTHo, atoM a30Ta B -N(R'?)-S(0),- Moxer GbITH
MIPUCOETUHEH JIN00 K IEHTPAITEHOMY OCH30JIHHOMY
KOJbILy, 1160 K rpymme R%.

R! MpEeACTaBIseT CcOOOM 3aMECTUTENhb, BBI-
OpaHHBII W3 BOJOpOJa, TajJOreHa, MAHO, HUTPO,
(C,-Cg)anknia, (C;-Cg)alKoKcH, -CO,R™,
-C(ONR"”R'®, -C(O)R", -S(0)p-R", -S(0),-
NRPR'®, -0-C(0)-OR", -O-C(0)-R", -O-C(0)-
NR"R'S, -N(R'")-C(0)-NR""R'S, -N(R'})-C(0)-R"
u -N(R')-C(0)-OR", rne R' npencrasnser coboii
3aMecTUTEeNb, BBIOpaHHBIH u3 Bomopona, (C;-
Cg)ankmma,  (C,-Cg)rerepoankmia, apuwia |
apmi(C,-C,)ankuna; RY u R'® MIPEICTaBISIOT CO-
0ot 3aMecTHTeNH, HE3aBUCHMO BBIOpaHHBIC U3 BO-
mopoma, (C-Cg)ankmma, (C,-Cg)rerepoankuia,
apuna u apui(C,-Cy)askuia, Wi B3SIThIe BMECTE C
a30ToM, K KOTOPOMY OHH 00a NPHCOEINHEHHI, 00-
pas3ymor 5-, 6- win 7-4IeHHOE KOJbIIO; U R" mpen-
cTaBisieT co0oll 3aMecTHTelNb, BHIOpAHHBIH M3 BO-
nopona, (C;-Cglankmna, (C,-Cg)rerepoankuna,
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apwia u apwi(C,-Cy)ankuna. B kaxaom u3 onpene-
JICHUHM 3aMeCTHUTEelNIel, HampuMep, allKuiia, aIkOKCH
U TeTepPOAIKHUIIA, UMEETCS BBHILY, YTO TPYIIIBI MO-
ryT 6bIT]) 3aMCIICHHbIMHU HWJIM HE3aMCUICHHBIMMU.
Hpe[lHOI-ITI/ITeJ'H)HO, €CJI1 OHM 3aMCUICHbl TaKUMH
3aMeCTUTEsIMH, Kak ranoreH (Hampumep, -CFj,
-OCF;). B npeanouturensHex Bapuantax R' mpe-
craBisier coboli Bomopoj, ramoreH, nuaHo, (Ci-
Cg)amku, (C,-Cg)ankokcw, -CO,R™ u
-C(O)NRISRM. Bonee mpexamoututensHO R! mpe-
cTaBisieT coboif Bomopox, ramoreH, nuaHo, (Ci-
Cg)ankmn,  (Cj-Cglamkoken,  -CO,R™  u
-C(O)NR"R', rae R" mpencraBmser co6oit (C;-
Cg)ankun u R” u R'® mpexcrasmsior co6oii Hesa-
BucuMo Bojopoa uian (C;-Cg)ankun wim B3sTbIE
BMECTE C a30TOM, K KOTOPOMY OHHM 00a MpHCOeau-
HEHbI, 00pa3yloT 5- wim 6-uneHHoe konbuo. Jpy-
e HpeAnouTUTeIbHbIe Tpymmsl R 06cyxaaroTes
HIDKE B OTHOLLIECHUH I'PYIII COSIMHEHHH, B KOTOPBIX
Ar' npencrapnser coboit denm, mupumun, Had-
TWJI, XUHOJIHWHWI, W30XWHOJMHII, OEH30KCa30JII,
OCH30THA30JIIT U OCH3UMHU T30,

R? MpeacTaBisieT co0oi 3aMEMIeHHYI0 WIIH
He3aMEeIIeHHYI0 apmibHylo rpynmy. llpemmourn-
tensHO R* mpexncrasisier coboit ¢benmnpHyto, Had-
TWIBHYIO, THPHUIA3WHIIBHYI0 WM NHPHIMIEHYIO
rpynny. boisee npeanodrurensHo R’ MIPEACTaBIsAET
co0oil (eHnnbHYI0, HAQTHUIBHYIO, THPHIA3HHNIIb-
HYI0 WIH OUPUAWIBHYIO TpyMIy, 3aMeleHHyto 0-3
3aMEeCTHUTEISIMH, BEIOpaHHBIMU 13 ranoreHa, -OCF;,
-OH, -O(C;-Cy)amkmma, -CN, -CF;, -C(O)-(C;-
Cg)anmkuna, -(Ci-Cgamkmna u -NH,. B To Bpems
KOTJIa TIPUBOJTUTCS PSIIT IPEAOYTUTEIBHBIX 3aMec-
tuteneit (Hanpumep, -OCF; u -CF;), moapa3ymesa-
€TCs, YTO TEPMHHBI AJIKHJI U aJIKOKCH TaK)Ke BKIIO-
YaroT WX 3aMENICHHbIC BAPHAHTHI, MPEIIOYTUTEIh-
HO TaJIOTEH3aMEIICHHbIC BapHaHTHI, BKJIIOYas OT-
MeUeHHBIE 0C000.

R’ mpencrasmser coGoif rajoreH, IMaHo,
HUTPO WIH 3aMelleHHYI0 win HezamenlieHnyto (C-
Cg)aJIKOKCUTPYTIITy, IPEANOYTUTEIBHO TaJIOTeH,
mmano win (C,-Cy)ankokcurpymmy. bonee npen-
MOYTUTEIHHO TAJIOTeH, METOKCH M TPH()TOPMETOK-
cH.

Jamee TpUBOIUTCA PSA TIPEAMOYTHTEIBHBIX
BapHaHTOB. HampuMmep, B OJHOM MpPEIIOYTHTEINh-
HOM BapuaHTe X TPEeACTaBIIsIeT COOOW IByXBa-
JIGHTHBIA ~ MOCTHK, BbIOpaHHbIM w3  -CH,-,
-CH(CH3)-, -O-,-C(O)-, -N(R')- u -S-, u Y mpen-
craBisier coboit -N(R'%)-S(0),-, rae R'? mpencras-
JsieT co0O0it 3aMecTUTE b, BRIOPAaHHBIH U3 BOJOPOJA
n (Cy-Cg)ankmna. B npyrom mnpenmouturesisHOM
BapuaHTe X MpEJCTaBiIsieT COOOM ABYXBaJICHTHBIN
MocTuK, BbIOpanHbd w3 -CH,-, -CH(CHj)-, -O-,
-C(0)-, -N(R'™- u -S-; Y npencrasisier coboit
-N(R'?)-S(0),-, rre R'? mpexcrasnsier coboit 3a-
MECTHTENb, BBHIOpaHHBI u3 Bomopoma u (Ci-
Cg)anknia; 1 R? mpencrasisier co60ii 3aMeIeHHBIH
WM HE3aMEIICHHBIA apuil, BEIOpaHHBIA U3 (eHHIA,
nupuauia, HapTwia W nupuiazuHuwia. U eme B
OIHOM IMPCANOYTUTCIIBHOM BapHaHTE X peacTaB-
nsieT co0oil BYXBAJCHTHBIH MOCTHK, BbIOpaHHBIN
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u3 -CH,-, -CH(CH,)-, -O-, -C(0)-, -N(R'")- u -S-,
Y mpencraBmsier coboit -N(R%)-S(0),-, tae R
MpeacTaBisieT co00il 3aMecTUTENb, BRIOPAHHBIN W3
Bomopona u (C,-Cg)ankumna; R* mpeacraBmser co-
001 3aMeIeHHBIN WM HEe3aMEIICHHBIH apui, BbI-
OpaHHBIN K3 (eHwIa, TUpUIMIa, HadQTHIA U TUPU-
nasuHMIa; 1 Ar' MPEJCTaBIsIET COOOW 3aMEIICHHBIH
WIN He3aMEIICHHBIN apvil, BEIOPAHHBIA U3 THPHUIU-
na, peHmnIa, HaQTUIIA, XHHOJIMHIUIA, U30XUHOIHHU-
11a, OEH30KCca30JIMIa, OCH30THA30IMIa U OCH3UMU-
JTA30JTAIIA.

Criermmanucty B AaHHOW OOJIACTH TOHATHO,
yto opmyna | BriIIOYAET psill CTPYKTYPHBIX H30-
MepoB. B 0IlHOIl rpyniie BapuaHTOB OCYILECTBIIE-
HUS U300pETCHHS M30MEpPaMH SIBIIIIOTCS T€ COCIH-
HEHUs], B KOTOPBIX IPYyMNIbl Ha (EeHUIIbHOM KOJIbIIE
HE 3aHMMAIOT CMEXHBIC MMOJIOKEHHs. B Apyrux Ba-
puaHTax K M300PETCHHIO OTHOCSATCS COCTUHCHUS,
UMCIOINE CTPYKTYPHYIO OpPUEHTALUIO, MPEICTaB-
JICHHYIO opMyIIaMu

R? R?
~p? P
L ’ - ]
Ar\x 'y A('\x Ar\x "

R '

R R
) () )

R R 2
. .
oAy v Ay A
Rl

4]

X R

(th)

(L) W

Bonee mpennoyTHTENbHBIMA SBISIOTCS T€ CO-
€/IMHEHUS, KOTOpbIe UMEIOT CTPYKTYPHYIO OpHEH-
TaIui, npeacTaBicHHyro (opmynamu la win Ib.
Eue Gonee npeanouTUTEIbHBIMU SBJISIFOTCS. COE/IU-
HeHus Gopmydbl la mwim Ib, B KOTOPBIX MOIOKEHHS
R' u R® sBnsiioTCs OGpAIEHHBIME (MM MPOTHBO-
TIOJIOKHBIMHU).

Hambomee mpeamodTUTeNsHBIMH — COCIHE-
HUSMH SIBJISIOTCS T€, B KOTOPHIX Ar'-X- u -Y-R?
HaXOIATCS B OPTO-TIOJIOKEHHH 110 OTHOIICHHIO
ApyT K apyry (mpumep Ij).

2
Y,R

X

R’ R’
{1j)
Eme onxna rpynma npeImoYTHTENBHBIX CO-
eIMHEeHUH npesicTaBieHa Gopmyoit
Ar' MPEJCTaBIseT COoOOW 3aMEIICHHBIN MU
He3aMeIleHHbBIH (eHuUII.

RZ

Rl

i)
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B omHO#l W3 rpynm 0OCOOEHHO MPEnnOYTH-
TENBHBIX COemuHeHmi Ar! MPEACTaBIsET COOOM
3aMEIICHHYI0 WM HEe3aMeUeHHYI0 (DeHWIbHYIO
rpynny. boisee mnpennodrurenbHbBIMU - SABISIOTCS
BapHAaHThI, B KOTOPBIX COCIUHCHHE IPEACTABICHO
060 popmynoit ot la no Ij. Eme 6onee npeamnoy-
TUTENEHBIMU SBIISIOTCSI TC COCIMHEHUS, B KOTOPBIX
X saBnsercs -O-, -NH- unu -S-; Y sBnsercs -NH-
SO,-; R - 510 3amecturens, BEIOpPAaHHBINA U3 BOJIO-
poma, tamoreHa, (C,-Cg)ankmma, (C,-Cg)rerepo-
ankmma,  (Ci-Cg)ankoken, -C(O)R', -CO,R™,
-C(O)NR"R"®, -S(0),-R'"* u -S(0),-NR"R'’; R’
npejacTaBisier co00i (EHWIBHYIO TpYINy, UMEIo-
mryto ot 0 1o 3 3amectuTeneii, BRIOpAaHHBIX W3 Ta-
norena, -OCF3, -OH, -O(C;-Cg)ankuna, -C(O)-(C;-
Cg)anknna, -CN, -CF, (C,-Cg)ankuna u -NHy; u R?
BBIOpaH U3 rajoreHa, METOKCH U TPU(PTOPMETOKCH.

Jpyrumu 0coOEHHO MPEANOYTUTEIEHBIMU CO-
eIMHCHUAMH, B KOTOPBIX Ar' mpezicTasisier coboit
3aMEIICHHBIA WM He3aMEUICHHBIA (DCHWUI, SIBIISIOT-
¢ Te, KOTOpBIE TIpeacTaBIeHs!l popmyroit li mmu .
B aToii rpymnme coemuHeHnit X mpeacTaBiseT co0oi
IIByXBaJICHTHBI MOCTHK, BBIOpaHHBIH u3 -CH,-,
-CH(CH3)-, -O-, -C(O)-, -N(R")- u -S-, rme R -
9TO 3aMECTHTENb, BhIOpaHHBIA 13 Bogopona u (C-
Cg)ankumna; Y mpencrtaBiseT co00i ABYXBaJCHTHBIA
MocTHK, BhIOpanHsIii 3 -N(R7)-S(0),-, rie R" -
9TO 3aMECTHTEJb, BRIOpaHHBIN U3 Bomopona u (Ci-
Cg)anknna, R' mpencraBisier co6oii 3aMecTHTEID,
BBIOpaHHBIH W3  Bojxopoma, ramorena, (C;-
Cg)ankuna, (C,-Cg)rerepoankuna, (C;-Cg)ankoken,
-C(O)R"™, -CO,R"™, -C(ONR"R'®, -S(O),-R",
-S(0);-NR"R'®, -0-C(0)-R" u -N(R'*)-C(0)-R",
rne R™ MpeacTaBisieT co0Oi 3aMeCTHTENb, BEI-
Opannbiii w3 Bogopona, (C;-Cglankwmma, (C,-
Cg)rerepoankmna, apuna u apun(C,-Cy)ankmna; R"
u R'® sBnsoTCs 3aMecTHTENIAMH, HE3aBUCHMO BbI-
OpannbpiMu U3 Bojopona, (Ci-Cg)ankmia u (C,-
Cg)reTepoankuia UM B3ATble BMECTE C a30TOM, K
KOTOPOMY OHHM 00a MPUCOCIMHEHBI, 00Pa3yIoT 5-,
6- un 7-unennoe kombio, R MpEeJCTaBIsAeT CO0OM
3aMeCTHTENb, BBHIOpaHHBI u3 Bojopoda, (Ci-
Cg)ankuina u (C,-Cg)rerepoankmia; HHIEKC p Hpe-
cTaBIsIeT coboit menoe gucio ot 0 1o 2; MHIEKC q
uMeeT 3Hauenue 2; R? SBjIseTcs 3aMeleHHBIM HIIN
He3aMeIeHHBIM (eHHIoM; ¥ R’ - 3T0 ranores umm
(C,-Cg)ankoxcwu.

B Gosiee mpeanouTUTENBHBIX COSTUHEHUIX X
npeacrasisieT coboi -O-, -NH- wm -S-; Y npen-
crasisieT coooi -NH-SO,-; R' - 510 3aMECTHUTEIIb,
BBIOpaHHBI W3  Bogoponaa, ramoreHa, (Ci-
Cg)ankuna, (C,-Cg)rerepoankmna, (C;-Cg)amkoken,
-C(O)R", -CO,R"™, -C(O)NR"R'®, -S(0)p-R" u
-S(O)q—NRISRIG; R’ - 510 denmibHas rpymmna,
nmerommast oT 0 1o 3 3aMecTuTenel, BRIOPAaHHBIX W3
raiiorena, -OCF;, -OH, -O(C,-Cg)ankumna, -C(O)-
(Ci-Cg)ankuna, -CN, -CF3, (C;-Cg)ankuna u -NHj;
v R BBIOpaH u3 ramorena, METOKCH W TPH(TOpME-
TOKCH.

B eme Gosnee mpeqmodTUTENBHBIX COEIMHE-
Huax Ar' mpencraeisier co60i (DEHHUIBHYIO IpyII-
my, uMmerontyto or 1 no 3 3amecrureneii, BhIOpaH-
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HeIX U3 ranorena, -OCF;, -OH, -O(C;-Cg)ankuna,
-CF;, (C-Cg)ankuna u -NO,; R! - 510 3amecTuTEN®D,
BbIOpaHHblid u3 ranorena, (C-Cg)amkmma, (C,-
Cg)rerepoankuna u (C,-Cg)ankoken; R* - s10 de-
HWIBHAs rpymnmna, uMmeromas ot 0 g0 3 3amecture-
neit, BeiOpanHbIx u3 rajgorena, -OCF;, -OH, -O(C;-
Cg)ankmina, -C(0)-(C,-Cg)ankuna, -CN, -CF;, (C;-
Cg)ankwia u -NH,, Oonee mpeamodruTensHo ot 1
0 3 3aMecTHTeNed, BBIOpAaHHBIX W3 TaJOrCHa,
-OCF; u -CF;; u R® BEIOpaH U3 rajoreHa, METOKCH
u TpudpTopMerokcu. Hambomee mpearnodTuTensHbI-
MU SIBIITIOTCS COCTUHEHUS, B KOTOPBIX Ka)IbIi W3
R' u R® Hezapucumo MIPEACTaBIsAET COOOH TaloTeH
u R? mpencraBsier coGOi (DEHHIBHYIO TPy,
umeronyto ot 1 10 3 3amecturenei, BHIOPaHHBIX U3
rajorena, -OCF; u -CF;.

Ar' npescTaBnser coGoif 3aMEIICHHBIH HIM
HE3aMCIICHHBII TAPHIIIL.

B npyroii rpynme 0cOOEHHO MPEIIOYTHTEIb-
HBIX COeIMHEHMH Ar' mpencrasiser coboil 3ame-
MICHHYIO WIIH He3aMEIeHHYIO MUPUIIIBEHYIO TPYI-
my. bornee nmpenmoYTHTENEHBIMA SBIISIOTCS BapHaH-
THI, B KOTOPBIX COCIMHECHUE IMPEICTAaBICHO JO00H
u3 ¢popmyn ot la mo Ij. Eine 6osee npeamnouturelis-
HBIMH SIBJSIFOTCS COCIUHEHHS, B KOTOPBIX X Mpen-
craisieT cob6oit -O-, -NH- unu -S-; Y npencranis-
er co6oit -NH-SO,-; R! - s10 3amecrturens, BbI-
OpanHbIi U3 Bopopopa, ramoreHa, (Ci-Cg)anmkuia,
(C,-Cs)rerepoankuma, (C,-Cg)ankoken, -C(O)R™,
-CO,R"™, -C(O)NR"R'’, -S(0)p-R" u -S(0),-
NRPR'; R? mpencraBuser coGoii (eHMIbHYIO
rpynmny, umeromyo ot 0 1o 3 3amecTuTenel, Bbl-
Opamnprx w3 ranorena, -OCF; -OH, -O(C;-
Cglankmia, -C(O)-(C,-Cg)ankumna, -CN, -CF;, (C;-
Cglankmna u -NH,; u R3 BBIOpPaH W3 rajoreHa, Me-
TOKCH U TPU(TOPMETOKCH.

Hpyrumu 0cobeHHO MPEeNOYTHTENEHBIMA CO-
€IMHEHUSIMH, B KOTOPBIX Ar! npeJCTaBisieT co0oi
3aMELIEHHBIN WM HE3aMEIeHHbIM MUPUIINT, SIBIIS-
I0TCS T€, KOTOpBIE NpecTaBiIeHbl hopmytoi 1i mimu
Ij. B oroii rpynne coeauHeHnii X NpeaCTaBiIsET
co00l1 JBYXBAJICHTHBII MOCTHK, BBIOpAaHHBIA M3
-CH,-, -CH(CH,)-, -O-, -C(0)-, -N(R'")- u -S-, rie
R - 510 3aMEeCTHTENb, BRIOPAHHBIA U3 BOAOPOAa H
(Ci-Cg)anmkmma; Y mpencraBisieT coOOH IBYXBa-
JNEHTHBIH MOCTHK, BbIOpaHHbIH 13 -N(R'?)-S(0),-,
rae R'? - ato 3amectuTens, BBIOpAHHBIN U3 BOJOPO-
na u (C,-Cs)ankmna; R' mpencrasmsier coboii 3a-
MECTHUTENb, BBIOpAHHBIH W3 BOAOPOJA, TralioreHa,

(Ci-Cyg)ankuna, (C,-Cg)rerepoankmna, (Ci-Cg)
amkoken, -C(O)R'™,  -CO,R"™, -C(O)NR"R'S,
-S(0)%-R',  -S(0)-NR"R'®, -O-C(O)-R"” wu

-NR')-C(O)-R", rne R' mpencrasnser coboii
3aMeCTUTEIb, BBIOpaHHBI u3 Bogopoxa, (Ci-
Cg)ankuma,  (C,-Cg)rerepoankmna, apmia |
apmi(C,-C,)ankuna; R u R'® asnsorcs 3amectu-
TENISIMH, HE3aBUCUMO BBHIOPAHHBIMH H3 BOJIOPOJA,
(Ci-Cy)ankuna u (C,-Cg)rerepoankuiia Wik B3sThIC
BMECTE C a30TOM, K KOTOPOMY OHH 00a MpUCOe/IH-
HEHBI, 00pa3yioT 5-, 6- WK 7-4IeHHOE KOJbIIO; RY
npejcTaBisieT co00il 3aMecTuTeNb, BRIOPAHHBIA M3
Bojopona, (C-Cglankmna u (C,-Cg)rerepoainkuia;
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HHIEKC P TpelacTaBiseT coboi 1enoe gucio ot 0
0 2; WHAEKC ( UMEeT 3HadeHue 2; R? sBusercst
3aMCIICHHBIM HIIH HEe3aMEIeHHBIM (eHmiom; i R
- 910 rajorex wiu (C;-Cg)ankokcu.

B Gosnee npeAnouTUTEIBHBIX COSAMHEHISIX X
npeacTasiser coboi -O-, -NH- wmu -S-; 'Y npen-
craBisieT coboit -NH-SO,-; R' - s10 3aMECTUTENb,
BBIOpaHHBIH W3  Bojmopoma, Tramorena, (C;-
Cg)ankuna, (C,-Cg)rerepoankuna, (C;-Cg)ankoken,
-C(O)R"™, -CO,R™, -C(O)NR"R'®, -S(0)p-R" u
-S(O)q—NRISRM; R’ - 9T0 deHmnbHas rpymma,
nMeromas ot 0 1o 3 3amecTuTesiei, BRIOpaHHBIX U3
rasiorena, -OCF;, -OH, -O(C,-Cg)ankumna, -C(O)-
(Ci-Cg)ankuna, -CN, -CF3, (C,-Cg)ankuma u -NHj;
v R® BBIGpaH W3 ranorena, METOKCH U TPHBTOPME-
TOKCH.

B emie Oonee mpearnouTHTEIBHBIX COCIHMHE-
HUSIX Ar'  TpeacTaBiser oGOl IHPHUAHIBHYIO
rpynmny, umeromyo ot 0 1o 3 3aMmecTUTeneH, BbI-
Opannpix w3 TranoreHa, -OCF;, -OH, -O(C;-
Ceankmna, -CF;, (C-Cg)ankmna u -NOy; R! - 310
3aMeCTHTENb, BHIOpaHHBIM w3 ramoreHa, (Ci-
Cg)ankuna, (C,-Cg)rerepoankmna u (G-
Cg)ankoker; R? - 910 (eHmIbHas rpymma, UMero-
mas oT 0 10 3 3amecTuTeneid, BRIOPAaHHBIX U3 TaJlo-
reda, -OCF;, -OH, -O(C,-Cg)ankumna, -C(O)-(C;-
Cyg)ankuna, -CN, -CF;, (C;-Cg)ankuna u -NH,, 60-
Jlee TPeNnouTuTeNbHO oT 1 10 3 3amecTuTene,
BbIOpaHHbIX U3 TanoreHa, -OCF; u -CF;; u R® BBI-
OpaH W3 TrajoreHa, METOKCH U TPU(TOPMETOKCH.
Kpome TOrO, npyrUMu MpeaIOYTUTEIEHBIMU CO-
eIVHEHISIMA SBIISTIOTCSI T€, B KOTOPBIX KaXKIBIH U3
R! u R® me3aBucumo MPEICTaBIsAeT COOON TaJoTeH
u R’ mpexcrasnsier coboif (eHWIbHYIO Tpymmy,
nMeromyto ot 1 1o 3 3amecTuTesneil, BRIOpaHHBIX W3
rasiorena, -OCF; u -CF;. HambGonee mpemnmoutu-
TENBHO, KOrjaa Ar! npexacrasiser coboit  3-
MUPUIUIBHYIO TPYIIy, HMMEIOLIYI0 IPEANOYTH-
TEJIBHBIC 3aMECTUTEIH, 0003HAYCHHBIC BBIIIIC,

B npyrux ocoGeHHO NpennoYTHTENbHBIX Ba-
pHUaHTaX COCTUHEHUS MPEICTaBICHBI (opmyIoii [, B
KOTOpOH Ar' mpezcTaBiseT coboil MUPUIMIBHOE
KOJIBIIO, IMEIOIIEEe OJTUH 3aMECTHUTEIb, BRIOPAHHBIH
u3 ranorena, -OCF; u -CF3; X mpencrasnsger co0oi
JIByXBaJCHTHBI MOCTHK, BBIODAHHBIH W3 TPYIIIIBI
-O-, -C(0)-, -CH,- m ux xomOuHammii; Y - 3TO
JIByXBAJICHTHBII MOCTHK, BBIODAHHBI W3 TPYIIIIBI
-NH-S(0),- u -NH-C(0)-; R' BBIGpan u3 Bogoposa,
rayiorena, nuano, (C,-Cg)ankuna, (C;-Cg)ankokcu u
-C(O)NR"R', B koTopsix R'’ BEIOpan U3 BoIOpO-
na, (C-Cg)ankuna, apuna u apun(C,-C,)ankuna; R?
MPEJICTABISCT cO00W ()eHIITFHOE WITH ITHPUIUITEHOEC
KOJIBIIO, HeoOs3aTeNbHO 3amenieHHoe 0-3 rpymma-
MU, BEIOpaHHBIMU 13 TajnoreHa, (C;-Cg)amkuna, -O-
(Ci-Cglankmma u -CN; u R’ MIPENCTABISAET CO00it
rayioreH, 1ano win (C;-C,)anKokcy.

Ar! MpeICTaBIseT COOOW 3aMEIIeHHBIN WITH
He3aMeIleHHbIA Ha(THIL.

B npyroii rpymnme ocoOEHHO MpennoYTHTENb-
HBIX COCAMHEHHHl Ar' mpencTaBisier coboil 3ame-
HICHHYIO WM HE3aMCIICHHYI0 HAQTUIbHYIO TPYII-
my. Bbonee NpeANnOYTUTCIIBHBIMU ABJIAOTCA TC Ba-
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PHAHTBL, B KOTOPBIX COEAWHEHHE IPEACTaBICHO
mo60it n3 ¢opmyn ot la mo Ij. Eme Oonee mpen-
MOYTHTEIBHBIMH SABJISIOTCS T€ COCTUHEHHUS, B KO-
Topbix X mpencrasiser codoi -O-, -NH- wmm -S-;
Y mpexncrasisier coboit -NH-SO,-; R' - a10 3amec-
TUTEIb, BHIOPAHHBIAN U3 BOAOpoaa, ramoreHa, (Ci-
Cg)ankuna, (C,-Cg)rerepoankuia, (C;-Cg)ankokcn,
-C(O)R"™, -CO,R", -C(O)NR"R'®, -S(O)p-R" u
—S(O)q-NRISRlé; R’ npexcraBisier coGoil heHMTb-
Hyl0 Ipynny, umeromyo ot 0 1o 3 3amecrurenei,
BEIOpaHHBIX w3 ramoreHa, -OCF;, -OH, -O(C;-
Cglankmna, -C(O)-(Ci-Cg)ankumna, -CN, -CF3, (C;-
Cglankmna u -NH,; u R3 BBIOpPaH U3 rajoreHa, Me-
TOKCH U TPU(HTOPMETOKCH.

JpyruMu 0coOEHHO MPEANOYTHTENLHBIMU CO-
€IMHEHUSIMH, B KOTOPBIX Ar! npeJCTaBsieT co0oi
3aMEIlCHHBI WJIM He3aMelleHHbId Ha(TWII, SBIIS-
IOTCS T€, KOTOPBIC TpecTaBiIeHbl popmyoi i mim
Ij. B oroii rpynne coeauHeHnit X NpeaCTaBiIsET
co00ll JBYXBaJICHTHBII MOCTHK, BBIOpAaHHBIA W3
-CH,-, -CH(CHs)-, -O-, -C(0)-, -N(R')- u -S-, rze
R - 310 3aMEeCTHTENb, BRIOPAHHBIA U3 BOAOPOAa H
(Ci-Cg)anmkmma; Y mpencraBisieT coOOH IByXBa-
JNICHTHBI MOCTHK, BbIGpaHHBIH 13 -N(R'?)-S(0),-,
rae R'? - a1o 3amectuTens, BBIOpAHHBIN U3 BOJAOPO-
na u (C,-Cs)ankmna; R' mpencrasmsier coboii 3a-
MECTHTEJIb, BBIOPAHHBI W3 BOJOPOJA, raJoreHa,
(Ci-Cy)ankuna, (C,-Cg)rerepoankuna, (C;-Cg)an-
koken, -C(O)R", -CO,R"™, -C(O)NR"R'S, -S(O)p-
R', -S(0),-NR"R'®, -O-C(0)-R"" u -N(R'*)-C(0)-
R”, rae R" MPEJCTaBIsET COOOW 3aMECTHTENb,
BEIOpaHHBI w3 Bomopona, (C;-Cg)amkmma, (C,-
Cg)rerepoankuina, apuia u apwi(C,-C,)ankmna; RY
1 R'® sBysIOTCA 3aMECTHTENSAMH, HE3aBHCHMO BbI-
OpanubiMu U3 Bomopoxda, (C;-Cglankmia u (C,-
Cg)rerepoankuia WM B3SAThIE BMECTE C a30TOM, K
KOTOpOMY OHHM 00a HPHUCOEAMHEHBI, 00pa3zyroT 5-,
6- win 7-aernHoe konbio; R'7 MPEACTABISCT COOOM
3aMeCTHTENb, BBIOpaHHBI u3 Bogopoaa, (Ci-
Csg)ankuna u (C,-Cg)rerepoankuia; HHAECKC p Hpe-
CTaBIIIET c000¥ menoe yucimo ot 0 10 2; MHICKC q
yMeeT 3HaueHHe 2; R” AB/ISETCS 3aMEICHHBIM N
He3aMEIEeHHBIM (eHHIOM; M R’ - 3T0 rajoreH wmm
(C;-Cg)anmkoxcw.

B Goree mpeAmodTUTENTFHBIX COSTMHEHUSIX X
npencraeuser coboit -O-, -NH- mwm -S-; Y mpen-
crasusier co6oit -NH-SO,-; R! - 310 3amecturens,
BBIOpaHHBIA W3  Bogopona, ranorena, (C;-
Cglankmna, (C,-Cg)rerepoankmina, (C;-Cg)ankoxcw,
-C(O)R", -CO,R"™, -C(O)NR"R'S, -S(O)p-R" u
—S(O)q-NRISRm; R’ - 510 (enmibHas rpymma,
umetomas ot 0 1o 3 3amecruTeneil, BHIOpaHHBIX M3
ranmorena, -OCF;, -OH, -O(C,-Cyg)ankuna, -C(O)-
(Ci-Cyg)ankmia, -CN, -CF;, (Ci-Cg)ankuna u -NH,;
1 R’ BBIOpaH U3 ranoreHa, METOKCH H TpHQTOpPMe-
TOKCH.

B eme Oonee mpenrmoOYTUTENHHBIX COCIMHE-
HIsIX, Ar' pencraBisieT co6oit HaTUIIBHYIO TpYII-
my, uMerornyio oT 0 no 3 3amectuTenei, BHIOpaH-
HbeIX u3 ranorena, -OCF;, -OH, -O(C;-C¢)ankuna, -
CF;, (C-Cg)ankuna u -NO,; R' - 310 3aMECTUTEIb,
BbIOpanHblid u3 ranoreHa, (Ci-Cglankuna, (C,-
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Cg)rerepoankuna u (C,-Cg)ankoken; R* - at0 de-
HUIIBbHAS Tpymma, umeromas ot 0 1o 3 3amecTure-
nel, BeiOpanHbix u3 raynorena, -OCF;, -OH, -O(C;-
Cyg)ankuna, -C(0)-(Ci-Cg)ankuna, -CN, -CF;, (C;-
Cg)ankmna u -NH,, Oonee mpeanodTutesibHo ot 1
0 3 3aMecTuTened, BBIOpAaHHBIX M3 TaJlOIeHa,
-OCF; u -CF;3; u R’ BEIOpaH M3 rajioreHa, METOKCH
u tpudropmerokcu. Hauboiee npeAnodTuTeT-HbI-
MH COCIUHCHHSMH SIBIISIOTCS T€, B KOTOPBHIX KaXK-
e w3 R w R® mesaBucumo MpeCTaBIsAeT co00it
ramored ¥ R’ mpencraBisier coboil (EHHIbHYIO
rpymiry, UMernyo ot 1 go 3 3aMmecTHTeNel, BHI-
Opannbix u3 ranorena, -OCF; u -CFs.

Ar' npencraBmsier coGoii 3aMEIICHHbIH HITH
He3aMelIEHHbIH OEH30THA30JIUII.

B apyroii rpynne ocoO€HHO MPEANOYTHTENb-
HBIX COelMHEHHH Ar' npeJcTaBsieT co0oi 3ame-
IICHHYIO WK He3aMEIIEHHYI0 OSH30THA30IMIEHYIO
rpymmy. bornee NpeanoYTHTENEHBIMU — SBISIFOTCS
BapHAaHTHI, B KOTOPBIX COCIUHCHUE NPEACTABICHO
mobo#t 3 ¢opmyn ot la mo Ij. Eme Oomee mpen-
MMOYTUTEIHHBIMH SIBITIOTCSI COCIMHEHUS, B KOTO-
peix X mpencrapiser coboit -O-, -NH- mmm -S-; 'Y
npeacrasiseT coboit -NH-SO,-; R! - 310 3amectu-
Tenb, BBIOpaHHBIA M3 Bomopoxa, raioreHa, (Ci-
Cglankmna, (C,-Cg)rerepoankmia, (C;-Cg)ankokcw,
-C(O)R", -CO,R™ -C(O)NR"R'S, -S(O)-R' u
-S(O)q—NRISRIG; R? mpencraBiser co6oit heHMITH-
HyI0 Tpynny, uMeroiryio ot 0 1o 3 3amecTurenei,
BEIOpaHHBIX u3 ranoreHa, -OCF;, -OH, -O(C;-
Cyg)anmkmna, -C(0)-(Ci-Cg)ankmna, -CN, -CF;, (C;-
Cglankmia u -NH,; u R’ BEIOpaH W3 TaJOTreHa, Me-
TOKCH U TPU(PTOPMETOKCH.

Jpyrumu 0coOeHHO TIPEANIOYTUTENFHBIMHU CO-
€IMHEHUSIMH, B KOTOPBIX Ar! MIpeACTaBIseT COO0M
3aMEIEHHbIA I He3aMEIEHHbIH OeH30THA30JINII,
SIBIISIFOTCS T€, KOTOPBIE MpeacTaBiieHbl Gpopmynoii i
wiu 1j. B aroii rpynne coenunenuii X npencrasiisi-
eT co0OH JBYXBaJICHTHBIII MOCTHUK, BHIOPaHHBIA M3
-CH,-, -CH(CHjy)-, -O-, -C(O)-, -N(R')- u -S-, r1e
R'' - 510 3amecTuTeNB, BRIOPAHHEIH U3 BOIOPOAA U
(Ci-Cg)ankmima; Y mpencraBiseT COOOH IByXBa-
JIEHTHBIH MOCTHK, BhIOpaHHBIT u3 -N(R'%)-S(0),-,
rae R - 910 3amecTHTENDb, BHIOGPAHHDIH U3 BOAOPO-
na u (Cy-Cg)ankmma; R' mpencrasnser coGoii 3a-
MECTHTENb, BBHIOPAHHBI W3 BOAOPOJA, TAIOTEHa,
(Ci-Cg)ankumna, (C,-Cy)rerepoainkmuia, (Cs-
Cg)ankoken, -C(O)R'™, -CO,R"™, -C(O)NR"R'®,
-S(0)-R",  -S(0)-NR"”R', -O-C(O)-R" wu
-N(R')-C(0)-R", rae R npencrapmser coGoii
3aMeCTHTENb, BBIOpaHHBI u3 Bojopoaa, (Ci-
Cg)ankuina,  (C,-Cg)rerepoankmma, apwia |
apui(C;-Cy)ankuma; R" u R'® spnsores 3amectu-
TEJSIMH, HE3aBHCUMO BBIODAaHHBIMH W3 BOJOPOJA,
(C-Cg)ankmuna u (C,-Cg)reTepoankuia, UIN B3ATHE
BMECTE C a30TOM, K KOTOPOMY OHH 00a TIpHCcOenu-
HEHBI, 00Pa3yioT 5-, 6- win 7-wieHHoe Konbio; R’
MpeacTaBisieT co00i 3aMecTUTENb, BRIOPAHHBIN U3
Bogopona, (C;-Cglankmma u (C,-Cg)rerepoankuna,
HHIEKC P TpeacTaBiseT coboi menoe uucio ot 0
0 2; WHJEKC ( UMEeT 3HaueHue 2; R? sBstercs



19

3aMCIICHHBIM MM He3aMeleHHbIM (erniom; u R?
- 970 rajored uiH (C;-Cg)alKOKCH.

B Gostee mpeanouTUTENEHBIX COSTUHEHUIX X
npenacrasusier coboit -O-, -NH- wnu -S-; 'Y npen-
crasiiger coboit -NH-SO,-; R! - 510 3aMECTUTEIIb,
BBIOpaHHBIH W3  Bomopona, ramorena, (Ci-
Cg)ankuna, (C,-Cg)rerepoankuia, (C;-Cg)ankokcn,
-C(O)R"™, -CO,R", -C(O)NR"R'®, -S(O)p-R" u
—S(O)q-NRISRlé; R’ 9T0 (eHWwIbHas TpyIIa,
umeromas ot 0 1o 3 3aMecTuTeneli, BHIOPaHHBIX U3
ranorena, -OCF;, -OH, -O(C,-Cg)ankuna, -C(O)-
(Cy-Cy)ankuma, -CN, -CF;, (C-Cg)ankuna u -NH,,
1 R® BBIGpaH U3 ranoreHa, METOKCH U TpH(TOPME-
TOKCH.

B emie Oornee mpeAnoOYTUTEIBHBIX COCIHHE-
HUAX Ar' mpeicTaBiseT co0OH GEH30THA30THIIb-
HYI0 Tpymmy, uMerolyo ot 1 mo 3 3amecturene,
BEIOpaHHBIX w3 ranoreHa, -OCF;, -OH, -O(C;-
Ce)ankuna, -CF;, (Ci-Cg)ankuna u -NO,; R' BbI-
O6pan wu3 ranoreHa, (C;-Cglamkmia, (C,-Cyg)
rerepoankuna u (C,-Cg)ankoken; R* - 310 deHumb-
Has Tpymma, uMetomas ot 0 mo 3 3amectuTenei,
BEIOpaHHBIX w3 ramoreHa, -OCF;, -OH, -O(C;-
Cglankmna, -C(0O)-(Ci-Cg)ankumna, -CN, -CF3, (C;-
Cgankmia u -NH,, 6osee mpenmodtuTesibHO oT |
o 3 3aMecTuTeliel, BBHIOpAaHHBIX W3 TaJloTeHa,
-OCF; u -CF;3; n R? BBIOpAH W3 rajloreHa, METOKCH
u tpudropmerokcu. Hanbonee npeanodrurensHbl-
MU SABJAKOTCA COCAMHCHUS, B KOTOPBIX Ka)KHbIﬁ u3
R' u R® He3aBuCHMO mpejcTaBiser coGoil rajores
1 R? npencraBimser coGoil (EHHIbHYIO Ipyly,
UMEIOIyTo OT 1 10 3 3aMecTuTenel, BRIOpaHHBIX U3
ranmoreda, -OCF; u -CF;. B Haubounee npezamodru-
TENBHBIX COCIMHEHUAX OCH30THA30IIBHAS TPYIIIa
MPEACTaBIsAeT cCO00H 2-0€H30THA30IBHYIO TPYIITY.

Ar! MPEACTaBIsET COOOW 3aMEIIeHHBIN WIN
He3aMeIeHHBI OEH30KCa30JIHII.

B npyroii rpymnme ocoOeHHO NMPeaIouTHTEINb-
HBIX COGIMHEHHH Ar' MPEJCTaBIseT co00il 3ame-
IICHHYI0 WM HE3aMEIICHHYI0 OCH30KCa30JMIbHYIO
rpymmy. bBonee mNpenmoOYTHTENEHBIMU —SIBISIOTCS
BapHaHTHl, B KOTOPBIX COCIUHCHHUE IPEICTABICHO
moboi u3 popmyn ot la o Ij. Kpome Toro, npen-
MOYTHTEIBHBIMH SIBIISTIOTCS COCIMHEHHS, B KOTO-
peix X mpencrasiser coboit -O-, -NH- wmm -S-; Y
npencrasiser codort -NH-SO,-; R! - 310 3aMecTu-
Tenb, BHIOpaHHBIA W3 Bomopoxaa, ramorena, (C-
Cglankmna, (C,-Cg)rerepoankmina, (C;-Cg)ankokcw,
-C(O)R", -CO,R"™, -C(O)NR"R'®, -S(0)p-R" u
—S(O)q-NRlsRm; R? mpexcrapmsier coGoil heHMITB-
HyI0 Tpynmy, umeroryto ot 0 mo 3 3amecturenei,
BEIOpaHHBIX w3 ranoreHa, -OCF;, -OH, -O(C;-
Cg)ankmna, -C(0)-(C,-Cg)ankuna, -CN, -CF;, (C;-
Cg)ankmia u -NH,; u R? BEIOpPaH U3 TaJOreHa, Me-
TOKCH U TPUPTOPMETOKCH.

Eme Oornee mpenmoYTHTENEHBIMUA COCIIHE-
HUSIMH, B KOTOPBIX Ar' mpefcTaBiseT coboit 3ame-
IIEHHBIM WM He3aMeIEeHHBIH O€H30KCa30JIMII, SIB-
JISIOTCSL T€, KOTOpBIe MpEACTaBIeHbl Gopmynoit i
wiu 1j. B aroii rpynne coenunenuii X npeacrasiisi-
eT co0ol JABYXBaJICHTHBI MOCTHK, BHIODaHHBII M3

-CH,-, -CH(CH3)-, -O-, -C(0)-, -N(R'")- u -S-, re
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R - 910 3amecTHTENb, BHIOPAHHBII U3 BOIOPOAA U
(Ci-Cg)ankmma; Y mpencTtaBisieT coOOH IByXBa-
JNICHTHBI MOCTHK, BbIOpaHHBI U3 -N(R'%)-S(0),-,
rae R - s1o 3aMeCTHUTENb, BEIOPaHHBIN U3 BOJIOPO-
na u (C;-Cg)ankmma; R' mpencrasmser coGoii 3a-
MECTHTENb, BBIOPAHHBI W3 BOJOPOJA, TaJOreHa,
(Ci-Cy)ankmma,  (Cp-Cg)rerepoankuna, (C;-Cyg)
amkokeu, -C(O)RY, -CO,RY, -C(ONR"R'’,
-S(0),-R",  -S(0)-NR"R'’, -O-C(O)-R" wu
-N(R'"™)-C(0)-R", rme R"™ mnpencrasnser co6oit
3aMeCTHTENb, BBHIOpaHHBI w3 Bogopoma, (Ci-
Cglankmma,  (C,-Cg)retepoankuna, apuina H
apun(C;-Cy)ankmna; R” u R'® sBisiores 3amectu-
TEJSIMHA, HE3aBHCHMO BBIODAaHHBIMH W3 BOJOPOJA,
(C;-Cg)ankmna u (C,-Cg)reTepoasikuiia, HId B3SThIC
BMECTE C a30TOM, K KOTOPOMY OHHU 00a MpHCOeIu-
HEHbI, 00pa3yIoT 5-, 6- WK 7-4ICHHOE KOJIbIIO; R"
MIPEJICTABISAET COOOM 3aMECTHUTEIb, BEIOPAHHBIA W3
Bopopona, (C-Cg)ankmna u (C,-Cg)rerepoalnikmia;
WHJIEKC P TpeACTaBisieT coboi mesoe uucio ot 0
0 2; WHOCKC ( WMEEeT 3HAaYeHHue 2; R? sBisercs
3aMEIEHHBIM MM He3aMeIeHHbIM (permom; i R’
- 910 ranored uiH (C;-Cg)aIKOKCH.

B Gosiee mpeanouTUTENBHBIX COSTUHEHUIX X
npeacrasisieT coboi -O-, -NH- wim -S-; Y npen-
crasister co6oit -NH-SO,-; R! - a10 3amecturens,
BBIOpaHHBIH W3  Bogoponaa, ramoreHa, (Ci-
Cglankuna, (C,-Cg)rerepoankuina, (C;-Cg)ankokcu,
-C(O)R", -CO,R™ -C(O)NR"R'S, -S(0)-R' u
-S(O)q—NRISRIG; R’ 9T0 (eHMJIbHAs TpymIa,
nmerontast ot 0 1o 3 3amecturenei, BBIOPaHHBIX W3
raiiorera, -OCF;, -OH, -O(C,-Cg)ankuna, -C(O)-
(Ci-Cg)ankuna, -CN, -CF3, (C;-Cg)ankmna u -NHj;
1 R® BBIOpaH M3 ranoreHa, METOKCH U TPHPTOPMe-
TOKCH.

B eme Gonee mpeamodTHTENBHBIX COEIMHE-
ausx Ar! MPEACTaBIsAET cOO00H OEH30KCA30IUITb-
HyI0 Tpynny, uMeroinyio ot 0 1o 3 3amecTurenei,
BbIOpaHHbIX u3 ranoreHa, -OCF;, -OH, -O(C;-
Ce)ankuna, -CF;, (Ci-Cg)ankuna u -NOy; R' - 510
3aMeCTHTENb, BBIOpaHHBIM w3 ramoreHa, (Ci-
Cg)ankuina, (C,-Cg)rerepoankmna u (C;-Cg)ankok-
cu; R? - 510 peHmnbHas Tpyma, uMeromas ot 0 10
3 3amecrutenei, BEIOpaHHBIX U3 ranorena, -OCF;,
-OH, -O(C,-Cy)ankuna, -C(O)-(C;-Cg)ankmna, -CN,
-CF;, (C;-Cg)ankuma u -NH,, Oomee mpeamouTu-
TenbHO OT 1 ;o 3 3amecTtuTeneid, BHIOpAHHBIX W3
rajgorena, -OCF; u -CF3; u R’ BBIOpaH U3 TaJoreHa,
MeTokcu u Tpudropmerokcu. Hambosee mpeamnoy-
TUTCJIBHBIMU ABJIAIOTCA COCAMHCHUSA, B KOTOPBIX Rl
U R3, KKl HE3aBUCUMO, MPENCTaBIsIET COOOH
ramored u R’ mpencraBisier coGoil (EHHITBHYIO
rpyniy, UMeryw or 1 go 3 3aMmecTuTenel, BbI-
Opannbix u3 raioreHa, -OCF; u -CF;. B ocobenno
MPEIIOYTHTENFHBIX ~ COCAMHEHUSIX  OCH30KCca30-
JMWIBHAS ~— Tpymma — TOpencTaBisier  coboir  2-
OCH30KCA30IMIBHYIO TPYIIITY.

Ar' npencraBmsier coGoii 3aMEIICHHbIH HITH
He3aMeIeHHBIN O€H3UMHIa30ITIIL.

B npyroii rpymnme ocoOEHHO MpennoYTHTENb-
HBIX COeIMHEHHH Ar' npeJcTaBsieT co0oi 3ame-
HICHHYI WM HE3aMEIICHHYI0 OCH3MMMUIA30 b~
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HyI0 Tpymiry. bonee mpeamoYTuTensHBIMU SABIISIOT-
CSl BApHAHTHI, B KOTOPBIX COCTUHEHHUE MPECTaBIIe-
HO 10601 13 popmyn ot la no Ij. Eme 6onee npen-
MOYTUTEJIbHBI TC COCIUHCHMS, B KOTOPBIX X npea-
craBisieT coboit -O-, -NH- wiu -S-; Y npeacrasis-
er co6oit -NH-SO,-; R! - s10 3amecrturens, BbI-
OpanHbIii U3 Bomopoxa, ramoreHa, (C,-Cg)ankuna,
(C,-Cg)rerepoankuna, (Ci-Cg)ankokcw, —C(O)RM,
-CO,R"™, -C(O)NR"R', -S(0)p-R" u -S(0),-
NRPR'; R® mpencraBuser coGoii (eHUIbHYIO
rpynmny, umeromyw ot 0 1o 3 3amecTutenel, Bbl-
Opannbix u3 raioreda, -OCF;, -OH, -O(C;-
Cglankmna, -C(0O)-(Ci-Cg)ankumna, -CN, -CF3, (C;-
Cglankmna u -NH,; u R3 BBIOpaH U3 TaJloTeHa, Me-
TOKCH M TPUPTOPMETOKCH.

Eme Oonee mpeanoYTUTENBHBIMU COEIHHE-
HUAMH, B KOTOPBIX Ar' mpejcrasisier coboit 3ame-
NICHHBIA WM HE3aMCIICHHBINH OCH3UMUIA30IIHII,
SIBIISTIOTCS T€, KOTOPBIC MPEICTaBICHBI (hopmyInoit i
w 1j. B aroii rpynne coenuneHuid X npencrabiis-
eT co0OH ABYXBaJCHTHBIH MOCTHK, BEIODAHHBIA W3
-CH,-, -CH(CHs)-, -O-, -C(0)-, -N(R')- u -S-, rze
R - 310 3aMEeCTHTENb, BRIOPAHHBIA U3 BOAOPOAa H
(Ci-Cg)ankmma; Y mpencraBiseT coOOH IByXBa-
JNICHTHBI MOCTHK, BbIGpaHHBIH 13 -N(R'?)-S(0),-,
rae R'? - ato 3amectuTens, BBIOpAHHBIN U3 BOJOPO-
na u (C;-Cgankmma; R' mpencrasiser coboii 3a-
MECTHTEJIb, BBHIOPAHHBI W3 BOJOPOJA, raJOreHa,
(Cy-Cy)ankumna, (C,-Cy)rerepoankuna, (Cy-
Cg)ankoken, -C(O)R'™, -CO,R"™, -C(O)NR"R'S,
-S(0)%-R",  -S(0)-NR"R'®, -0O-C(O)-R" wu
-N(R'"-C(0)-R", rme R'" mpencrasmser coGoit
3aMecTHTeNb, BBHIOpaHHBI w3 Bogopoxa, (Ci-
Cg)ankuma,  (C,-Cg)rerepoankmina, apmia H
apun(C;-Cy)ankmna; R u R'® sBmsores 3amectu-
TEJISIMH, HE3aBHCHUMO BBIODaHHBIMH W3 BOJOPOJA,
(Ci-Cy)ankuna u (C,-Cg)rerepoankuiia Wik B3sThIC
BMECTE C a30TOM, K KOTOPOMY OHH 00a MpHCOCIH-
HEHBI, 00Pa3yIOT 5-, 6- MM 7-4ieHHoe Koibio; R'7
npejcTaBisieT co0oil 3aMecTuTeNb, BEIOPAHHBIA M3
Bojopona, (C-Cglankmna u (C,-Cg)rerepoankuna;
MHJIEKC P TpelCcTaBiIseT coboil nenoe uuciao ot 0
0 2; UHAEKC ( UMEEeT 3HAueHue 2, R? sBmstercs
3aMEICHHBIM MM He3aMelleHHbIM (eHmtoM, i R’
- 910 rajored uwiH (C;-Cg)aIKOKCH.

B Gozee npeAmodTUTETFHBIX COSTMHECHUSIX X
npencrasusier coboit -O-, -NH- wiu -S-; 'Y npen-
crasusier co6oit -NH-SO,-; R! - a10 3amecturens,
BBIOpaHHBIA W3  Bogopoja, ranorena, (C;-
Cg)ankuina, (C,-Cg)rerepoankuna, (C;-Cg)ankoxcu,
-C(O)R", -CO,R"™, -C(O)NR"R'S, -S(0)p-R" u
—S(O)q-NRISRlé; R’ - 310 (eHmwibHAs TIpymma,
umetomas ot 0 1o 3 3amecrureneil, BHIOpaHHBIX M3
ranmorena, -OCF;, -OH, -O(C,-Cyg)ankuna, -C(O)-
(Ci-Cy)ankmmna, -CN, -CF;, (Ci-Cg)ankuna u -NH;
1 R’ BBIOpaH U3 ranoreHa, METOKCH H TpHQTOpPMe-
TOKCH.

B eme 6onee mpeAmoYTHUTENHHBIX COCIHHE-
Husix Ar! npencraBiser coboit GeH3NMMUIA30INITh-
HyI0 rpymiy, uMmeronryto oT 0 no 3 3amectuteneii,
BbIOpaHHbIX w3 ranoreHa, -OCF;, -OH, -O(C;-
Ce)ankuna, -CF;, (C-Cg)ankuna u -NOy; R! - 510

004887

22

3aMeCcTUTeb, BBIOpaHHBIH u3 rTamoreHa, (C-
Cglankmna, (C,-Cg)rerepoankuina u (C;-Cg)ankok-
cu; R? - 910 peHmmBHAS rpymma, umeromas ot 0 1o
3 3amecruTeneii, BeIOpaHHbIX U3 rajgorena, -OCF;,
-OH, -O(C;-Cg)ankuna, -C(0)-(C;-Cg)ankuina, -CN,
-CF;, (Ci-Cy)ankuna u -NH,, Oomee mpeamouTtu-
TenpHO OT 1 g0 3 3amectuTelnell, BHIOpAHHBIX W3
ranoreHa, -OCF; u -CFs; u R’ BBIOpaH W3 rajioreHa,
MeToKcH u TpudTopmerokcn. Hanbonee mpenmoy-
TUTENBHB T€ COSAWHEHHS, B KOTOPHIX KaXKIBIA W3
R! u R® me3aBucumo MIPEJCTaBIsAeT COOOU TaJoTeH
u R’ mpencrasmsier co6oit (GeHnNIpHYI0 TpyIHILy,
nMeromyto ot 1 1o 3 3amecTuTesneid, BRIOpaHHBIX W3
rasiorena, -OCF; u -CF3. B ocobenno npeamnoutu-
TCJIbHOM BapHaHTC 66H3HMI/IZ[330J'II/IHI)H351 rpymnrma
npeAcTaBisieT  coOol  2-OeH3MMUIA30JIMIIbHYIO
rpyniy.

Ar! MPEJCTaBIsIeT COOOW 3aMEIICHHBIN HITH
HEe3aMEIICHHBIN XUHOJIWHUIT WA H30XHHOUHILI.

B npyroii rpymme 0COOCHHO MPeNnOYTHTENb-
HBIX COCIMHCHHH, Ar! MpeACTaBIseT cOOOU 3ame-
OICHHYI0 VI HE3aMEIICHHYI0 XUHOJIHHWIBHYIO
WIH W30XWHOJMMHIWIBHYIO TpyImmy. bonee mpenmoy-
TUTEIHHBIMU SIBISIOTCS BAPUAHTHI, B KOTOPBIX CO-
eIMHEHNEe TPEICTaBIIeHO JIT000H n3 ¢dopmyn ot la
1o Ij. Eme Oonee mpeanodTUTEIbHBI T€ COEANHE-
HUSI, B KOTOpbIX X mpencrasiser coboi -O-, -NH-
w -S-; Y npexacrasiser coboit -NH-SO,-; R' -
9TO 3aMECTHUTENb, BHIOPAHHBIN M3 BOJIOPOJIA, TaJI0-
rera, (C-Cg)ankmna, (C,-Cg)rerepoankmna, (Ci-
Cg)ankoken, -C(O)R'™, -CO,R"™, -C(O)NRVR'®,
-S(O)p—R14 u -S(O)q—NRlsRM; R’ npencrasisier
co00if (eHMIBHYIO TpymIny, uMeromyo ot 0 mo 3
3aMecTHuTeNel, BhIOpaHHBIX u3 Tranorena, -OCF;,
-OH, -O(C,-Cg)ankuna, -C(O)-(C;-Cg)ankuna, -CN,
-CF;, (C-Cyg)ankuna u -NH,; u R’ BBIOpaH U3 raJjio-
r'eHa, METOKCH U TPU(PTOPMETOKCH.

OCOOCHHO TMPENMOYTHTEIBHBIMUA — COCIHMHE-
HUSAMH, B KOTOPEIX Ar' mpejcraBisier coGoit 3ame-
INEHHYI0 WJIM HE3aMCIICHHYI0 XWHOJWHHUIBHYIO
WIH W30XHHOJIUHIWIBHYIO TpPYIILy, SBISIOTCA Te,
KOoTopble TpencraBieHsl ¢opmynod i mim Ij. B
9TOH Tpymne COoeAWHEHUH X IpencraBisieT co0oi
IIByXBaJICHTHBI MOCTHK, BBIOpaHHBIH m3 -CH,-,
-CH(CH3)-, -O-, -C(O)-, -N(R")- u -S-, rme R -
9TO 3aMEeCTHTENb, BEIOpaHHBINH U3 Bomopona u (Ci-
Cg)ankumna; Y npencraBiseT co00i AByXBaTeHTHBINA
MocTHK, BbIOpaHHEI 13 -N(R%)-S(0),-, rne R'? -
9TO 3aMECTHTEeNb, BhIOpaHHBIH 13 Bogopona u (C-
Cg)anknna; R' mpencrasiser coboif 3amMecTHTEID,
BBIOpaHHBIH W3  Bogoponaa, ramoreHa, (Ci-
Cg)ankuna, (C,-Cg)rerepoankuna, (C;-Cg)ankoken,
-C(O)R", -CO,R"™, -C(O)NRPR'®, -S(O)p-R",
-S(0);-NR"R'®, -0-C(0)-R" u -N(R'*)-C(0)-R",
rne R™ MpeacTaBisier co0oi 3aMeCTHTENb, BEI-
Opansbii u3 Bomopoma, (C;-Cg)ankuma, (C,-
Cg)rerepoankuna, apuia u apmwi(C,-Cy)ankmna; RY
i R'® SBISIOTCS 3aMECTHTEIAMHU, HE3aBHCHMO BbI-
OpanueiMu u3 Bomoponaa, (C,-Cgankmma u (C,-
Cg)reTepoankuia, WA B3sAThIE BMECTE C a30TOM, K
KOTOPOMY OHHM 00a MPHUCOCIMHEHBI, 00Pa3yIoT 5-,
6- un 7-anennoe konblo; R'7 mpencrasmser co6oit
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3aMECTHTENb, BBIOpaHHBIA W3 Bogopoaa, (Ci-
Cyglankmna u (C,-Cg)rerepoankuia; HHACKC p Tpe-
cTaBisieT cobol 1enoe uncio ot 0 10 2; WHAEKC q
HUMECT 3HAUCHUC 2, 112 ABIACTCA 3aMCUICHHBIM HJIN
HE3aMCIICHHBIM (l)eHI/lJ'lOM; nu I{3 - 3TO TaJIOTCH UJIU
(C4-Cg)ankoxcw.

B Gosee npeAnodTUTEIFHBIX COSTMHEHUSIX X
npencrapnser coboit -O-, -NH- wim -S-; Y mpen-
crapisieT coboit -NH-SO,-; R' - 310 3aMECTUTEb,
BEIOpaHHBII W3  Bomoponma, ramorena, (Ci-
Cg)ankuma, (C,-Cg)rerepoankmna, (C,-Cg)ankokc,
-C(O)R", -CO,R"™, -C(O)NR"R'®, -S(0)p-R" u
—S(O)q-NRISR“’; R’ - 910 deHnabHas rpymima,
nMmetomas ot 0 1o 3 3aMecTuTeNnei, BLIOPAaHHBIX W3
ranorena, -OCF;, -OH, -O(C,-Cg)ankuna, -C(O)-
(Cy-Cy)ankuna, -CN, -CF;, (Ci-Cg)ankuna u -NHp;
1 R® BBIGpaH U3 ranoreHa, METOKCH U TpH(TOpPMe-
TOKCH.

B eme Oonee mpeAmOYTUTENHHBIX COCIMHE-
Husix Ar' mpeicTaBiseT coGOH XHHOTHHHIBHYIO
WIA W30XHHOIUHIWIBHYIO TPYHITY, IMEIyoo oT 0
o 3 3aMecTHTeNel, BBIOpaHHBIX W3 TaJOreHa,
-OCF3, -OH, -O(CI-C6)aﬂKI/IHa, -CF3, (Cl-
Cglankuna u -NO,; R! - 510 3amecTuTeD, BBIOpaH-
HBIH W3  TaJIOreHa, (Cy-Cy)ankumna, (Cy-
Cg)rerepoankmna u (C,-Cg)ankoken, R* - a10 de-
HWIBHAs rpymnmna, uMmeromas ot 0 g0 3 3amecture-
neit, BeiOpanHbIx u3 rajgorena, -OCF;, -OH, -O(C;-
Cg)ankuina, -C(0O)-(Ci-Cg)ankumna, -CN, -CF;, (C;-
Cg)ankmia u -NH,, Oonee mpeamodruTensHo ot 1
0 3 3aMecTHTeNed, BBIOpAaHHBIX W3 TaJOrcHa,
-OCF; u -CF;; u R® BEIOpaH U3 rajoreHa, METOKCH
u tpudropmerokcu. Hanbonee mpenmoyTHTENEHBI
T€ COCOUHEHMSI, B KOTOPBIX KAKIbIA M3 R! u R®
HE3aBUCHMO TPEICTaBIsIeT cOo00i rajoreH u R?
MPEACTaBIsAeT co00il (DEeHMITBHYIO TPYIILy, UMEo-
myio ot 1 mo 3 3amectuTeneil, BRIOpaHHBIX W3 ra-
norena, -OCF; u -CF3;. B ocobenHo mnpeamnodru-
TCIABHBIX COCAUHCHUAX XHWHOJUHUIIbBHAS HIINU HU30-
XUHOJNMHWIbHAS ~ rpynna  BblOpaHa W3 2-
XWHOJIUHUIBHOW, 3-XMHOJWHWUJILHOHM, 4-XUHOJIU-
HUJIHOM, 3-M30XMHOJUHWIBLHON W 4-M30XUHOJIHU-
HWJIBHOW TpYIII.

B nmpyrom acmekre HacTosiee H300peTeHHE
obOecrnieunBaeT (hapMaleBTHUCCKIEC KOMIIO3HIUH,
coZieprKallue o KpailHel Mepe OJHO U3 YKa3aHHbIX
BBIIIE COENWHEHUH B CMecH ¢ (hapMarieBTHYECKH
MPUEMIIEMbIM HOCUTEIIEM.

Eme B omHOM acmekTe HacTosiee U300peTe-
HUE 00ecreYnBaeT CIIOCOObI MOAYJIMPOBAHHS CO-
CTOSIHUI opranusMa, cBszaHHbBIX ¢ PPARy. B wacr-
HOCTH, O9TH COCTOSHHA B])l6l/lpa}OT 13 MHCYJIMHHE3a-
BHUCHUMOI'O CaxapHOTo jauadera, OXHpPEHHS, U3 CO-
CTOSIHUH, CBSI3aHHBIX C aHOMAJBLHBIM YPOBHEM ITU-
MONIPOTEHHOB U TPHUIJICIIUPUAOB B IUIA3ME, a TAKXKE
Pa3IMYHBIX BOCHAIUTEIBHBIX COCTOSHHMA, TaKUX
KakK, HampuMmep, PeBMAaTOUIHBIN apTPUT U aTepo-
CKJIEpO3.

IMony4yenue coequHeHUit

CoenuHeHHsI MO0 HACTOALIEMY H300PETCHHIO
MOTYT OBITh IOJNYYCHBI C ITOMOINBIO H3BECTHBIX
CIOCO0OB CHHTE3A.
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B kadectBe npumepa Ha cxeme | mpuBeIeHbBI
crocoObl  TIONMYYEeHUSI COEAWHEHWH CTPYKTYPHOU
¢dopmyiel (Ia). CpenHeMy CrelMaNUCTy B JaHHOM
00J1aCTH MOHSATHO, YTO MOJOOHBIE METOAUKH MOTYT
UCIIOJIb30BAThCS JUIA CHHTE3a COCJMHEHHUH IPYrHX
CTPYKTYPHBIX KIIACCOB.

Kak mokazano Ha cxeme 1, coemuHeHHs II0
HacTosALIEMY N300PETEHUIO MOTYT OBITH MOJIY4EHbI,
UCXOJsl W3 KOMMEpPYECKH JOCTYIHOro 2-XJop-5-
HuTpoOen3onuTpmia (i). Obpadotka J ¢ deHONOM,
THO(QECHOIIOM WIH HEo0A3aTeNFHO 3al[UIIEHHBIM
AQHWIMHOM B MPUCYTCTBHHM OCHOBAaHHUS NPH Harpe-
BaHUM NPUBOIUT K MOydeHHo annykra (ii). Boc-
CTaHOBJICHNE HUTpOrpymmsl B (ii), Hampumep, MpH
oMo H2 B MPUCYTCTBHUU KaTaliu3aTopa HUKEJIA
Penes, npuBoAMT K IOJIYYEHHUIO IIPOU3BOJHOIO
anunuba (iii). CynbdupoBanue (iii) cooTBeTcT-
BYIOIIMM apuiIcyIbponmranorennnom (Ar'SO,Cl)
B TIPUCYTCTBHUH OCHOBAaHUN (OOBIYHO TPETHYHBIX
aMHHOB) IIPUBOJHT K IOJyYSHHUIO LIEJIEBOTO COEIH-
Henus (iv). CoemuHenue (iii) MOXKET OBITh TaKkKe
peoOpa3oBaHO B COOTBETCTBYIOIIEE COCAMHEHUE
¢opmynbl (Vi), B KOTOPOM OpHEHTAIWsI CyJbda-
MHHOW CBSI3M SBJIAETCSA oOpameHHo. Takum 006-
pasom, mpeBpaiieHue anmwinHa (iii) B OeH305ICyITb-
(doHmxIopU (V), MOKET OBITH BBIIOJIHEHO, C HC-
II0OJIb30BAHUEM MCTO/JI0B, OIIMCAaHHBLIX B l'[y6J'II/IKa—
uun Hoffman, Organic Syntheses Collective Vol-
ume VII, ctp. 508-511. INocnenyromas o6padoTka
(V) moaxoasmyM aHWIMHOM, TPHBOIHUT K IMOJyYe-
HUIO IIETICBOT0 coeAnHeHHS (Vi).

N
\]iq/
SO,CF,;
ArOH NO, NO,
* OCHOBaHHE
HAH —_———.A:\
HarpesaHue
ArSH CI P [8)
CN CN
win A'\s /§
Ar-NH-8O,CF, "
i ii
\Hz u Ni Penen
H
N Ar NH,
A
ArS0,Ct
A 6o ARG L
X OCHOBaHVE X
CN CN
iv iii
Q 0
|
~N~ SO,Cl
H
Ar- ’
~x ACNH, Ay
CN OCHOBaHHe

vi

Jpyrue coeqrHEHUs 0 HACTOAIEMY H300pe-
TEHUIO MOTYT OBITh MOJYYEHBI, HCXOs, HAIPUMED,
u3 3,4-mudTopHuTpodeH3ona, 3-xy0p-4-hTOPHUT-
pobeH3ona, 2-xXJIOp-5-HUTpPOaHW30/1a, 3-Opom-4-
(TOPHUTPOOCH301a U UM TOJOOHBIX.

AHaJIn3 cOeUHEHHU I

Monynsmmro  PPARy peuentopa coemune-
HUSIMH 10 HACTOSAIIEMY H300PETCHUIO MOXHO Olle-
HUTHh C TIOMOIIBI0 METOAMK, KOTOPBIC OIHCAHBI B
cratbsx Jiang, et al., Nature 391:82-86 (1998), Ri-



25

cote, et al., Nature 391:79-82 (1998) u Lehmann, et
al., J. Biol. Chem. 270 (12): 12953-12956 (1995).
AJNBTEpPHATHBHO, CIOCOOHOCTh 3THX COEIWHEHUI
BBITECHSTh PaJuOaKTHBHO MeueHHbId BRL 49653
n3 obweauHennoro Oenka PPARy-GST wmoxHO
OIICHUTh CJICIYIONUM 00pa3oM.

Marepuaisl.

PPARy-GST oObenuHeHHBIH Oenok (moaro-
TOBJICHHBIH COTJIACHO CTaHJApPTHBIM MpOLEAYpam),
[*H]-BRL 49653, umeromnmii crnenu(UIecKyro ak-
tuBHOCTH 50 Kn/MMoIts, GUIbTpyIOIIUe MIIaHIIEThI
Polyfiltronics Unifilter 350 u rpaHyssl riryTaTHOH-
Sepharose ® (ot ¢upmer Pharmacia: gBaxkasl mpo-
MeITeIe 10X cBs3pIBatommM OydepoM, B KOTOPOM
MoryT orcyTcTBoBaTh BSA 1 DTT).

Meroz.

Cesi3piBatouuii 0ydep (10 MM Tpuc - HCI,
pH 8,0, 50 MM KCI, 10 MM DTT, 0,02% BSA u
0,01% NP-40) no6apnsitoT B KoimuecTBe 80 MK B
JYHKH (QUIBTPYIOLIEro IUIaHIueTa. 3aTeM no0aB-
Is10T Tectupyemoe coenuHenue B 10 mxa JJMCO.
O6benunennbnii 6enok PPARy-GST u pamgmoak-
TUBHO MeueHHoe coenuHenre BRL npensapurens-
HO CMCIIMBAIOT B CBs3bIBaIOmeM Oydepe, comep-
kameM 10 MM DTT u noGasistror B konuectse 10
MKJ B JYHKH IUIaHIIETa, 9TOOBI 00ECIeYuTh KO-
HEYHBIC KOHIEHTpAlMd OOBEAMHEHHOTO Oelka
PPARy-GST 1 mkr/nynka m 10 HM coeanHeHus
[*H]-BRL 49653. Ilnanuier MHKYyOUPYIOT B Teue-
Hue 15 muH. J{00aBISIOT TIyTaTHOH-arapo3HBIC
rpanynsl B 50 MKn cBs3eBaromiero Oydepa u
TUTAaHIIET HEPTUYHO BCTPSIXMBAIOT B TEUCHHE OJ-
HOro 4aca. 3aTeM IUIAHIIET NPOMBIBAIOT YEThIpe
pasa cBsi3biBatoiuM Oydepom (6e3 BSA u DTT) no
200 mki/sueriky. OCHOBaHUE IUIAHILIETa T€PMETH-
3UPYIOT U B KOKAYIO JIYHKY 100aBisitoT 1o 200 Mk
CMECH ISl CUMHTWIULINUKN. 3aTeM T'epMETH3HPYIOT
BEPXHIOIO0 YacTh IUIAHIIETa W ONPEAEISIOT pajIuo-
AKTUBHOCTb.

H3roroBiieHne U BBeeHNe COeAMHEHMIT

(xoMmo3unmi)

CoenvHEHHS MO HACTOSIIEMY H300pETEHHIO
MOJKHO M3TOTAaBIUBATh U BBOAWUTH B BHIE PAa3HOOO-
Pa3HBIX NEPOPATBHBIX U MAPEHTEPAIbHBIX JIEKApCT-
BeHHBIX QopMm. Tak, coeaMHEHHUs 110 HACTOSIIEMY
M300pETEeHHI0 MOXXHO BBOJUTH IYTEM HHBEKIINH,
T.€. BHYTPHBEHHO, BHYTPHMBILIIEYHO, BHYTPHKOX-
HO, HOAKOXXHO, WHTPAIyOJCHAIFHO WM BHYTpHU-
OprommHHO. Takke oNMCaHHBIE 37IECh COEIUHEHHS
MOXXHO BBOIWTH ITyTEM WHTAIALNNHN, HAIPHMeED,
WHTpaHa3ameHO. Kpome Toro, coemuHeHus MO Ha-
CTOAIIEMY H300PETEeHHI0O MOJKHO BBOIHTH TpPAaHC-
nepmanbHo. COOTBETCTBEHHO, HACTOSIIEE HU300pe-
TEeHHEe TaKKe obecreunBaer (apMaleBTHIECKUe
KOMIIO3WIINY, BKJIOYAOMHe (hapMaIieBTHIECKH
NpUeMJIEMbIi HOCHUTENIb MM HAIOJHUTENb U CO-
enunenue ¢opmynsl (I) mnmm  dapmaneBTuuecku
npuemieMyoo conb coenuHenus ¢opmynsl (I) B
3(h(HEeKTUBHOM KOITUYECTBE.

dapmMareBTHUECKH TpHUEMIIEMbIE HOCHUTENN
JUIA TIOyYeHUs (apMaIleBTHICCKUX KOMITO3UIIIHA
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13 COCIMHEHUI 10 HACTOAIMIEMY M300pETEHUI0 MO-
I'yT OBITh TBEPABIMH WIH KXUIKUMH. TBepabie ¢op-
MBI TIPENapaTOB BKJIIOYAIOT TOPOIIKH, TAaOJIETKH,
MTUJTEOJTH, KAIICYJIbl, 00JIATKH, CBEYH U PACTBOPHMBIC
rpanyJyisl. TBEpIbIM HOCHTENIEM MOXET OBITh OJHO
win OoJiee BEHIECTB, KOTOPBIC MPH 3TOM MOTYT
TaK)Ke JCHCTBOBATh KaK PAcTBOPUTEIH, apOMaTH-
3UPYIOUINE areHThl, CBS3YIOIINE KOMIIOHEHTHI, KOH-
CEPBAHTHI, areHTHI U Pa3JI0KECHUS TAaOJICTOK WIIH
MaTepHaIIbl IS 3aKITF0UYEHUS B KaICyITy.

B mopomkax HOCHTENb SBISETCS TOHKO paz-
METLYCHHBIM TBEPJBIM BEIIECTBOM M HAXOJIUTCS B
CMeCH C TOHKO Pa3MeIbU€HHBIM aKTHBHBIM KOMIIO-
HEeHTOM. B Ta0jeTkax aKTHBHBI KOMIIOHEHT CMe-
maH ¢ HOCHUTCIICEM, UMCIOIIUM HeO6XOZlI/lM]>Ie CBsI-
3bIBAIOIINE CBOWMCTBA, B MOAXOISAIIEM COOTHOIIIE-
HUM U COPMHUPOBAH B TAOIETKY JKeJlaeMOi (hopMbl
U pa3mepa.

IMopomky u TaONETKU MPEIIOYTHTEIEHO CO-
nepxat ot 5 uimn 10 o 70% akTUBHOTO coeluHe-
Hus. [lomxopsmiye HOCUTENHN MPEICTAaBISIOT co00M
KapOOHAT MarHus, creapaT MarHus, TajJbK, caxap,
JIAKTO3Y, TEKTHH, AEKCTPHH, Kpaxmay, >KeJaTuH,
TparakaHT, METWILEIUII0N03y, HAaTPUEBYIO COJb
KapOOKCUMETHIIIIEIUTIONO03bI, HU3KOIUIABKHA BOCK,
MacJio kakao u T.11. [logpazymeBaeTcs, 9To TEpMHUH
"mosryyeHue" BKJIIOYAET H3TOTOBJIEHHE KOMIIO3M-
U1 AKTUBHOI'O COCAUHCHUA C MaTepI/la.HOM JJIS
3aKJIIOYEHUS B KarCyly B KayeCTBE HOCHUTENS C
MTOJTyYCHUEM KarlCyJbl, B KOTOPOW aKTUBHBIA KOM-
ITOHEHT MPHUCYTCTBYET BMECTE C HOCUTEIEM WK 0e3
JpYruX HOCHUTENEH, OKPYKEHHBIA HOCHUTEJIEM, KO-
TOPbIA C HUM CBSI3aH. TO K€ caMO€ OTHOCHUTCS K
obnaTtkaM u sernemkaM. TaOneTkd, MOPOIIKH, Kall-
CyJIbl, MWJIIOJH, OOJIATKM M JICTICIIKA MOTYT HC-
[MOJIb30BAThCS KaK TBEPAbIC JEKapCTBEHHBIC (HoOp-
MBI, IOAXOASAIIUE TS TIEPOPATHLHOTO MPHEMa.

J1st monmyuyeHusl CBEY CHavaia pacIulaBIIstOT
HU3KOIUIAaBKUM BOCK, TaKOW KaK CMECh TIUIEPUIOB
JKUPHBIX KUCJIOT WM Macjio Kakao, ¥ TOMOTE€HHO
pacrpeiessifoT B HEM aKTHBHBIA KOMIIOHCHT MPH
repeMelliuBaHuy. PaciuiaBlieHHYI0 TOMOTEHHYIO
CMECh 3aTeM pa3IMBalOT B (POPMBI MTOIXOISIIETO
pa3Mepa, O3BOJIAIOT OXJIATUTHCA U TAKUM 00pazoM
3aCTBITh.

Kunxme dopMer mpemnapaToB BKIIIOYAIOT pac-
TBODBI, CyCIIEH3UHU U SMYJIBCHH, HAIIPUMED, BOJIHBIE
WIA BOJHO/TPOIMIICHTJIHKOJICBBIE PAcTBOPHI. Jis
MapeHTEePATbHBIX HMHBEKIUN KHUAKHE TpernapaThl
MOTYT OBITh M3TOTOBJICHBI B BUJEC PAacTBOpPa B BOI-
HOM PacTBOPE MOJUITUICHTITUKOJIS.

Bonubie pactBOphl, MOAXOASIIME AJSL HEPO-
PATEHOTO WCIIOJB30BaHUs, MOTYT OBITH MOJIYYCHEI
IyTeM PaCTBOPEHUSI aKTUBHOT'O KOMIIOHEHTA B BOJIE
1 100aBIeHHS, TIPH HEOOXOAUMOCTH, TTOAXOISIINX
MMUTMEHTOB, apOMAaTH3aTOPOB, CTAOMIN3aTOPOB H
3aryctureneil. BonaHele cycneH3uu, MOAXOISALINE
JUIA TIEPOPAIbHOTO HCIIONB30BaHMUsI, MOTYT OBITH
MOJTyYEeHBI ITyTEeM pacIpeieIeHUs] MENKO pa3apoo-
JICHHOT'O aKTHMBHOTO KOMIIOHEHTa B BOJI€ C BSI3KHM
MaTepualioM, THIa MPUPOJTHBIX WM CHUHTETHYe-
CKHUX CMOJ, KaMmelel, MeTWJIIEIUII0N03b], HaTpue-
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BOW cOIMM KapOOKCHMETWIILEIUIION03bl U APYTUX
W3BECTHBIX CYCIEHANPYIOIINX areHTOB.

Taxxke croma OTHOCATCA TBepHble (OPMEI
IpernaparoB, KOTOpbIE INpeIHa3HaueHbl A Ipe-
BpallleHNs, HE3aJ0JIT0 Iepea HCIOJIb30BAHUEM, B
xKuakue (opMmbl TpenapaToB IS IIEPOPAIBLHOTO
BBeleHUs. Takue >KuIkue (OpMbl BKJIIOYAIOT pac-
TBOPBI, CYCHEH3MH M OMYJBCHU. OTH TIpenapaThl
MOTYT COJep)KaThb, B JIONOJHEHHE K aKTHBHOMY
KOMITOHEHTY, HMHUTMEHTBHI, apoMaTH3aTophl, CTadu-
TU3aTOPEI, Oy(epHBIe PacTBOPEI, NICKYCCTBCHHBIC H
NPUPOJHBIE  MOJCIACTUTENH, IUCIEPTHPYIOIIUE
areHThl, 3aryCTUTEIH, COJIOOWIN3UPYIOLINE arcH-
THI U IM TIOJJOOHEIE.

@apManeBTUYECKUN  Ipenapar  I0JydaroT
NpeANoYTUTENbHO B (hopMe eAMHHYHBIX J103. B
Takod (opme mpenapar pasgeisercs Ha eIUHWY-
HBIE J03bl, COJEpPXKAIUE COOTBETCTBYIOIEE KOJU-
YeCTBO AKTHBHOIO KOMIIOHeHTa. Popma eIuHuY-
HOH J103bI MOXKET OBITH B BHJIE YIIAaKOBAHHOTO IIpe-
napara, Ipy 3TOM yNAaKOBKa COJEPIKUT JUCKPETHBIE
KOJIMYECTBA IIperapara, Takhe Kak yIaKOBaHHbBIC
TaOJETKH, KaICyJIbl M TOPOIIKH B MPOOHUPKaX HIIH
ammynax. Kpome Toro, ¢opmoil equHIYHON JO3BI
MOJKeT OBITh caMa 1o cebe Karcyia, Tabierka, 00-
JIaTKa WM JIETIEIIKa, WA 3TO MOXKET ObITh COOTBET-
CTBYIOILIEE YHCIIO JIFO00H U3 HUX B YIIAKOBKE.

KonmuuecTBo akTHBHOrO KOMIIOHEHTa B €/1H-
HUYHOHM 103e Ipenapara MOXET OBbITh Pa3iIMYHBIM
unu ycra"oBneHHbIM OT 0,1 mo 1000 mr, npennou-
tutesbHo oT 0,1 10 100 Mr, B 3aBUCHMOCTH OT KOH-
KPETHOTO TIPHMMEHEHUSI M CHJIBI aKTUBHOTO KOMIIO-
HeHTa. KoMITo3uImst Takke MOXKET, 0 JKEJaHHIo,
COJIepIKaTh APYTHE COBMECTHMBIE TEPATIEBTUIECKHUE
areHThI.

IIpn TepameBTHYECKOM HCIHONb30BAHUH IS
neyenus oxupenus, NIDDM unu BocnanuTenbHbIX
COCTOSIHMH COCIMHEHHMs, MCIONb3yeMble B (apma-
LEBTUYECKOM CII0CO0e 0 U300pETEHHIO, BBOISAT B
HavyalbHOM n03e oT mnpubmmsutensHo 0,001 mo
npubmuzurensao 100 mr/kr exennesHo. [Ipenmnou-
TUTEJIBHBIA UaNa3oH CYyTOYHOM 03bI COCTABISIET
npubmmzurensHo ot 0,1 no npubiamsurensHo 10
MI/KT. J103bI, OIHAKO, MOTYT OTJINYAThCS B 3aBHCHU-
MOCTH OT TpeOOBaHHWII MAaIMEHTa, CEPhE3HOCTH CO-
CTOSIHHSI, KOTOPOE JIeuaT, ¥ MCIIOIb3YEeMOTO COeIu-
HeHusi. OnpeneneHne HaJylexariedl 10361 B KOH-
KPETHOM CHUTyallMl OCYILIECTBIIETCS MPaKTHKYIO-
muM BpadoMm. Kak mpaBuio, JiedeHne oObIMHO Ha-
YMHAIOT C HEOOJIBIINX 7103, KOTOPbIE MEHBIIIE, YeM
onTuManeHas Jo3a coeauHeHus. Ilocie sToro mo-
HEMHOT'Y 7103y YBEJIMYHBAIOT, ITOKa He Oyner moc-
TUTHYT ONTHUMAIBHBIA 3(QQEKT NpH AaHHBIX 00-
crositenbeTBax. [ ynoOcTBa mosHast exeqHeBHAs
71032 MOXET OBITh, IPH KETaHUH, Pa3eicHa U BBO-
JUTHCS 110 YaCTAM B TCUCHHE JTHS.

CaeneHusi, NOATBEP KAAIOIINE BO3MOKHOCTD
OCylIeCTBJICHUS H300peTeHH

Crenytomue mpuMepsl IpeuIaraloTcs JHIIb B
Ka4ecTBE WJUIIOCTPAMM U HUKOUM 00pa3oM He or-
paHUYMBAIOT 00bEM N300pETEeHUs.
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[Tpumepst

PeareHThl ¥ pPacTBOPUTENH, HCIOJIb3yeMble
HIDKE, MOTYT OBITh TOJIy4eHbl U3 KOMMEPUECKHX
ncrounnkoB, Takux kKak Aldrich Chemical Co.
(Milwaukee, Wisconcin, USA). 'H-SIMP criekTps!
cHuManuch Ha Varian Gemini 400 MI'1; criektpo-
Mmerpe. OOoO3HaueHHs MUKOB NPUBEICHHI B Clle-
JIYIOLIEM HOPSAJKE: YUCIO MPOTOHOB, MYJIbTUILIET-
HOCTH (C, CHHIJIET; 1, TYIUIET, T, TPHUILIET; KB, KBap-
TET; M, MYJIbTHILIET; Op. C, YUIUPEHHbIH CHHIJIET) U
KOHCTAHTBl CIHMH-CIIMHOBOTO B3aMMOJICHCTBHS B
I'm. DOnekrponnsi Monmzanmonusni (EI) macc-
cniekTp 3ammchiBaaud Ha Hewlett Packard 5989 A
Macc-crekTpoMeTpe. JlaHHbIe MacC-CIEKTPOMETPUH
MPUBEACHBI B BUJIC COOTHOLICHHSA MAaCChl K 3apiaay,
C MOCJIEAYIOIM OTHOCUTEIBHBIM H30BITKOM KaX-
qmoro uoHa (B ckoOkax). B rTabmuiax equHUIHOE
3HaueHue m/e npuseaeHo aiust M+H (uwnm ecnn yka-
3aH0 M-H) monHOTO Ccozmepkanusi HamOoiee pac-
MPOCTPAHCHHBIX ATOMHBIX H30TONOB. CTPYKTYpBI
H30TOIMOB COOTBETCTBYET (OpMysiaM BO BCEX CIy-
yasx. OnekrpopacmeuiuTenpHas normzanus (ESI)
Macc-CIEKTPOMETPHUYECKOTO  aHalli3a CHATA Ha
npubope Hewlett Packard 1100 MSD anextpopac-
MBUIUTEILHOM MacC-CIIEKTPOMETPE MPH UCIIOJb30-
Banuu HP1 100 >xuakocTHON XpomaTorpaduu BbI-
cokoro pasperienus: (HPLC) ans mocraBku obOpas-
na. OOBIYHO aHANM3UpPyeMbId 00paser pacTBOPSIOT
B Metanoue npu 0,1 mMr/mit 1 1 MK pacTBOPHUTEIISI
BBOJUSIT B MacCC-CIEKTPOMETp, KOTOPBIH CKaHUPYET
B unrepBaiie ot 100 no 1500 manpToH. Bee coenu-
HEHUSI MOTYT OBITh AHAJIM3UPOBAHBI MPHU MOJOXKHU-
tenpHOM ESI 3HadueHnu, ucmonssys 1:1 ameroHuT-
pun/Boay ¢ 1% yKCycCHOW KHCIOTBI Kak JIOCTaB-
nsitomero  pactBoputens. CoeluHEHHs, MOJydae-
MbI€ HMKE, MOTYT aHAJINW3UPOBATHCS MPU OTPHILIA-
TenbHOM 3HaueHuH ESI mpu ucnons3zoBanuu 2 MM
NH4OAC B auerHuTpuiie/Boie B KauyecTBE PacTBO-
putea 1t J0CTaBKHU.

CoxkparieHust: N-ruapoKCHOEH30TPHA30IT
(HOBT), 2-(1H-6en3otpuasoin-1-mn)-1,1,3,3-terpa-
Metmtyponuit  rexcadropdocpar (HBTU), N-
MetmwiMopdommH (NMM), 1-ruapokcu-7-azabenso-
tpuazon (HOAT), O-(7-a3zaben3orpuazodn-1-mm)-
N,IN,N',N'-terpamerninyponuii rekcadropdocdar
(HATU), 1-(3-muMeTnIaMAHOIIPOIIIIT)-3-3THIIKAp-
6oauumua ruapoxiopun (EDCI).

ITpumep 1.

OTOT nmpuUMep WIUTIOCTPUPYET MOoJydeHHe S-
HUTPO-2-(3-XJ10p-5-NMUPUAUTIOKCH ) OEH3OHUTPHIIA

(1.1).

Cl
® -
A O
CN
1.1

K pactBopy 2-x110p-5-HUTPOOSH30HUTPHIIA
(18,3 1, 100 Mmmomnb) u S-xmop-3-nmupuguHona (13 r,
100 mmoip) B JIMDA (100 mi) mobaBiisitoT pas-
menbueHnblit K,CO; (13,9 1, 100 mmons). Ilocne
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HarpeBaHus npu 60°C B TeueHune 12 9 CyCHeH3HIO
BbUTHBAIOT B BoAy (1 ). IlomydenHoe TBepmoe Be-
IECTBO COOMPAIOT (UIBTPOBAHUEM, MPOMBIBAIOT
BOJIOW M CyHIaT IOJl BaKyyMOM, YTOOBI IMOJYYUThH
27,6 r (100%) Ha3BaHHOTO coeAnHEHUs, T.1ul. 104-
107°C.

'H SIMP (400 MI'r)) (DMSO-dg) & 8.755 (x,
J=2.8 T'u, 1H); 8.734 (ymmpennsiii cunrner, 1H);
8.576 (yumpennsiii cunrier, 1H); 8.542 (nn, J=9.2,
2.7 T'm, 1H); 7.689 (1, J=2.2 T'u, 1H); 7.122 (x,
J=9.2 T'y, 1H).

[Ipumep 2.

DTOT npuUMep WILTIOCTPUPYET MHOIydeHHe S-
aMUHO-2-(3-XJI0P-5-THPUANITIOKCH ) OEH30HUTPHIIA

@.1).

Cl
NH,

21

K sHepruyHo nepememmBaeMOMy pacTBOpPY
MIPOMEKYTOYHOTO COeAMHEHUs n3 npumepa 1 (6,23
r) B otaHoyie 1 TI'® mo0aBisAOT B3BECH HHUKEIS
Penes (~300 mr, Aldrich).

KonOy 3anonsstor ¢ momompio H, npu atmo-
c(epHOM [IaBIICHHUW W HaBIICHUE OTCICKUBAIOT C
nomomeio TCX. McxomHblii mpomayKT OBICTPO HC-
ye3aeT ¢ 00pa3oBaHWEM HHUTPO3OIPOMEKYTOUHOTO,
KOTOpOE TOCTETIEHHO IpeBpaIiaeTcss B He0OX0Iu-
MO€ TNPOU3BOJHOE AHWIMHA B TEYEHHE HMPUMEPHO
6onee 5 u. IlepememmBaHHE OCTaHABJIMBAIOT, U
HUKenb Penes MPUTATUBACTCA K MarHuTHOMY
cTepkHIO Memankd. OCTaBIIUiCS pacTBOp (UIIBT-
pytoT depe3 Llenut®, KOTOphIA 3aTEM MPOMBIBAIOT
9TaHOJIOM W XJIOPHCTBIM MeTwieHoM. OO0beanHeH-
HBIE OpTraHWYECKHE TIOPUUH KOHIEHTPUPYIOT, B
pe3ynbTare 4ero moayyaror 5,75 I NpOU3BOJHOIO
aHWIMHA B BHJE Maciia, KOTOPO€ HCIOIB3YIT 0e3
JNajbHENIIEH OYNCTKH.

'H sIMP (400 MTI'm) (CDCly) & 8.456 (xu,
J=1.9 I'u, 1H); 8.389 (m, J=2.6 I'u, 1H); 7.38 (m,
1H); 7.03 (M, 3H); 4.06 (M, 2H).

ITpumep 3.

DTOT MpHUMep WITIOCTPUPYeET cuHTe3 3.1.

& a
NH, cl NH ]

{ A b/gﬂ:lgs\g? ——»é\o d’s*o 1
21

K cmecu 5-amun0-2-(3-XJ10p-5-ITUPHIUIIOKCH )
oemzonuTpmia u3 npumepa 2 (0,457 r) B xmopu-
CTOM MeTHJIeHEe JO00aBILIIOT 2,4-TuXiIopOeH307I-
cynmspormnxnopun (0,456 r, Maybridge), ¢ moce-
Iyroumm pobasienneM nupuanHa (150 mxo). Ipo-
TEKaHHWE PEaKIUU OTCISKHUBAIOT ¢ momoisio TCX
U TI0CIIe €€ 3aBepIUeHMs PAaCTBOPUTENDb YIAISIOT
nox BakyymMoM. IlosydeHHBI OCTaTtok pacnpese-
JISIOT MEXAY XJIOPUCTBIM METHIIEHOM U Bojoil. Op-
TaHWYECKUH CIIOW OTHENISIOT W KOHIEHTPUPYIOT.
OcraTok pacTuparoT ¢ 3pupoM, rosrydas B pe3yJib-
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tate 0,447 r yKka3aHHOTO COeAWHEHHs B Buze Oerno-
ro TBEPAOTO BemecTna, T.IL. 154-156°C.

'H SIMP (400 MI') (CDCl;) & 8.59 (c, 1H);
8.42 (c, 1H) 8.08 (1, J=8.5 I'y, 1H); 7.72 (T, J=1.8,
1H); 7.605 (n, J=27 I'u, 1H); 7.53 (nn, J=8.5, 2 I'ny,
1H); 7.48 (an, J=9.4 I'u, 1H); 7.22 (c, 1H); 7.0 (x,
J=9.0 I'u, 1H). m/e (M-H) 456.

[onmy4eHHoe coeMHEHHE OKHCISIOT 10 COOT-
BeTCTBYIOUIEro N-OKCH/la MUPHIUHA, UCTIONb3YS 3-
XJIOPIIEPOKCHOCH30MHYI0 KHCIOTY B XJOPHCTOM
MeTHIIeHE, C IMoydeHneM 3.2 B Bujae 0eoro TBep-
noro Bemectsa, m/e 470 (M+H).

QQ”‘““Q

IIpumep 4.
OTOT mpuUMep WILTFOCTPHPYET cuHTe3 4.1.

&gaﬁ o¥e)

4.1

VKa3aHHoe COEIMHEHHUE II0JIy4aroT, UCIOJIb-
3yd MCTOJUKY, aHAJIOTUYHYIO ONMCAHHOU B Inmpume-
pe 3, HauuHas ¢ 1,6 T TPOU3BOJAHOTO aHWIIMHA, CO-
IJIACHO METOJMKE B COOTBETCTBHHU C IIPUMEPOM 2 U
1,6 T 4-(Tpudropmeri)OeH30ICYIb(GOHMIXIIOpHIA
(ot Maybridge). Celpoli THpOAYKT, OCTaBIIMICA
mocie 00pabOTKH, OYHINAIOT C TOMOIIBIO (PIdII-
xpomarorpa¢pun Ha KpemHe3zeme, smoupys 10%
STHIIALETATOM/INXJIOPMETAHOM, 3aTEM PACTUPAIOT
C 3TWIOBBIM 3(PHPOM W COOHMPArOT B BHAC OEIIOT0
mopomika (1,04 r, 35% Beixon), T.1u1. 143-144°C.

TIpumep 5.

OTOT NpuMep WLTIOCTPUPYET cUHTe3 5.1.

1 Cl
éL e o]
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2.1 5.1

cp,

YKa3aHHOE COEAMHEHHE IIOJIy4aroT aHajo-
TMYHO TOMY, KaK ONHCAHO B IpUMEpe 3, HaUUHAs C
397 Mr npou3BOAHOTO AHWIMHA, MOJyYEHHOTO Kak
OMMCAHO B puMepe 2, u 345 Mr 2-XIopnupuIui-5-
cynphoHmIxopuaa  (MOJYYEHHOTO  COTJIACHO
Hoffman, R.V., Org. Syn. Coll. Vol. VIL, p. 508-
511). Celpoii nmpoIyKT, ocTaBLIMHCS Tocie oOpa-
0OTKM, OYMIIAIOT C IOMOLIBIO (IIBII-XPOMATO-
rpadgun Ha KpeMHe3eMme, Hmonpys 15% stunanera-
ToM/nuxsopMeranoM. IlomyueHHoe TBepaoe Belie-
CTBO NEPEKPUCTAIN30BBIBAIOT U3 JUXJIOPMETaHa U
MOTy4aloT yKazaHHoe coequnernue (270 mr, 40%) B
BHE Oesroro TBEpaOro BemecTa, m/e 419 (M-H).

IIpumep 6.

OTOT NpUMEpP WILTIOCTPUPYET cUHTE3 6.1.

ol J:;CNF &Kg““@@
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VKa3aHHOE COEAMHEHHE IOJy4aoT aHajo-
TMYHO TOMY, KaK OIHMCAHO B MpuMepe 3, HauMHas ¢
400 Mr IpPOM3BOJHOTO aHWINHA, TIOyYEHHOTO, KaK
omucaHo B mpumepe 2, u 349 wmr 3-
NUPUIWICYTbQOHUIXIOpHUAA (MOJIYYEHHOTO TIpH
UCIIOJIb30BaHUK CIIOCOOOB, aHAJIOTMYHO OITUCAaH-
HeiM B J. Med. Chem. 40:1149 (1997)). Ceipoii
NPOJYKT, OCTaBIINIicS nocie 00paboTKU, OUNIIAIOT
¢ ToMoIIblo QudLI-XpoMarorpaduu Ha KpeMHe3e-
Mme, amonpys 1% staHonom/guxiopmeranoM. Ilo-
JTy4E€HHOE TBEPOE BEILIECTBO MEPEKPHUCTATITN30BBI-
BAIOT U3 IUXJIOPMETaHa/AU3THIOBOTO 3pHpa U co-
Oouparot B Buze Oenoro TBepmoro BemiecTBa (121
Mr, 19%), T.m1. 161-2°C.

Amnanoru4so, 6.2 Mojay4yaroT U3 IPOU3BOJHO-
ro anwmHa 2.1 u S-TpudTopMeTHI-2-NUPUANH-
cynbdonmnxnopuaa, T.aut. 174-176°C.

' oy
N N
Q0
(6] 00
CN

6.2
Ipumep 7.
DTOT mpuUMep WLTIOCTPUPYET NodydeHue 7.1.

| ] cocH,
NH, /O/cocu, S/Q/
+
o Neurs
N do N

B kpyrnonoHHyro KonOy 3arpykaroT IpOU3-
BOJIHOC aHWJIMHA, MOJYYEHHOE COTJIACHO IPHMEpPY
2 (229 wr, 0,94 w™mMonb), 4-aneTHIOCH30JI-
cynspormxiopun (205 mr, 0,94 MMOIIb, TOTyYeH-
HbIit cornmacHo Hoffman, R.V., Org. Syn. Coll. Vol.
VII, p. 508-511), mupuaun (75 wmr, 0,94 mmodnb,
Aldrich Chemical Co.) 1 KaTaJIUTHYECKOES KOJIHUE-
ctBo DMAP (nmumernnamuHonupuaus) (Aldrich
Chemical Co.). [lo6aBnsitoT 5 M1 qUXJIOPMETaHa U
PEaKLHMOHHYIO MacCy IepeMEIINBalOT P KOMHAT-
HOW TeMmepaType B T€4eHUe § 4. 3aTeM peakIHOH-
HYI0 Maccy pa30aBisiloT 25 MII IUXJIOpMETaHa |
tiiarensHo npomeiBaroT 10 mur 1IN HCI1 u pacco-
oM. Opraamdeckylo 4acTe cymatr Hag MgSO, u
MPOITYCKAIOT 4Yepe3 CIOM M3 CHIIMKareis, 4ToObl
yZIaJIuTh OCHOBHBIE TpuMecH. [lomyduenHoe TBepaoe
BEIIECTBO PACTHPAIOT B TEKCaHe, MOoiydas B pe-
3ynpTate 362 mr (90%) yka3aHHOTO COCIMHEHHUS B
BU/Ie 0JIOro TBEP/IOTrO BEIIECTBA.

'H SIMP (400 MI'nr) (dg-DMSO) & 10.81 (1H,
c); 8.52 (1H, n, J=1.8 T'u); 8.43 (1H, 1, J=2.3 T'n);
8.11 2H, an, J=6.8 I', 2.0 I'm), 7.90 (2H, nxa, J=6.8
I'u, 2.0 I'm); 7.85 (1H, on, J=4.4 Tu, 2.2 T'u); 7.53
(1H, n, J=2.7 T'm); 7.35 (1H, o, J=9.1 'y, 2.8 Tm);
7.35 (1H, g, J=9.1 T'n); 2.61 (3H, c).

MS ESI m/e: 425.8 (M-H).

CoenvHeHns, MpUBEICHHBIE B Ta0n. 1, momy-
YaroT, HUCTONB3YsI METOIUKH, ONMCAHHBIE B MPUMeE-
pax 1-7.
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Tabmuma 1

Rc

QQ "
Ra |Rb Rd 1.1111., °C
72 Cl | H Cl CH; 181-182
73 H H OCF, H 118-120
74 H H CN H 160-163
75 H H | SO,CH;, H 174-175

ITpumep 8.

OT0T mpuMmep WUIIOCTPUPYET IMOJTydYeHue 3-
¢dTop-4-(3-X70p-5-MPHUANIOKCH ) HUTPOOEH30I1a

(8.1). |
s¥en

8.1
3,4-Tudroprutpobenson (5,0 r, 32 MMoIs) 1
5-X70p-3-IMpUINHON  OOBEOUHSAIOT, HCHOIB3YA
croco0, ONUCaHHBIN B ipuMepe 1, 9ToOBI MOTyYUTh
8,2 I Ha3BaHHOT'O COEIMHEHHS.

'H SAMP (400 MI'm) (DMSO-de) & 8.562 (m,
J=1.9 'y, 1H), 8.537 (&, J=2.5 T'u, 1H), 8.384 (ux,
J=10.8, 2.8 I'u, 1H), 8.117 (ang, J=9.1, 2.7, 1.5 I'yy,
1H), 7.967 (1, J=2.2 T'u, 1H), 7.418 (ax, J=9.2, 8.4
I, 1H).

IIpumep 9.

OTOT mpuMep WUIIOCTPUPYET MOJIydeHHe 3-
¢drop-4-(3-xmop-5-mupuaunokcn)anmuaa (9.1).

Cl

Qo
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F
9.1

Hcnonp3yst METOINKY, OMMUCAHHYIO B TIPHMeE-
pe 2, 3-drop-4-(3-x1m0p-5-NMUPUAUIOKCH )HUTPO-
oenson (8.1, 8,0 ) mpeBpamawT B Ha3BaHHOE CO-
€IMHEeHHEe, KOTOPOE MCIOJIb3YIOT HEMOCPEACTBEHHO
B TIOCJIEIYFOIIMX PEAKLUSIX.

MS (M+H) 239.1.

'H AMP (400 MTI'u) (CDCl3) & 8.242 (ymm-
pennslii cunrner, 2H); 7.142 (n, J=2.2 T'u, 1H);
6.937 (1, J=8.7 Ty, 1H); 6.512 (an, J=12, 2.6 T,
1H); 6.444 (nmn, J=8.4, 2.7, 1.4 I'm, 1H); 3.62
(ymmpenHslii cunriet, 2H).

IIpumep 10.

OTOT mTpuUMep WIUTIOCTPUPYET TIOTy4ICHUE
10.1.

Q. J:;r L;f ”“;%3?

10.1
3—(I)TOp-4—(3—XHOp—S-HI/IpI/IZ[I/IHOKCI/I)aHI/IJII/IH
(239 wr, cm. mpumep 9) u 2,4-muxIop-
6emsoncynphormxiopun (416 wmr, Maybridge),
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OOBEIMHAIOT AaHAJIOTHMYHO METOJMKE, ONUCAHHOU B
npumepe 3. CpIpoii TPOTYKT OYHIIAIOT C TOMOIIBIO
¢udII-xpomMaTorpau Ha KpeMHeE3eMe, SIIOUpYs
5%  oTumaneraTom/auxiopmeraHoM.  Dpakuuu
OPOAYKTa KOHICHTPUPYIOT W TBEPAOE BEIIECTBO
MEePEKPUCTAIIIM30BBIBAIOT U3 JUAITUIIOBOTO 3upa/
reKcaHa, Mojy4as yKa3aHHOE COCIAMHEHHE B BHJIC
6enoro tBeproro BemectBa (350 mr, 45%), T.mL.
149-151°C.

IIpumep 11.

DTOT mpUMEp WUIIOCTPUPYET MOIy4YCHHE
11.1.

o¥e) é@“

3-(13T0p—4-(3-XJIOp-S—HI/IpI/I,HI/IJIOKCI/I)aHI/IHI/IH
(310 mr, cm. mpumep 9) u 4-meTUNTHOOSH30I-
cynbhoHMIXIOpUA (298 MT, MOTyYaroT, KaK oImuca-
HO y Burton, et al., J. Chem. Soc, 604-5 (1948)),
OGBCJII/IHHIOT AHAJIOTHMYHO MCTOJIUKCE, OINMCAHHOM B
npumepe 3. CpIpoii TPOIYKT OUUIIAIOT C TOMOIIBIO
(dmaur-xpomarorpa@uu Ha KpeMHE3eMe, JJH0HPYS
JTHIIAIleTaATOM/TeKCaHOM/ muxiaopmeranoM  (1:5:4).
@®pakuun NPOAYyKTa KOHLIEHTPUPYIOT M TBEpAOE
BEIIECTBO NEPEKPUCTANIM30BBIBAIOT M3 TIeKca-
Ha/AMATHIOBOTO 3(Hpa, TOIy4as yKa3zaHHOE CO-
enHeHne B Buie Oemoro TBepAoro BemecTsa (315
MT, 57%), T.ru1. 130-131°C.

VYkazaHHOE COEAMHEHHE OKHUCIIIOT C IIOMO-
mpt0o MCPBA B coorBercTBytomuii cynbhokcua
(11.2, T, 140-144°C). CooTBETCTBYIOIHN CYJIIb-

QSCH;
Cl S

¢on (11.3) mnomyuator, wucnons3ys 4-(merui-
cyabhoHmw)oeH30cynbhoHmwIXIopu (T.Iwi. 165-
168°C).

Ipumep 12.

OTOT mpuMep HIUIIOCTPUPYET IOIY4YEHUE

Qo <;*“ ;
VYkazaHHOE COEIMHEHHE TIIONyYaloT B COOT-
BETCTBHH C METOJINKOM, aHAJIOTUYHOM OIMCAaHHOH B
npumepe 3, HCXonus M3 3-IUPHIHICYJILGOHHI-
xnopuaa (335 mr, cM. npumep 6) u 3-prop-4-(3-
xJnop-S-mupuamiokcn)anwiuHa (310 mr, cMm. npu-
Mep 9) ¢ 100aBiICHHEM KaTaJTUTHYCCKOTO KOJIHYe-
cTBa 4-auMerunamuHonupuanHa. Korma peaxius
3aBeprraeTcs o gaHHbM TCX, cMech QUIBTPYIOT,
YTOOBI YAAIHTh aMUHOBEIC conu. DUIbTpaT KOH-
LHEHTPUPYIOT W OCTaTOK OYHIIAIOT C ITOMOIIBIO
(mam-xpomarorpadu Ha KpeMHe3eMe, SITIOUPYS
5% wMetaHonoM/uxnopMeTaHoM. Ppakiuu IMpo-
IyKTa OOBENUHSIOT, KOHICHTPHPYIOT W OCTAaTOK
pacTupaT ¢ AUITHIOBBEIM A(PHPOM, MONTydas yKa-

3aHHOE COEIUHEHHE B BHUjE OEIOoro TBEPAOro Be-
mectsa (221 mr, 32%), T.mn. 129°C.

12.1.

Q Q““m\ ot
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IIpumep 13.

OTOT mpuMep WLTIOCTPUPYET cuHTe3 S5-(4-
arnetuioeH30cybhpoHaMu10-2-hTopdheHoKcH)-3-
xyopnupuauHa (13.1).

0\\540
NH, “NH
o
F F

Ch O

o
- _
N

9.1 131

OTOT NPOJIYKT MOIYYaroT, UCHOJB3Ys METO-
UKy, omucaHHylo B mpumepax 10-12, ucxons us
238 mr (1,0 mmonp) ammmuaa 9.1, 218 mr (1,0
MMOJIb) 4-aleTnioeH30IICYNb)OHWIXIIOpHAA, 79 Mr
(1,0 MMoITB) MUPUIMHA, KAaTATUTHYECKOTO KOJIMYe-
crBa DMAP u 5 ma xsopucroro merusnena. Ha-
3BaHHOE COCIWHEHHE TIOMYJaloT B BHIE Oe€Ioro
TBepaoro BemecTa (269 mr, 64%).

'H SIMP (400 MI'n) (dg-DMSO) & 10.75 (1H,
n, J=4.7 T'm); 8.38 (1H, o, J,=4.8 ', J,=2.1 I'n);
8.26 (1H, mn, J;=5.0 I'y, J,=2.4 T'm); 8.09 (2H, m);
7.91 (2H, m); 7.52 (1H, an, J,=4.7, T'n J,=2.6 T'm);
7.21 (1H, ar, J;=5 T'u J,=1.0 T'm); 7.12 (1H, ax,
J=122 Tu J,=1.0 T'm); 6.92 (1H, &, J=8.8 I'my); 2.59
(3H, 1, J=2.1 T'w).

MS ESI m/e: 418.7 (M-H).

IIpumep 14.

OTOT mpUMep WILIIOCTPUPYET CHUHTE3 3-XJIOp-
4-(3-xmop-5-nupuaunokcu ) HuTpoOen3ona (14.1).

Cl

o,
re)
Cl
14.1

3-Xnop-4-¢propaurpodbenzon (5,0 1, 28
MMOJIb) B S5-XJIOp-3-TTUPUINHON OOBEIUHSIIOT, WC-
HONB3ysl HPOILecC, ONMMCAHHBIM B mpumepe 1, mis
noxy4yeHus 7,9 r Ha3BaHHOTO COCMHEHHUS.

'H SIMP (400 MI't) (DMSO-ds) & 8.571 (x,
J=2.0 T'u, 1H); 8.509 (0, J=2.4 I'y, 1H); 8.499 (x,
J=2.7T'n, 1H); 8.208 (nxn, J=9.0, 2.7 I'u, 1H); 7.949
(t,J=2.3 T'u, 1H); 7.335 (1, J= 9.1 T'y, 1H).

ITpumep 15.

OTOT mpuMep WLTIOCTPUPYET MNOJIydeHHe 3-
xJop-4-(3-xyop-5-nupuauinokcu))anuiarHa (15.1).

s¥en

N.

Ao ,
1

15.1

Ucnons3ys MeToauky npumepa 2, 3-xmnop-4-
(3-xJ10p-5-nMpUIMIIOKCH )HUTPOOEH301 (7,6 T) Tpe-
BpamaloT B Ha3zBaHHOe coenuHenue (7,2 T), KOTO-
PO€ HCTIONB3YIOT HETIOCPEIICTBEHHO Ha CleIyronieh
CTaJuN.

'H SIMP (400 MI'w) (CDCl3) & 8.244 (ymm-
pennbrii cunrner, 1H); 8.211 (ymupeHHBIH CHHT-
net, 1H); 7.096 (ymmpennsiii cunrner, 1H); 6.929
(n, J=8.6 I'u, 1H); 6.785 (n, J=2.6 I', 1H); 6.592
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(mm, J=8.6, 2.6 T'n, 1H); 3.577 (ymmpeHHBI CHHT-
net, 2H).

MS (M+H) 255.1.

ITpumep 16.

OTOT mnpUMEp WLIIOCTPUPYET IOJy4eHUE

16.1.
= o cl

16.1.
3-Xnop-4-(3-x110p-5-MUPUAUIOKCH JaHUITHH

(410 mr, 15.1) u 2,4-nuxs10pOESH30JICYTHGOHUIXIIO-
pun (390 mr, Maybridge), 0ObeAMHSIOT aHAIOTHY-
HO TOMY, Kak omucaHo B npumepe 3. CeIpoit mpo-
KT OYHIIAIOT C MOMOIIBIO (hIIAII-XpoMaTorpadum
Ha KpeMmHe3eme, omoupys 5% sTumaneratom/
muxjopmeraHoM. Dpakmuu MpoAyKTa KOHIEHTPH-
PYIOT B OCTaTOK DPacCTHpAIOT B TEKCaHe, MOoydas
yKa3aHHOE COeIMHEHHWE B BHIE O€lI0ro TBEpIOTro
Berectna (538 mr, 73%), T.m1. 128-130°C.

'H SIMP (400 MI'y) (DMSO) & 8.40 (1, J=1.8
I'm, 1H); 8.24 (m, J=2.4 T'n, 1H); 8.06 (d, J=8.5 I'Ly,
1H); 7.90 (1, J=2.0 I'u, 1H); 7.65 (ua, J=2,8.5 I'y,
1H); 7.48 (1, J=2.2, 1H); 7.28 (n, J=2.5 'y, 1H);
7.21 (n, J=8.84 I'u, 1H); 7.10 (ax, J=2.5, 7.1, 1H).

MS m/e 465 (M+1).

Coenvnenue 16.1 okHCHSIOT ¢ mOMOLIBIO 3-
XJIOPIIEPOKCUOCH30MHON KHCJIOTHI C MOJIy4YeHHEM
COOTBETCTBYyIOImEero N-OoKcHIa NMupuanHa, 16.2, B
Buze Oemoro TBepaoro BemecTBa. [locme pacTtupa-
HUS B TUAITWIOBOM 3dupe, T.Iw1. 205-207°C.

s
Folers:

16.2

ITpumep 17.
DTOT TpUMEp WIUIIOCTPUPYET IOJIy4eHHE
17.1.

1
NH, SCH,
(o]

(o]

SCH;

6\
™S
Bol
1

17.1

3-Xnop-4-(3-x10p-5-MUPUANIOKCH ) aHAITHH
(309 wmr, 15.1) u 4-meTunTHOOEH30ICYIb()OHMII-
xyopun (223 mr, morydaroT Kak onucaHo y Burton,
et al. J. Chem. Soc. 604-5 (1948)), 0ObeqHHSIOT
aHAJOTMYHO TOMY, Kak ornucaHo B rnpumepe 3. Chbl-
pOH TMPOAYKT OYHMINAIOT C MHOMOUIbI  (idI-
xpoMaTorpaduy Ha KpeMHe3eMe, DIIIOUPYs DTHII-
aIeTaToM/TeKCAaHOM/ IUXIIOPMETAHOM (1:5:4).
@®paxkuun MpojayKTa KOHIEHTPHPYIOT W IOJy4eH-
HBIIl OCTAaTOK pPacTHpalOT B I'eKcaHe, Moiydas yka-
3aHHOE COCJUHEHHE B BHJIE 0EIOro TBEPHOro Be-
mectsa (200 mr, 37%), T.m1. 96-98°C.

Oxucnenne 17.1 B cynsdokenn 17.2.

15.1
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L r
N
Q X
O o0
Cl

17.2

S(O)CH,

Coennnenne 17.1 OKHCISIOT IO COOTBETCT-
BYIOWIETO CYJIb(OKCUAA, UCIONb3ys OKUCICHHE B
Cynb(GOKCHI C IIOMOIIBIO IEPOKCHMOHOCYb(daTa
KaJIusi B METaHOJIE U aleToHe. Peakiuio oTciexu-
BatoT ¢ nmomomeio TCX. Ilocne Toro kxak peaxuus
3aBepuIaeTcs, cMech (QMIBTPYIOT, (GHUILTPAT IPO-
MBIBAIOT BOJIOH, cymar Hag MgSO,, uibTpyror u
KOHLEHTPHUPYIOT. OCTaTOK OYMILNAIOT C MOMOIIBIO
Xxpomarorpadpuu Ha KpeMHe3eMe, dIIIOHpYs C IOo-
Momipio oT 50 mo 100% »sTHiameraTom/muxiop-
MeTaHoOM. PacTBopuTens ymaxsror U3  (ppaximii
MPOXYKTA M OCTaTOK pacTHUparoT B rekcane. [Ipo-
IyKT - 6eyoe TBepoe BEIIeCTBO COOMPArOT (MIIbT-
poBanuem, momy4ast 121 mr mpoaykra 17.2 (63%),
T.auL. 127-128°C.

ITpumep 18.

OTOT TpUMEp WLIIOCTPUPYET IOJydYEeHHUE

18.1.
Cl (o]
DL 0 — OO
o Chg AN do
a o ' a
15.1 18.1

d

YKka3aHHOE COENWHEHHE IIOyYalOT, HCIIONb-
3ysl METOJUKY, aHAJOTUYHYIO ONMICAHHOW B IIpHUMe-
pe 3, HauMHas C 3-MUPUAMICYIBPOHUIXJIOPHUIA
(335 wmr, cMm. mpumep 6) u 3-xmop-4-(3-xmop-5-
nupunmiioken)anuwuaa (411 mr, 15.1) ¢ nobasie-
HUEM KaTaJIMTUYECKOTO KOJINUECTBA 4-
nuMeTuiaaMuHonupuauHa. Kornma peaxums 3aBep-
maetcs no TCX, cmech puibTpyror, 4TOOBI yaa-
JUTH CONMM amuHa. PUIbTPAT KOHLUEHTPUPYIOT U
OCTaTOK  OYMIIAIOT C  TOMOIIbI0  (udII-
xpomarorpadui Ha KpeMHE3eMe, JITIOHPYs C TOo-
Momeio 5% MeraHoma/nuxnopMeTana. Dpaxiym
MIPOAYKTa OOBEINHAIOT, KOHIICHTPHPYIOT U OCTATOK
pacTHparT ¢ JUXJIOPMETAaHOM, MOIydas yKa3aHHOE
COCIMHEHHE B BHUAE ONIOoro TBEpAOTO BEIIECTBA
(149 wmr, 22%), T.1u1. 164-165°C.

Amnanornuyno 18.2 (1.1, 174-175°C) momy-
4aloT M3 MpOM3BOAHOro aHwinuHa 15.1 u 5-
TpUTOPMETIII-2-TUPUAMHCY NG OHUIXIIOPUAA.

l
NH- Xy
Qs
& O
1
182

CoenuHeHwns1, IpUBEACHHBIE B Ta0J. 2, TOMy-
YalOT, MCIOJIb3ysS KOMMEPYECKH NOCTYIIHBIE IPO-
MEXYTOYHbIC COCTUHEHHS W/WIIM WCIIOJB3Yys IIPO-
Me)i(yTOlleIe COCAUHCHHUS U CHOCO6])I, OIIMCAHHBIC
B IPUMEPAX BBIIIIE.
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Tabnwuia 2
Rd
Cl Re
olex v
[0
Cl .
Ra | Rb Rc Rd | T, °C wim m/e
18.3 H | H CF; H 172-174°C
18.4 Cl | H CF; H 111-113°C
18.5 H | H | COCH;4 H 434.7
18.6 H | CI Cl H 460.9
ITpumep 19.

OTOT mpuMmep WUIIOCTPUPYET IoilydeHue 3-
6pom-4-(3-XJ10p-5-MTUPUANIIOKCH ) HUTPOOCH3011a

(19.1).
50
® Q

Br

19.1

3-bpoM-4-GTopHUTPOOEH30 (IOCTYIHBIH OT
Reidel) u 5-xmop-3-nmupuauHON OOBEAMHSIOT, HC-
MOJIB3YsI CIIOCO0, OMMCAHHEBIA B mpuMepe 1, 4ToObI
MOJYYUTh HA3BAHHOE COCIMHCHHE.

'H SIMP (400 MI'y, DMSO-d¢) & 8.61 (m,
J=2.6 Tu, 1H), 8.57 (n, J=2.2 Ty, 1H), 8.49 (x,
J=2.5 T'n, 1H), 8.24 (nm, J=9.3, 2.6 ', 1H), 7.94
(mm, J=2.4,2.2 T, 1H), 7.3 (1, J=9.0 ', 2H).

MS (EI) m/z 333 (25, M+H), 332 (15, M+H),
331 (100, M+H), 330 (10, M+H), 329 (76, M+H).

ITpumep 20.

DTOT mpUMep WUIIOCTPUPYET IMOJydYeHHE 3-
6pom-4-(3-xs0p-5-nupuannokcn)anmimna (20.1).

Cl

~ NH,

Br
20.1

Hcnonp3ys ciocob mo npumepy 2, 3-6pom-4-
(3-xnop-5-mupuaunokcu)HuTpoOen3on (19.1) mpe-
BpAaIllalOT B HAa3BAHHOE COEAMHEHHE, KOTOPOE HC-
MOJIB3YIOT HEMOCPEACTBEHHO Ha CIELYIOLIMX CTa-
JVISIX.

'H SIMP (400 MI'y, DMSO-d¢) & 8.32 (x,
J=2.1 I'n, 1H), 8.19 (a, J=2.5 I'u, 1H), 7.28 (ax,
J=2.4,2 I'u, 1H), 7.2 (n, J=8.7 I'u, 1H), 6.9 (n, J=
2.6 I'n, 1H), 6.62 (a1, J=8.7, 2.6 ', 1H).

MS (EI) m/e 304 (5, M+H), 303 (35, M+H),
302 (20, M+H), 301 (100, M+H), 300 (15, M+H),
299 (90, M+H).

CoenvHeHH, MPUBEICHHBIE B Ta0. 3, MOIy-
4aroT, Ucnoib3ys 20.1 1 KoMMepUYECKU AOCTYIHbIE
MPOMEXYTOUHBIE COCIMHEHHS W/WINA HCIOJb3YS
MPOMEXXYTOUHBIE COEANHEHUS U CIIOCOOBI, ONMUCAH-
HBIE B IPUMEPAX, IPUBEICHHBIX BBILIE.
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Tabmuma 3
Rd
a Rc
NH.
A o F
T
Ra Rb Rc Rd 1.111., °C
20.2 Cl H Cl H 114-115
20.3 H H SCH; H 160-162
20.4 H H S(O)CH; H 169-171°

Amnanornyao, 20.5 mTOIy4arOT W3 aHWIMHA
20.1 wu S-tpudTopMeTHI-2-THPUINHCYIb()OHIII-
xyopuaa, T.1i. 202-204°C.

a /Ic
NH. A~
Ao

Br
20.

Fs

.5

IIpumep 21.
OT0T mpuMep WILIIOCTPUPYET IOJTydYeHHe S-
(4-HUTPO-2-MeTOKCH(PEHOKCH)-3-XIOpPIHPHIHHA

@1.1).
NO, NO,

OMe OMe

211

B xpyrnononHyio koily 3arpyxarotr 2-XJIop-
5-autpoanuzon (1,03 r, 5,49 mmonbs, Avocado
Chemical Co.), 5-xsop-3-mupununon (750 mr, 5,76
MMmoiib, Aldrich Chemical Co.), kapOoHar 1e3us
(1,97 r, 6,04 mmous, Aldrich Chemical Co.) u 6e3-
BonHbI JIM®PA (16 mu). CMech HarpeBaroT HpHU
100°C B Teuenue 18 u. 3areM TeMmmepaTypy HOBBI-
watoT A0 130°C 1onoJIHUTENBHO elle B TeueHue 2
Y, TIOCJIE YEero PEeakIMOHHOW Macce IaroT OXJia-
JIUTBCS 10 KOMHATHOW TemrepaTypsl. PeakiuoH-
HYI0 cMeCh BBUTHBAIOT B 800 MJI AMCTHILTHPOBaH-
HOW BOJBI M AKCTPAarupyloT TPH pas3a C IOMOIIBIO
300 mu stunamerata. OObeTUHEHHBIE SKCTPAKTHI
cymiar Hax MgSO,; u ¢unbTpyror. PactBoputens
yIAISIOT U3 (uibTpaTta moJ BaKyyMOM WU CBIPOii
MPOAYKT  OYHMINAIOT C  MOMOMIBIO  (hud-
xpomarorpadpuu Ha cuiukaresne (5% rekcaH B
CH,Cl, B kayecTBe IIOCHTA), IOTyYass HA3BAHHOE
coemunenue (1,42 r, 93%) B BuIE )KEATOTO TBEPHO-
T'O BEIIECTBa.

MS ESIm/e: 281.1 (M + H).

Ipmmep 22.

OTOT mpuMep WLTIOCTPUPYET cuHTe3 S5-(4-
aMHUHO-2-METOKCH(PEHOKCH)-3 -XJIOPIHPHINHA
(22.1).
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NO, NH,
OMe E;\OMe
Cl\(ﬁ/ Cl: ~ 0
N N~
21.1 22.1

Hcnonp3ys crnocol, ONMCaHHBIA B IPUMeEpE 2,
HHUTPOCOCIUHCHUE, MONy4eHHoe B mpumepe 21
(1,54 1, 6,56 MmMonb), mpeBpamatoT B 1,38 1 (99%)
Ha3BaHHOTO COCOUHEHUs B BHJE TPI3HO-OENOro
TBEpAOro BemiecTBa. [IpoayKT HUCIONB3YIOT 0e3
JManbHEHIel oYnCTKU (TIPU CTOSHUHM B TCYCHHE
HECKOJIbKUX JHEHl Ha BO3JyXe COEJMHEHHUE Mpuoo-
peraeT TeMHO-KOPUYHEBBIH LIBET).

MS ESI m/e: 251.1 (M + H).

ITpumep 23.

DTOT mpUMep WUIIOCTPUPYET CHHTE3 S5-(4-
(2,4-nuxopoen3oncyibhoHaMuI0)-2-MeToKcude-
HOKCH)-3-xopnupuausa (23.1).

E 0?3'(0
NH
Cl
oMe @\OMG
Cl l\(‘j

NH,

O

22.1 23.1

B kpyriomoHHYI0 KOOy 3arpyKarT MPOU3-
BoaHoe anunuHa 22.1 (96 mr, 0,39 mmons), 2,4-
nuxstopoenzoncyabponmaxmopun (104 wmr, 0,42
MMmonb, Maybridge Chemical Co.), nupuann (28
Mr, 0,39 mmonb, Aldrich Chemical Co.) u karanu-
tryeckoe koimdectBo DMAP (Aldrich Chemical
Co.). [obaBusroT 3 MII OUXJIOpMETaHa M pPeaKIu-
OHHYIO CMECh INEPEMEIINBAIOT TPH KOMHATHOM
Temnepatype B tedenue 8 u. IlomydeHHyro cmech
3aTeM pa30aBiIAIOT 15 M1 guXJopMeTaHa W TIa-
TeapHO mpombiBatoT ¢ momomisio 10 mir IN HCI u
paccona. OObeIUHEHHbIE OpPraHUYECKHE IOPLHU
cymat Hag MgSQO,, 3aTeM MpOIyCKalT Yepe3 CIou
CHJIMKAressi, YToObl yNJINTh OCHOBHBIC NPUMECH.
PactBopuTtens ynansior u3 QuibTpaTa U MOJIydYeH-
HOE TBEp/IO€ BEIIECTBO PACTUPAIOT B T'€KCaHe, IOo-
nmydasi Ha3BaHHOE coenuHerue (69 mr, 40%) B Buze
0eoro mMopoIIKa.

'H SIMP (400 MI'nr) (dg-DMSO) & 10.81 (1H,
¢); 8.29 (1H, g, J=2.1 T'w); 8.11 (1H, 1, J=2.4 I'n);
8.07 (1H, n, J=8.5 T'm); 7.88 (1H, 1, J=2.0 'm); 7.63
(1H, nn, J=8.7 I'y, 2.1 I'y); 7.20 (1H, nn, J=4.4 Ty,
2.1Tm), 7.07 (1H, n, J=8.7 I'm); 6.91 (1H, 1, J=2.4
I'm); 6.68 (1H, an, J=8.7 I'y, 2.5 I'); 3.65 (3H, ¢).

MS ESI m/e: 459.0 (M + H).

ITpumep 24.

OTOT THpHMEp WLIIOCTpUpPYeT cuHTe3 S5-(4-
MeTWICYIb()OHMIOEH30IICY B OHAMUIO0-2-METOK-
cudenokcn)-3-xnopnupuauna (24.1).

004887
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NH,

MeO,S
OMe

! \ Cl\(j/f)
N/ P

N

‘OMe

22.1 24.1

HasBaHHOe coenvHEHHE IMONTyYaloT, HCIIONb-
3ysl OOIIYI0 METOIUKY, ONIMCAHHYIO B Ipumepe 22,
ucxonas u3 150 mr (0,61 mMMOnB) TPOU3BOJHOTO
anmnuHa, 155 mr (0,61 mmons, Aldrich Chemical
Co.) 4-mermicynbhoHOSH30CYTbYOHMITXIOPHIA,
48 mr (0,61 MMOiB) MUpHUANHA, KAaTaJIUTHYECKOTO
konuyectBa DMAP u 5 M XJIOpUCTOrO MeTUIIEHA.
[IpoBexns mporece, MOTYYIar0T HA3BaHHOE COEIHMHE-
Hue (67 mr, 24%) B BUe OEIOro TBEPIOTO BEIIECT-
Ba.

'H SIMP (400 MTI'i) (de-DMSO) & 10.63 (1H,
¢), 8.30 (1H, m, J=2.0 I'm), 8.14 (2H, m), 8.04 (1H,
nn, J=8.6 I'u, 1.9 I'm), 7.27 (1H, nn, J=4.5 T'u, 2.2
I'm), 7.08 (1H, 1, J=8.6 I'y), 6.93 (1H, 1, J=2.4 I'y),
6.70 (1H, nnm, J=8.6 'y, 2.4 I'y), 3.67 (3H, c), 3.28
(3H, ¢)

MS ESI m/e 4670 (M-H).

ITpumep 25.

OTOT mpHMep WLIIOCTPUpPYET cuHTe3 S5-(4-
aneTHI0EH30IICYTH(OHAMUIO-2-METOKCH(DEHOKCH )-
3-xmopnupuanHa (25.1).
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NH, @ “NH
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221 25.1

HasBaHHOe coeaMHEHHWE TOJIy4YaroT, UCIOJIb-
3ysl METO/IMKY, ONMCAHHYIO B IpUMeEpe 7, UCXOs U3
82 mr (0,33 mMMoib) Ipou3BOAHOrO aHwinHA 22.1,
72 mr (0,33 mmous) 4-aneTunOeH305CyIbPOHMI-
xmopuaa, 26 mr (0,33 MMoOIB) THpUANHA, KaTalld-
THYeckoro kommdectBa DMAP u 2 M1 ximopuctoro
MeTmieHa. Ha3BaHHOe coennHeHHe MomydaroT (92
Mr, 65%) B Brze 6e0ro TBEpAOro BEIIECTBA.

'H AMP (400 MI') (dg-DMSO) & 10.52 (1H,
¢), 8.29 (1H, n, J=1.9 I'n), 8.10 (3H, m), 7.92 (2H,
nn, J=8.0 I', 2.3 T'm), 7.23 (1H, nn, J=4.5 T'n, 2.4
I'm), 7.06 (1H, 0, J=8.6 I'n), 6.93 (1H, nx, J=8.6 I'y,
2.4 T'm), 6.70 (1H, nn, J=8.6 ', 2.4 I'n), 3.65 (3H,
c), 2.60 (3H, ¢).

MS ESI m/e 431.1 (M-H).

Amnanoruyso, 25.2 u 25.3 noay4aroT U3 Hpo-
M3BOAHOTO aHWIMHA 22.1 W moaxosmiero cynbdo-

HWIXJIOPUAA.
a CF;
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o”s\o z
OCH,

252Z=N
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[Tpumep 26.

DTOT npuMep WUIIOCTPUPYET MHOIyudeHHe S-
HUTPO-2-(3,5-mudropheHOKCH )OEH3OHUTPHIA
(26.1).

F

NO,

26.1

2-Xmop-5-uutpodbenzonutpmwn (4,6 1, 25
MMOJIb) U 3,5-mudTopdeHON MOABEPrarT B3aHMO-
JICHCTBUIO, MHCIIOJIB3Ysl METOJUKY, OINMCAHHYK B
npumepe 1, ¢ oOpazoBanueM 6,6 T Ha3BaHHOT'O CO-
€/INHEHUSL.

'H SIMP (400 MT'm) (CDCly) & 8.598 (x,
J=2.8 T'u, 1H); 8.396 (ann, J=9.3, 2.8, 1.2 I'n, 1H);
7.259 (n, J=0.8 I'u, 1H); 7.044 (n, J=9.6 I'u, 1H);
6.821 (m, 1H); 6.722 (m, 2H).

AHaNOrM4YHO, NOJBEPIalOT B3aUMOJEUCTBUIO
4-x10p-3-AHUTpOOCH30HUTPUI (4,6 T, 25 MMONB) H
3,5-audropdeHon s TOro, YToObI MOMYUUTH 6,9 T
3-autpo-4-(3,5-nudropdenokcn)0eH30HUTpIIIA
(26.2), T.m1. 132-136°C.

F

ol
©/N02

CN
262

'H SIMP (400 MI') (DMSO-d¢) & 8.72 (u,
J=2.0 I'u, 1H); 8.165 (nn, J=8.8, 1.9 T'u, 1H); 7.422
(n, J=8.8 T'u, 1H); 7.227 (m, 1H); 7.103 (m, 2H).

ITpumep 27.

DTOT mpuMep WUIIOCTPUPYET MOITydeHHE S-
amuHO-2-(3,5-mudropdeHokcH)oeH30HNTpHIIA
27.1).

F

NH,

CN

27.1

Hcnonb3yss METOAMKY, ONKCAHHYIO B IpHMe-
pe 2, 5-autpo-2-(3,5-mudTopdheHokcu)oeH30-
HuUTpHa (26.1, 6,6 T) mpeBpamalOT B Ha3BAaHHOE
coenunenue (5,47 r, 1., 80-84°C), xoropoe uc-
MOJIB3YIOT HEMOCPEACTBEHHO Ha CIIEAYIOUIMX CTa-
UsiX.

'H SIMP (400 MI'i) (TFA/DMSO-d¢) & 11.2
(ymmpenssiii cunriaer, 2H); 7.083 (x, J=9.2 I'm,
1H); 7.077 (n, J=2.8 T'u, 1H); 7.033 (nn, J=9.2, 2.4
I'u, 1H); 6.998 (1, J=9.2, 2.4 T'n, 1H); 6.727 (nx,
J=8.4,2.0 I'y, 2H).

Amnanornyso, 3-amuHO0-4-(3,5-mudTopheHok-
cu)0eH3oHuTpIII (27.2) monyvarot u3 26.2.
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Q.

CN

NH,

272

'H SIMP (400 MI'u) (DMSO-dg) & 7.14 (xn,
J=2.0 I'u, 1H); 7.03-6.96 (M, 3H); 6.70 (az, J=8.6,
2.3 I'u, 2H); 5.60 (c, 2H).

CoenuHenusi, IpuBeieHHbIE B Tabn. 4, moiy-
YaroT, UCTIONB3YS 27.1 1 KOMMEpYeCKH JTOCTYITHEIE
3aMeIIeHHBIe OEH30JICYIb(OHWIXIOPUABI  H/WIH
UCTIONB3YS MPOMEXYTOUHBIE COSAMHEHUS U CIOCO-
Obl, OITCAaHHbIE B IPUMEPax, IPUBEACHHBIX BBIIIE.

Tabmuua 4
Rd
F Re
d o
F O/Q/ Ra
CN
Ra | Rb Re Rd | T °C
W m/e
27.3 Cl H Cl H 452.7
27.4 H H OCH; H 414.8
27.5 H H I H 510.6
27.6 H H C(O)CH;,4 H 482.7
27.7 H H CF; H 141-144°C
IIpumep 28.
OTOT npUMep WLIIOCTPUPYET MOJydYEeHHE
28.1.

r e
SRSV I Sas Fien
> NH
I CN g% Ct ¢ &

281

3-AmuHo-4-(3,5-nudTopheHoKcH)OeH30HUT-
pun (201 wmr, 27.2) m 2,4-a1uxnopOeH30IICYIIb-
¢donmnxaopuxn (302 mr, Maybridge), noaseprator
B3aMMOJEHCTBHUIO TakK, KaK OIMCAHO B IpUMeEpe 3,
3areM HarpeBaroT 10 40°C. CpIpoll IpOAYKT, NOTY-
YeHHBIH TOCNIe 00pabOTKH, OYHINAIOT C ITOMOIIBIO
¢mm-xpomarorpa@uu Ha KpeMHE3eMe, JIIONPYS
quxiopMeraHoM. @pakMy NPOAYKTa KOHIEHTPH-
PYIOT M OCTaTOK PAaCTHPAIOT C IUATHIOBBIM 3(H-
poM, MoJTydasi yKa3aHHOE COCIUHEHHE B BHIE Oelo-
ro tBepaoro Bemiectsa (150 mr, 37%), Tt 197-
200°C.

ITpumep 29.

OTOT mpuMep WUIIOCTPUPYET MOJIydeHHe S-
HUTPO-2-(3,5-1uxopheHOKCH ) OCH30HUTPILIIA
(29.1).

Cl

i NO,
a 0~ :

CN

29.1
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2-Xmop-5-uutpodbenzonutpmwn (0,9 r, 5
MMOJIb) U 3,5-1uxJTOp(GEHOJ MOABEPraroT B3aMMO-
JIEHCTBUIO, HWCTONB3YS METOIHKY, ONHCAHHYIO B
npumepe 1, yTo6sI nomyuuTs 1,5 r HA3BaHHOTO CO-
enuHenus, 1.1, 188-190°C.

'H SIMP (400 MT'm) (CDCly) & 8.597 (x,
J=2.4 T'u, 1H); 8.397 (ann, J=9.2, 2.8, 0.8 I', 1H);
7.360 (nm, J=3.2, 2.0 T'u, 1H); 7.089 (ax, J=1.6, 0.8
I'u, 2H) 7.008 (z, J=9.6 'y, 1H).

ITpumep 30.

OTOT mpUMEp WUTIOCTPUPYET MOIydeHHE 5S-
aMuHO-2-(3,5-muxn0ppeHOoKCH ) OCH30HUTPIIIA
(30.1).

<l
i NH,
a OQ/
CN
301
K pacTBopy 5-auTpOo-2-(3,5-1uxnop-

(henokcn)oenzonntpuaa (29.1, 1,5 r) B sTunaneta-
Te (45 M) HO0aBISAIOT TUTHAPAT XJOPHAA OJOBA
(5,47 r). Cmecw Harpesatotr mpu 85°C 30 muH, B
TeueHHne KOTOPbIX 00pa3yercst TOJCThINA Oeblil oca-
JIOK. PeaklMOHHBIA CcOCYy]] OXJaXIalT U CMECh
obpabatsiBator 100 mu 0,5N NaOH. ITonyuennyro
CMECh IKCTPArupyIOT ABAXIBI dTHianeraroM. O0b-
€/IMHEHHBIE OPTraHWYECKHE HKCTPAKTHl CyIIaT Haj
MgSO, ¥ KOHIEHTPHUPYIOT I0J] BAKYYMOM, MOJTy4ast
Ha3BaHHOE COENWHEHHE, KOTOPOe HCIOIB3YIT 0e3
JaJbHEHIIEN OYUCTKH.

MS m/e 279 (M+H).

CoenvHeHHs, IPUBEICHHBIE B Ta0. 5, MOIy-
4aroT, uconb3ys 30.1 1 KOMMepYecKH JOCTYITHEIE
3aMellleHHbIe  OSH30JICYIb()OHMIXIIOPHIBl  W/WITN
HCIOJIB3Yd MPOMEKYTOUYHBIE COCAMHEHUA U CIIOCO-
6])1, OIMMCAHHBIC B IMTPUBCACHHBIX BBIIIC IpUMEpax.

Tabmuma 5
Rd
a Rc
foNerae
4
OO0
c 0 Ra
CN
Ra Rb Rc Rd 1.1, °C
30.2 Cl H Cl H 143-144
30.3 H H CF; H 148-149
ITpumep 31.

OTOT HpUMep WUIIOCTPUPYET MOIydeHHe 5S-
HUTPO-2-(3,5-1MMeTOKCU(EHOKCH )OEH30HUTPIIIA
(31.1).

OCH,
NO,

H;CO

311
2-Xnop-5-aurpobensonurpuia (5,3 r) u 3,5-
muMetokcudenon (4,5 1, Aldrich) moxseprator
B3aUMO/ICHCTBUIO, UCIIONB3Ysl METOIMKY, OIHCAH-

004887
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Hyl0 B Ipumepe 1, moiydas Ha3BaHHOE COEIHUHE-
HHE, B BHJE TBEPAOTrO BELIECTBA KOPUYHEBOTO I(BE-
Ta.

'H IMP (400 MI'm) (DMSO) & 8.84 (x,
J=2.8, 1H), 8.44 (nn, J=9.3, 2.8 I'y, 1H), 7.07 (x,
J=9.3 I'y, 1H), 6.51 (¢, 3H), 3.76 (c, 6H).

ITpumep 32.

OTOT mpuMep WUTIOCTPUPYET MOJIydeHHe S-
amMuHO-2-(3,5-1uMeToKcH()EeHOKCH )0EH30HUTPHIIA

(32.1).
OCH,
Q h
H,CO O/Q/
CN

321

K pactBopy 5-Hutpo-2-(3,5-nuxiaopheHox-
cu)oenzonutpuna (31.1, 8,76 r) B sTunaunerare no-
OapmsttoT xsopua oiosa (33 r). CMech HarpeBaroT
IO KWUIIEHWsI B TeueHHWe daca. [lomydeHHyI0 cMech
OXJKIAT U 100aBiAroT pactBop 0,5N rumpokcu-
Jla HATpHUs, YTOOBI BHI3BAaTh BBINMAJCHHE B OCAIIOK
CONT OJIOBAa, KOTOPYIO YIAISAIOT (QHIBTPOBAHHEM.
OwIbTpaT KOHUEHTPUPYIOT, Noay4as 7,5 I Ha3BaH-
HOTO COGAWHEHHWsS B BHJE TBEPAOTO BEIIECTBA
OpaH)XEBOTO I[BETa, KOTOPOE HCIOJIB3YIOT Ha IO-
CIEIYIONIUX CTAaUsIX 0e3 NaTbHEHIIeH OUUCTKH.

'H SAMP (400 MI'r) (DMSO-ds) & 6.95-6.87
(M, 3H); 6.25 (1, J=2.2 Ty, 1H); 6.04 (1, J=2.2 'y,
2H); 5.49 (c, 2H); 3.70 (c, 6H).

CoenuHenusi, IpuBeAeHHbIE B Tabl. 6, moiy-
YaloT, UCTIONB3Ysl 32.1 U KOMMEpPYECKH JOCTYIIHbIE
3aMeIIeHHBIe  OCH30JICYIb(OHWIXIOPUABI  H/WIH
HCTOJIB3YS MPOMEKYTOUHBIE COSIMHEHHUS M CIIOCO-
Obl, OIIMCaHHbBIE B IPUBEICHHBIX BBIIIE IPAMEPAX.

Tabmuma 6
Rd
CH, Re
NH,
O//S\\0 L Rb
H,CO Y
CN
Ra Rb Rc Rd | T.mn., °C unu m/e
32.2 Cl H Cl H 477
32.3 Cl H CF; H 101-105°C
32.4 H H 1 H 439
32.5 H H OCH; H 162-164°C
IIpumep 33.

DTOT mpuMep WLTIOCTPUPYET MOJTydeHHe 3-
MeTokcu-4-(3,5-nudTopdeHokcH)HUTpoOeH301a
(33.1).

J{ZLO QNOZ

OCH,
331
4-Xnop-3-meTokcuHuTpoOeH3on (2,64 r) u
3,5-nudropdenon (Aldrich) monsepraror B3aumo-
JICMCTBHIO, HCIIONBb3Ys METOIUKY, OIMCAaHHYIO B
npumMepe 1, u HarpeBaroT g0 125°C, momyuast Ha-

F
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3BaHHOE COCIMHEHHE B BHJE T'yCTOTO Macia Ko-
PUYHEBOTO I[BETa, KOTOPOE 3aTBEpPAEBAET MPH pac-
THPaHUU B TEeKCaHe/MeTaHOoJe ¢ BhIXomoM 1,33 T
33.1, B BUJIe TBEPIOTO BEIIECTBA KPACHOTO I[BETA.

'H SIMP (400 MI'tp) (DMSO-ds) & 7.963 (x,
J=2.6 T'u, 1H); 7.903 (an, J=8.8, 2.7 I'n, 1H); 7.316
(n, J=8.8 T'u, 1H); 7.035 (m, 1H); 6.796 (m, 2H);
3.909 (c, 3H).

Amnanornyno,  3-metokcu-4-(3,5-nuxnopde-
HOkcH)HUTpOOeH301 (33.2) u 3-merokcu-4-(3,5-
TUMETOKCHU(pEeHOKCH ) HUTpoOeH3on (33.3) momyya-
10T, Ucxos u3 3,5-muxiopdenona u 3,5-TUMETOK-

CU(EHOJIa COOTBETCTBEHHO.
Ct

S.or

OCH,

H,y

NO, NG,

cl OCH; o

CH,

332

33.2:
HUTPOOEH30I.

'H SIMP (400 MI'tp) (DMSO-ds) & 7.960 (x,
J=2.6 T'u, 1H); 7.900 (an, J=8.9, 2.7 I'y, 1H); 7.394
(tr, J=1.7 Ty, 1H); 7.310 (n, J=8.8 I'u, 1H); 7.107
(1, J=1.4 T'n, 2H); 3.907 (c, 3H).

33.3: 3-metokcu-4-(3,5-1umeTorcu(EeHOKCH)
HHUTPOOEH30I.

'H SIMP (400 MI'y) (DMSO-dg) & 7.910 (x,
J=2.6 T'u, 1H); 7.862 (un, J=8.8, 2.6 I'u, 1H); 7.064
(m, J=8.8 T'm, 1H); 6.353 (1, J=2.2 'y, 1H); 6.207
(m, J=2.2 T'm, 2H); 3.927 (c, 3H); 3.716 (c, 6H).

Kaxmoe w©3 mpoM3BONHBIX HHTPOOEH30IA
(33.1, 33.2 u 33.3) BocCcTaHABIMBAIOT IO COOTBET-
CTBYIOIIIETO TPOM3BOJHOTO AHWIIMHA, HCIOJIB3YS
HUKeNb PeHes no MeTouKe, ONMCAHHOW B IpUMEpPE
2. IlpousBoxHBIE aHWIMHA 3aTE€M IPEBpALIAlOT B
COE/IMHEHUS, TPE/ICTaBIeHHbIe B Ta0. 7, UCIOJb-
3ysl KOMMEpUYECKH NOCTYIHBIE 3aMelleHHble OeH-
30JICYIb(OHIIXJIOPUIBI W/WITH UCIIONB3YSl ITpoMe-
JKYTOYHBIE COCIMHEHHS M CIIOCOOBI, ONHMCAaHHBIE B
MIPUBEJICHHBIX BBIIIE IPUMEPAX.

333

3-metokcu-4-(3,5-muxnopHeHOKCH)

004887

Tabnwma 7
Rd
Rc
NH_
AN Rb
Ar_ O O
O
OCH,
Ar Ra| Rb Rc Rd | T.mn.,°C
334 | 3,5-muxnopdenun [ Cl| H Cl H | 128-131
33.5 | 3,5-mudproppennn | H | H CF; H | 141-143
33.6 | 3,5-muxsmopdenun | H| H CF; H 165-166
33.7 | 3,5-mu¢proppennn [ Cl| H Cl H | 120-124
33.8 | 3,5-mu¢proppennn | H| H | OCH; | H | 129-133

[pumep 34.

DTOT mpuMep WUIIOCTPUPYET CHHTE3 S5-(4-
XJIOPCYITB(POHMI-2-ITHAaHOPEHOKCH )-3-XIIOPIHPH-
nmuHa (34.1).

46
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IIpowsBognoe anmwmna 2.1 (3,11 1, 12,69
MMOJIb) TNPEBPAILAIOT B COOTBETCTBYIOUIMH CYJIb-
(OHMIIXJIOPHU]] COTJIACHO METOJUKE, ONMUCAaHHOH R.
V. Hoffman (Org. Syn. Coll. Vol., VII, 508-511), c
BeixogoMm 770 mr (18%) 34.1 B Buge Gernoro TBep-
JIOTO BELIECTBA.

MS ESIm/e: 331.0 (M + H).

Ipmmep 35.

OTOT mpUMEp WUTIOCTPUPYET CHHTE3 COEIH-
nenws 35.1.

H
SO,Cl1 /O/N\S()z
I
CN CN
Cl\(\/ro C} SLY
. L
N N
341 351

YKa3aHHOE COEIWHEHHE IIOJTyYaloT, MCIIONb-
3ysl METOAMKY ONHMCAHHYIO B IPUMEpPE 3, UCXOIA U3
4-vonmanmwmuna (136 wmr, 0,6197 mwmonb, Aldrich
Chemical Co.), 5-(4-xnopcynbhonui-2-nuaHode-
HOKcH)-3-xsopnupuaunaa (136 mr, 0,4131 mmours,
34,1), mupuauna (49 wmr, 0,6197 MMomb), KaTalu-
Tyeckoro konmdecrBa DMAP u 3 mu xsopucroro
MeTmieHa. [loay9aroT TpOAYKT B BHAE OEIOro
TBepaoro Bemiectsa (187 mr, 89%).

'H SIMP (400 MI'ny) (dg-DMSO) & 10.57 (1H,
¢); 8.62 (1H, n, J=1.8 T'm); 8.60 (1H, x, J=2.2 T'm);
8.28 (1H, 1, J=2.4 T'm); 8.12 (1H, 1, J=2.2 T'm); 7.93
(1H, an, J;=8.9 I'u J,=2.3 I'n); 7.61 (2H, nn, J,=8.8
I'm 1,=2.0 Tm); 7.17 (1H, 1, J=9.0); 6.93 (2H, ax,
J1=8.8 T'm J,=2.0 I'm).

MS ESI m/e: 509.9 (M-H).

ITpumep 36.

DTOT mpuUMep WUTIOCTPUPYET CHHTE3 COCIH-

Henus 36.1.
H

5, 3

Cl » 0] o ™
Ci
34.1 36.1

YKka3aHHOE COENWHEHHE IIOyYalOT, HCIIONb-
3ysl CIOCO0, OTMMCAHHEBIN B mpuMepe 35, ucxoas u3
4-anermnanwauaa (100 mr, 0,31 mmonb, Aldrich
Chemical Co.), 5-(4-xnopcynsponmi-2-uuaHode-
HOKcH)-3-xjoprupuauna (62 mr, 0,46 MMOJIb), M-
pumuaa (36 mr, 0,46 MMOIb), KaTaIUTUYECKOI'O
konuaectBa DMAP u 3 mu xJIopucTOro MeTusieHa.
VkazaHHoe coenuHeHue 36.1 mosny4aroT B BuUIE
6enoro TBepaoro Bemectsa (120 mr, 92%).

'H SIMP (400 MI'n) (dg-DMSO) & 10.53 (1H,
c); 8.58 (1H, n, J=1.9 T'm); 8.53 (1H, 1, J=2.4 T'n);
8.15 (1H, m, J=2.5 T'm); 7.99 (1H, mx, J,=4.4 I'n
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J,=2.2 Tu); 7.86 (1H, anx, J;=8.8 T'm J,=2.5 T'm);
7.59 (2H, nnm, J,=8.8 T'm J,=2.0 T'm); 7.13 (1H, &,
J=8.7 T'm); 6.93 (2H, nn, J,=8.8 'y J,=2.0 I'my); 2.61
(1H, ¢).

MS ESI m/e: 425.9 (M-H).

ITpumep 37.

OTOT TpHMEp WLIIOCTpUpPYeT cuHTe3 S5-(4-
XJIOPCYJIB(HOHMI-2-XJI0p(PEHOKCH)-3-XTOPITUPHIH-
Ha (37.1).

NH, 0,C1
a . —_— ~
A9 ry

N N
15.1 37.1
[pousBomnoe ammmmHa 15.1 (2,10 1, 8,24
MMOJIb) MPEBPAIIAOT B COOTBETCTBYIOUIMH CYIib-
dhormnxmopun 37.1, B COOTBETCTBUU C METOIUKOM,
onucanHoii R.V. Hoffman (Org. Syn. Coll. Vol.
VII, 508-511). HazpanHO€e coeMHEHHE MOTyYaroT B
BUJIe OJIeHO-XKENTOro TBepaoro eemiectsa (1,65 T,

59%).
MS ESI m/e: 338.0 (M+H).
ITpumep 38.
DTOT mpuMep HLTIOCTPUPYET CHUHTE3 COCIH-
nenus 38.1.
$0,01 /O/ n\su,
[ \ o] r————— CI\E\TU
( (

371 381

VYKa3aHHOE COEIWHEHUE IOIy4YaroT, HUCIIOJIb-
3ysl METOJIMKY, ONMCAHHYIO B IpuMepe 35, ucxoms
n3 4-uomanmwnuna (101 wmr, 0,46 mMmonb), 5-(4-
XJIOPCYJIb(OHMI-2-XJI0P(PEHOKCH ) -3 -XTOPITUPHIH-
Ha (104 mr, 0,31 mmonb), nupuauna (35 wmr, 0,46
MMOJIB), KaTaJuTHueckoro konmuecrea DMAP u 3
M1 xnopuctoro Metunena. Coeaunenue 38.1 nomy-
4aroT B Buae Oemoro TBepmoro Bemectsa (150 wr,
94%).

'H SIMP (400 MI'1) (d¢-DMSO) & 10.50 (1H,
c), 8.55 (1H, n, J=2.1 T'm), 8.45 (1H, n, J=2.5 T'm),
793 (1H, m, J=2.2 T), 7.89 (1H, ax, J;=4.4 I'n
J,=2.2 Tu), 7.67 (1H, anx, J;=8.7 I'm J,=2.2 T'm),
7.61 (2H, an, J,=8.8 I'm J,=2.0 T'm), 7.22 (1H, &,
J=8.7Tn), 6.94 (2H, nn, J,=8.8 ' J,=2.0 I'm).

MS ESI m/e 518.9 (M-H).

ITpumep 39.

OTOT NpUMEp WILUTIOCTPUPYET CHHTE3 COEe/IH-
Henusd 39.1.
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a 0

= AN
I P |
371 39.1

YKa3zaHHOE COEIWHEHHE MOTydYaroT, HCIOJIb-
3ys croco0 mo npumepy 38, ucxons u3 4-aneTui-
anwmmHa (55 wmr, 0,41 mMmomb), 5-(4-xy0pcCyiib-
¢donmn-2-xnopdenokcn)-3-xnopnupuarHa (92 wmr,
0,27 mmons), mupuauna (33 mr, 0,41 mMMonb), Ka-
Tanurudeckoro komumuectsa DMAP, 3 mn xsopu-
croro MetmieHa. [locne o6paboTku nomywarot 39.1
B Buze Oemoro TBepaoro Bemectsa (130 mr, 93%).

'H SIMP (400 MI') (de-DMSO) & 10.94 (1H,
¢); 8.54 (1H, n, J=2.0 T'm); 8.44 (1H, n, J=2.2 T');
8.01 (1H, m, J=2.1 TI'm); 7.90 (1H, nn, J,=4.4 I'n
J,=2.2 T); 7.86 (2H, an, J,;=8.8 I'um J,=1.6 T'm);
7.75 (1H, an, J,=8.7 I'n J,=2.2 I'y), 7.23 (3H, m).

MS ESI m/e: 435.0 (M-H).

ITpumep 40.

OTOT mpuMep WIUIIOCTPUPYET MoJydeHue 5S-
(4-amuHO-2,5-11OpOMpEHOKCH )-3-XJIOPITUPUITHA
(40.1), 5-(4-ammHO-2,3-mMOpOMpEHOKCH)-3-XII0p-
mupuauaa  (40.2) u  5-(4-ammHO-2,3,5-TpHOpOM-
(denokcen)-3-xmoprupuanHa (40.3).

' NH, NH, NH,

Br. Br Br- Br
Br Br Br
cl ] S cl I N a ! 0
Z o
N N N/

40.1 402 403

K 0,IM pactBopy 3-O6pom-4-(3-xmop-5-
nmupuatokcen )anmaraa (20.1) B yKCyCHOM KHCITOTE
nobasisiror 6pom (Aldrich). Tlomyuennsiit pacTBop
MEpEeMENINBAIOT [Ba JHA. bojblryro dacTe ykcyc-
HOW KHCJIOTHl YIAISIFOT a3€0TPOIHO, HCIONb3Ys
reKcaH, ¥ 0CTaToK JoBoAAT 10 pH 6, ucnons3ys 4M
BoaHbli NaOH. BoxHbll cnoil 3KCTparupyroT
STHIALETATOM U OOBEAMHEHHBbIE OpraHUYecKue
MOPLMH IIPOMBIBAIOT paccoiioM (2X), cymar Haj
cynbdarTom HaTpusi, QUIABTPYIOT U KOHIEHTPHPYIOT
IIPY TIOHW)KEHHOM JaBJieHUH. [IpoayKTsl pasmesns-
0T XpoMaTorpapuuecky, moiydas 5-(4-amuHO-2,5-
nmuopompenoken)-3-xmopmupuaus (40.1, 32%), 5-
(4-ammHO-2,3-1MOpOMGBEHOKCH )-3-XIIOPITHPUANH
(40.2, 15%) u 5-(4-ammHO-2,3,5-TpHOpPOMPEHOK-
cn)-3-xnopnupuant (40.3, 13%).

40.1: '"H SIMP (400 MI'i, DMSO-ds) & 8.35
(n, J=1.5 I'u, 1H), 8.22 (mn, J=2.5 T'u, 1H), 7.46 (7,
J=1.0T'n, 1H), 7.39 (an, J=2.8, 2.6 I'y, 1H), 7.14 (c,
1H), 5.6 (c, 2H).

MS (EI): m/z 383 (18, M+H), 382 (10, M+H),
381 (75, M+H), 380 (15, M+H), 379 (100, M+H),
378 (7, M+H), 377 (50, M+H).

40.2: 'H SIMP (400 MI't, DMSO-dg) & 8.34
(n, J=2 I'n, 1H), 8.21 (m, J=2.6 I'u, 1H), 7.36 (ux,
J=2.4, 2.2 I'n, 1H), 7.32 (an, J=8.8 I'u, 1H), 6.49
(m, J=8.8 ', 1H), 5.7 (c, 2H).
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MS (EI): m/z 383 (18, M+H), 382 (10, M+H),
381 (75, M+H), 380 (15, M+H), 379 (100, M+H),
378 (7, M+H), 377 (50, M+H).

40.3: 'H SIMP (400 MI'y, DMSO-ds) & 8.36
(n, J=2.2 Tu, 1H), 8.26 (n, J=2.4 I'u, 1H), 7.63 (c,
1H), 7.48 (nn, J=2.4, 1.9 T'y, 1H), 5.65 (c, 2H).

MS (EI): m/z 463 (10, M+H), 462 (5, M+H),
461 (50, M+H), 460 (12, M+H), 459 (100, M+H),
458 (12, M+H), 457 (85, M+H), 456 (5, M+H), 455
(25, M+H).

[pumep 41.

DTOT mpuMep HUIFOCTPUPYET MNOITy4YeHHE S-
(4-(2,4-nuxmopbeH3oncynspoHaMII0)-2,5-
nnopombeHokcn)-3-xnopaupuauaa (41.1).

(]

o\s/o
e
Br
(o}
Br
[ Q.
@
N/ 41.1

5-(4-(2,4- JuxnopOen3oncyabppoHaMHIO)-
(2,5-mu6pomMdpeHOKCH)-3-XTOPIUPHINH TOTYIAIOT
¢ 39% sBexogoMm w3 40.1 wu 2,4-guxiop-
6eH30JICYNb(GOHUIIXIIOPUIA, UCIIONB3YsT METOIMKY,
OTIMCAaHHYIO B IpuMepe 3.

'H SIMP (400 MI'u, DMSO-ds) & 10.6 (c,
1H), 8.47 (ymmpenusiii cunrier, 1H), 8.33 (ymm-
pennsiii cunrner, 1H), 7.9 (c, 1H), 7.88 (a, J=8.8
I'm, 1H), 7.68 (ymmpennsiii cunrner, 1H), 7.61 (&,
J=8.8 T'y, 1H), 7.57 (¢, 1H), 7.52 (c, 1H).

MS (EI) m/z 593 (6, M+H), 592 (4, M+H),
591 (27, M+H), 590 (10, M+H), 589 (50, M+H),
588 (10, M+H), 587 (45, M+H), 586 (3, M+H), 585
(17, M+H).

ITpumep 42.

DTOT npuMep WUIIOCTPUPYET MHOIyudeHHe S-
(4-amMuHO-2-11MaHO-3-OpOMQPEHOKCH)-3-XJIOPITUPH-
nuHa (42.1).

NH,

Br

Cl o]

421

3-Ilnano-4-(3-XJ10p-5-MUPUINITIOKCH ) aHIITAH
(cMm. mpumep 2) mojBepraroT B3aHMMOAEHCTBHIO C
OpoMOM B YKCYCHOM KHCJIOTE 10 METOJIMKE, aHallO-
TMYHOM omucaHHON B mpumepe 40, ¢ monydeHuem
5-(4-amuHO-2-11aHO-3-0pOM(pEeHOKCH )-3-XIIOPITH-
pununa (37%) mocne xpomarorpaduyeckoil odopa-
0OTKH.

'H SIMP (400 MI't, DMSO-d) & 8.44 (1, J=
1.8 T'm, 1H), 8.37 (m, J=2.2 T'n, 1H), 7.7 (nnm, J=2.2,
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1.8 T'n, 1H), 7.13 (1/2AB keaprer, J=9.1 ', 1H),
7.11 (1/2AB xBaprer, J=9.1 I'n, 1H), 5.83 (c, 2H).

MS (EI) m/z 328 (30, M+H), 327 (13, M+H),
326 (100, M+H), 325 (10, M+H), 324 (75, M+H).

ITpumep 43.

DTOT TmpuUMep WUIIOCTPUPYET CUHTE3 S5-(4-
(2,4-muxsopOeH3ocynbpoHaMu10)-2-MaHo-3-
O6pomdenokcen)-3-xaopnupununa (43.1).

¢
NP
\NH

a

CN

o] 0

4.1
5-(4-(2,4-uxsopoOeH3oncynbpoHaMuo)-2-
UaHo-3-0poM(pEeHOKCH )-3-XJIOPITUPUINH  TTOJTyYa-
T ¢ 28% BeixomoM w3 42.1 u 2,4-guxiop-
0eH30JICYIb(HOHUIXIIOPUIA, UCIONB3YsT METOIUKY,
OIMCAaHHYIO B IpUMepe 3.

'H SIMP (400 MTI'u, DMSO-dg) & 10.7 (c,
1H), 8.59 (n, J=1.6 T'n, 1H), 8.53 (1, J=2 I'y, 1H),
8.05 (ymmpenssiii cunrner, 1H), 7.9 (c, 1H), 7.84
(1, J=8.4 T'u, 1H), 7.6 (an, J=8.4, 1.6 I'u, 1H), 7.41
(n, J=8.8 T'u, 1H), 7.01 (1, J=9.2 T'u, 1H).

MS (EI): m/z 537 (20, M+H), 535 (73, M+H),
533 (100, M+H), 531(52, M+H).

IIpumep 44.

OTOT nmpuUMep WIUTIOCTPUPYET MOoJydeHHue S-
(4-aMuHO-5-0pOM-2-MeTOKCH(DEHOKCH )-3-XJIOPIIHU-
pununa (44.1).

NH,

Br.

OCH,

Clt o

4.1

K 0,2M pactBopy 5-(4-aMHHO-2-METOKCH-
¢denoken)-3-xnoprupuanaa (200 mr, 0,8 MModb,
22.1) B CH)Cl, mpu 0°C pobasmstor 2.4,4,6-
TeTpabpom-2,5-mukiorekcaauernona (334 wmr, 0,82
MMmonb, Lancaster). Ilomyuennsrii pactBop mepe-
MemuBaoT 21 4 mpu KOMHATHOW TemmepaType.
Peakimonnyro cmech pasdasisitor CH,Cl, (50 mn),
MIPOMBIBAIOT ABAaXAbI 2M BOAHBIM PacTBOPOM T'H[I-
pokcuna Hatpus (50 mur), oguH pa3 pacconom (50
i), cymar Hag Na,SO, M KOHLEHTPHPYIOT MOJ
BakyyMoM. CbIpoe TBepJ0e BEIIECTBO OYMINAIOT C
MIOMOIIBI0  KOJNOHOYHOHM xpomatorpaduu  (0-2%
MeOH B CH,Cly) u momyqarot 133 mr (50%) Ha-
3BaHHOTO COEIMHEHHS B BHJIE TBEPIOTO BEIECTBA
KOPHYHEBOTO IIBETA.

'H SIMP (400 MI', DMSO-dg) & 8.27 (n, J=
2.2 T'u, 1H), 8.17 (m, J=2.6 I'u, 1H), 7.26 (nn, J=
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2.3,19Tu, 1H), 7.24 (c, 1H), 6.64 (c, 1H), 5.38 (c,
2H), 3.65 (c, 3H).

MS (EI): m/z 329 (80, M+H), 330 (12, M+H),
331 (100, M+H), 332 (16, M+H), 333 (28, M+H),
334 (4, M+H).

ITpumep 45.

OTOT NpUMep WILIIOCTPUPYET IOJydeHHe 5-
(4-(2,4-nuxnopOen3oncynbHoHaMHuI0)-5-0pom-2-
MeTOKcH(eHOKCH)-3-xstoprupuanHa (45.1).

N
%
NH
Br-
Cl
OCH,
o
a l ~
N 45.1

5-(4-(2,4-uxnopbenszoncynbhoHamuao)-5-
OpoM-2-MeToKCH(DEHOKCH)-3-XIOPIUPUIMH  TTOJY-
yaloT ¢ 25% BbixogoM u3 44.1 u 2,4-muxiuop-
6eH30JICYIB(OHMIXIIOPUIA, UCIIONB3YsT METOIMKY,
MPUBEJEHHYIO B IpUMepe 3.

'H SIMP (400 MI'y, DMSO-ds) & 10.4 (c,
1H), 8.36 (1, J=1.8 T'u, 1H), 8.2 (m, J=2.5 I'y, 1H),
7.9 (n, J=8.6 I'u, 1H), 7.9-7.65 (m, 1H), 7.68 (ymu-
pennsnit cuaraer, 1H), 7.59 (an, J=8.6, 2.2 I'n, 1H),
7.45 (s, 1H), 7.42 (nn, J = 2.4, 1.9 I'n, 1H), 6.99 (c,
1H), 3.65 (c, 3H).

MS (EI): m/z 537 (58, M+H), 538 (10, M+H),
539 (100, M+H), 540 (20, M+H). 541 (70, M+H),
542 (15, M+H), 543 (25, M+H).

ITpumep 46.

OTOT NpuUMep WILIIOCTPUPYET IOJy4eHHe 5-
(4-amuHO-5-6poM-2-x510pPEeHOKCH)-3-XTOPIUPHIH-
Ha (46.1).

NH,
Br-
Cl
Cl | x 0
/i
N
46.1

5-(4-AmuHO-5-06poM-2-x10pheHoKCH)-3-
XJIOPIIMPUANH CHHTE3UPYIOT (43%) mo MeToamke,
AHAJIOTUYHOW OTMCaHHOH B mpuMepe 44, HCIIONMB3YS
3-xmop-4-(3-xmop-5-mupuaninokcu )anmwmmH (15.1).

'H SIMP (400 MI', DMSO-dg) & 8.35 (z, J =
1.9 I'n, 1H), 8.23 (m, J=2.5 T'u, 1H), 7.48 (c, 1H),
7.41 (nn, J=2.4, 2.2 T'u, 1H), 6.98 (c, 1H), 5.62 (c,
2H).

MS (EI): m/z 333 (55, M+H), 334 (12, M+H),
335 (90, M+H), 336 (12, M+H), 337 (40, M+H),
338 (5, M+H).
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IIpumep 47.

OTOT nmpuUMep WIUTIOCTPUPYET MoJydeHHue 5S-
(4-(2,4-muxnopbeH3oncyapPoHaAMIIO)-5-6poM-2-
xsopheHoken)-3-xnoprupuanna (47.1).

O L
NH’S

Br. c

Cl
[ NN

I

2
N 47.1

5-(4-(2,4-JuxnopOeH301ICyTb(POHAMHIO)-5-
OpoM-2-XTTOPPEHOKCH )-3-XITOPIUPUANH TOTYIAIOT
¢ 17% Bexomom w3 46.1 wu 24-guxiop-
6eH30IICyTb(HOHMIXIIOpHIA, UCIIONB3YS METOIUKY,
MIPUBEICHHYIO B IpUMepe 3.

'H IMP (400 MI'n, DMSO-d¢) & 10.6 (c,
1H), 8.47 (1, J=2.2 ', 1H), 8.34 (&, J=2.6 I'y, 1H),
7.89 (n, J=2.1 I'u, 1H), 7.88 (1, J=8.6 I'u, 1H), 7J
(mun, J=2.3,2.2 T, 1H), 7.6 (un, J=8.5, 2.0 T'u, 1H),
7.55 (c, 1H), 7.47 (c, 1H).

MS (EI): m/z 539 (40, M-H), 540 (10, M-H),
541 (100, M-H), 542 (20, M-H), 543 (80, M-H),
544 (25, M-H), 545 (35, M-H), 546 (5, M-H).

IIpmmep 48.

DTOT mpuUMep WIUTIOCTPUPYET MOJydeHHe S-
(3-x10p-4-amunO-2-(N-3THIKapOOKCAMITOPEHOK-
cn))-3-xaopnupuauna (48.1) u 5-(5-xnop-4-amuHo-
2-(N->TrnkapOoKkcaMuI0pEeHOKCH ) )-3-XITOPITUPH-
nuHa (48.2).

NH,

NH,
Br B
NHE NHEC
Cl I ~ 0 (o] a I ~ o 6
N/ N/
a1 482

K 0,IM pactBopy 5-(4-ammuO-2-(N-3THII-
kapOokcamuopeHoken))-3-xnopnupuaruaa (1 r,
3,6 MMOJIB, TTOJTyd4eHHOTO Kak omucano B U.S.S. N.
09/234,327) B AcOH no6asnstor 6pom (194 mki,
3,8 MMOJIB) M TMOJyYeHHBIH PacTBOp NepeMelInBa-
0T 2 aus. bonbmyio yacts AcOH ynansor azeo-
TPOIIHO, WCIIONBb3Yysl TeKCaH, W IOJyYeHHBIH pac-
TBOpP HOBOIAT 1o 3HadeHws pH 6, ucmomssys 4M
BoaHEI pacTtBop NaOH. BonHeiil cioii 3KcTparu-
pyrot Tpu pasa ¢ nmomombio EtOAc (50 mir) u 00be-
JVHEHHBIE OPTaHUYECKUE CIIOM IPOMBIBAIOT J[BaXK-
IBI BOTHBIM pacTBopoM paccona (100 mur), cymar
Hag Na,SO; ¥ KOHIEHTPUPYIOT TMOJ BaKyyMOM.
Chlpoe TBepAOe BEIECTBO OYMIIAIOT XpOMaTorpa-
¢uuecku (50-100% EtOAc B rekcane) Juis oTene-
Hus npoAyKToB 48.1 u 48.2 OT UCXOAHBIX BELIECTB
n aubpoMcozepkammx npoaykros. Heobxonnmbie
MIPOXYKTHI 3aT€M BHOBB IIOJBEPIalOT XpoMarorpa-
¢un (1-3% CH;0H B CH,Cl,) ¢ nonydueruem 478
Mmr (36%) 48.1 u 198 mr (15%) 48.2 B Buzme Oemoro
TBEPJOTO BEIIECTBA.
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48.1: 'H SIMP (400 MI', DMSO-ds) & 8.37
(1, J=5.2 T'u, 1H), 8.3 (ymmpennsii cunrier, 1H),
8.24 (n, J=2.2 T'u, 1H), 7.38 (M, 1H), 6.94 (x, J=8.8
I'm, 1H), 6.84 (x, J=8.8 I'n, 1H), 3.1 (nmenrer, J =
7.0 I'u, 2H), 0.91 (1, J=7.1 'y, 3H).

MS (EI): m/z 370 (80, M+H), 371 (15, M+H),
372 (100, M+H), 373 (18, M+H), 374 (25, M+H).

48.2: 'H SIMP (400 MI'tr, DMSO-dg) 8 8.3 (x,
J=1.75 T'n, 1H), 8.23 (1, J=5.4 T'y, 1H), 8.2 (n, J =
2.0 'y, 1H), 7.34-7.28 (M, 2H), 6.99 (n, J=1.6 T'n,
1H), 3.08 (menrer, J=7.2 I'u, 2H), 0.88 (T, J=7.3
I'u, 3H).

MS (EI): m/z 370 (80, M+H), 371 (15, M+H),
372 (100, M+H). 373 (18, M+H), 374 (25, M+H).

ITpumep 49.

DTOT npuMep WUIIOCTPUPYET MHOIydeHHe S-
(5-6pom-4-(2,4-1ux0p-5-MeTUI0EH30JICY T OH-
amu0)-2-(N-atunkapookcamu10)heHoKCcH)-3-
xnopnupuauHa (49.1).

O,/
BN

.
B Cl
CH,
CONHE!t
0

Ty

N
49.1

HasBanHoe coemuneHue mnony4aroT ¢ 67%
BbIxomoM u3 48.1 u 2,4-nuxiiop-5-MeTunOeH3071-
Cyb()OHMIXIIOPHIA, UCIIONB3YS! METOJUKY, ITpHUBE-
JIEHHY10 B mpumepe 3.

'H AMP (400 MTI'y, DMSO-d¢) & 10.41 (c,
1H), 8.48 (1, J=2.1 ', 1H), 8.35 (T, J=5.4 ', 1H),
8.31 (m, J=2.5 T'u, 1H), 7.85 (YyImHMpeHHBIH CHHTIIET,
2H), 7.6 (nxn, J=2.3, 2.2 I'n, 1H), 7.41 (c, 1H), 7.39
(s, 1H), 3.14 (menteT, J=7.2 I'n, 2H), 2.34 (c, 3H),
0.94 (1, J=7.2 'y, 3H).

MS (EI): m/z 597 (8, M-H), 596 (25, M-H),
595 (20, M-H), 594 (70, M-H), 593 (30, M-H), 592
(100, M-H), 591 (12, M-H), 590 (50, M-H).

ITpumep 50.

DTOT mpuMep WUIIOCTPUPYET MOIydeHHE S-
(5-6pom-4-(2,4-muxnopOensoncyiabdoramuo)-2-
(N-atriikap6okcamuio )peHOKCH)-3-XI0pIupUArHA
(50.1).

Br

C1

HazBanHoe coennHenne momy4daioT ¢ 28%
BeixomoM w3 48.1 w  2,4-muxnopOeH30ICyIb-
(OHUIIXIIOPUAA, UCIONB3YsT METOAUKY, IPHUBEICH-
HYIO B mipuMepe 3.

004887
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'H SIMP (400 MI'y, DMSO-dg) & 10.5 (c,
1H), 8.44 (n, J=2.1 I'n, 1H), 8.34 (T, J=5.6 I'y, 1H),
831 (m, J=2.3 I'u, 1H), 7.9 (m, J=2.0 'y, 1H), 7.85
(n, J=8.6 I'y, 1H), 7.62 (nm, J=2.4, 2.1 Ty, 1H),
7.59 (nm, J=8.6, 2.2 I'u, 1H), 7.41 (c, 1H), 7.38 (c,
1H), 3.14 (nenrer, J=7.0 'y, 2H), 0.94 (1, J=7.3
I'y, 3H).

MS (EI) m/z 585 (8, M+H), 584 (25, M+H),
583 (18, M+H), 582 (70, M+H), 581 (25, M+H),
580 (100, M-H), 579 (12, M+H), 578 (50, M+H).

IIpumep 51.

OTOT TpuUMep WILTIOCTPUPYET MOIydeHue S-
(3-6pom-4-(2,4-muxa0p-5-MeTHIOeH30IICY T OH-
amu10)-2-(N-3tninkapOokcaMua0)heHOKCH )-3-
xynoprapuanaa (51.1).
cl

v
NH
Br

CH,
CONHEt

511

Haspannoe coemmuenme mnoxyvanor ¢ 37%
BEIXomoM 3 48.2 m 2. 4-guxiop-5-MeTninOeH307-
CyIb(GOHMIXIIOpHIA, UCTIONB3YSI METOIHKY, NPHBE-
JIEHHYIO B pumMepe 3.

'H SIMP (400 MI'y, DMSO-dg) & 10.39 (c,
1H), 8.55 (1, 1H), 8.42 (n, 1H), 8.31 (n, 1H), 7.89
(c, 1H), 7.88 (c, 1H), 7.6 (an, 1H), 7.12 (x, 1H),
7.02 (n, 1H), 3.14 (menret, 2H), 2.35 (c, 3H), 0.94
(t, 3H).

MS (EI) m/z 599 (8, M+H), 598 (25, M+H),
597 (18, M+H), 596 (70, M+H), 595 (25, M+H),
594 (100, M-H), 593 (12, M+H), 592 (50, M+H).

IIpumep 52.

OTOT mpuMep WLTIOCTPUPYET cuHTe3 S5-(5-
O6pom-4-xopCynb(oHII-2-MEeTOKCH(PEHOKCH)-3 -
xmoprupuanHa (52.1).

NH, S0,C1
B B
OMe OMe
| 0 c e
_ |
/
N N
a4 521

Coenunenne 44.1 (1,20 r, 3,66 MMoms) Tipe-
Bpam[alOT B HAa3BaHHOE COENMHEHHE, HCIOIb3Ys
obmryro Meromauky, mpuseneHHyI0 R.V. Hoffman
(Org. Syn. Coll. Vol., VII, 508-511), nony4as 1,26
r (84%) 52.1 B Buje Mpo3payHOro Macia, KOTOpoe
HCIOJIB3YIOT 0€3 OUUCTKH.

MS ESI m/e: 412.0 (M+H).

IIpumep 53.

OTOT TpUMEp WUIIOCTPUPYET TOJydeHHUE
53.1.
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$0,C1

OMe

ci
HN
50,
i
‘ OMe
/ ) Cr : i
N \(ﬁ/
7
N
531

4-Xnopauunua (73 wmr, 0,57 mmonb, Aldrich
Chemical Co.), 5-(5-6pom-4-xn0pcyibhoHmI-2-
MeTokcu(peHoken)-3-xnopnupuand (236 wr, 0,57
MMOJIb), TUpUIUH (45 Mmr, 0,57 MMOIIb), KaTaauTH-
yeckoe konndectBo DMAP u 2 mn xjopucroro
METHJICHA TIOJIBEPral0T B3aUMOJICHCTBUIO, HCIIOIb-
3ys OOLIYI0 METOJWKY, NPHUBEICHHYIO B IMPHMEPE
35. Ha3BanHOe coemuHEHHE MONMydaroT (245 wr,
85%) B Bue 6€m0ro TBEPAOTO BEMIECTBA.

'H SIMP (400 MTI'n) (ds-DMSO) & 10.80 (1H,
c); 8.43 (1H, n, J=2.0 I'm); 8.30 (1H, x, J=2.4 I'm);
7.74 (1H, c); 7.64 (1H, on, J=4.4 T'n, 2.2 T'm); 7.52
(1H, ¢); 7.31 (2H, nn, J=8.8 'y, 2.1 I'm); 7.14 (1H,
o, J=8.8 I'ny, 2.1 I'm); 3.83 (3H, ¢).

MS ESI m/e: 435.0 (M-H).

ITpumep 54.

OTOT mNpUMEp WLIIOCTPUPYET IOJIyYeHUE
54.1.

B
|

SO,CL
HN
Br. ‘SO,
Br.
OMe — . .
¢l l = OMe
Cl 6]
P
N | o
P
N
52.1 54.1

Hcnonp3ys aHANOTHYHYIO METOAMKY, OIIH-
canHylo B npumepe 53, 4-nomanwmmH (83 mr, 0,38
MMOJIB), 5-(5-6poM-4-xs10pcyb(hOHMI-2-METOKCH-
(henokcn)-3-xmopnupuaud (155 mr, 0,38 mMmorb),
nupuaue (30 mr, 0,38 MMoOJB), KaTanuTHYecKoe
konuuectBO DMAP u 2 M1 XJIOpUCTOTO METUJIeHA
noABepraroT B3aMMO[leI>IICTBMIO U MepeMCUIMBAroOT.
IMocne 00pabOTKM yKa3aHHOE COCIAMHEHHUE IIONY-
yaror (162 mr, 73%) B Buae Oenoro TBepAOro Be-
IIECTBA.

'H SIMP (400 MTI'n) (ds-DMSO) & 10.80 (1H,
c); 8.43 (1H, n, J=2.0 I'm); 8.31 (1H, &, J=2.4 I'm);
7.75 (1H, c); 7.64 (1H, on, J=4.4 T', 2.2 T'm); 7.58
(2H, m); 7.51 (1H, c) 6.95 (1H, nn, J=8.6 I'y, 2.2
I'm); 3.84 (3H, ¢).

MS ESI m/e: 592.8 (M-H).

IIpumep 55.

OTOT mnpuUMep WLIIOCTPUPYET IOJyYeHUE
55.1.
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SO,Cl E
Br. Hl%oz
B
. OMe
O~ ' OMe
Ci
: oy
P
N
52.1 55.1

Hcnonp3yst aHaJIOTHYHYIO METOIHKY, OIIH-
caHHyI0 B mpumepe 53, 4-anetmnanmwiuH (69 M,
0,51 w™momp), 5-(5-6pom-4-xmopcynbhoHmI-2-
MeTokcupenoken)-3-xmoprmupuaua (210 mr, 0,51
MMOJIb), tupuauH (40 mr, 0,51 MMoOIB), KaTaauTH-
yeckoe konmdectBo DMAP u 2 mu xjopucroro
MeTWJIeHa OOBEAMHSAIOT U mepememunBaoT. [locie
00paboTKH yKa3aHHOE coeqUHEHHE moiyqaroT (192
Mr, 74%) B BUze OEIOr0 TBEPIOTO BEIICCTBA.

'H SIMP (400 MI'n) (dg-DMSO) & 10.80 (1H,
c); 8.43 (1H, n, J=2.0 T'm); 8.31 (1H, n, J=2,4 I'n);
7.75 (1H, ¢); 7.64 (1H, nn, J=4.4 T'y, 2.2 T'y); 7.58
(2H, m); 7.51 (1H, c) 6.95 (1H, mm, J=8.6 I'my, 2.2
I'm); 3.84 (3H, ¢).

MS ESI m/e: 509.0 (M-H).

IIpumep 56.

OTOT TpuUMep WILTIOCTPUPYET MOoJydeHue 3-
xJ10p-4-(2-HadTriiokcu )HUTpoOeH3oa (56.1).

B
(6]

56.1

Cl

B kon0y obvemom 250 mn nobasnstor 3-
xsop-4-¢propuurpodenson (Aldrich) (5,0 r, 28
MMoIne), 2-HadTon (Aldrich) (4,5 r, 31 mmois),
Cs,CO; (Aldrich) (9,7 r, 30 mmonb) u JJM®DA (80
mi1). Cmech HarpeBaroT ripu 100°C B TeueHHe HOYH.
[locne ynanenus IM®PA mnox BakyyMOM CMECh
BBUIMBAIOT B BOAY M OKCTParupyloT OUXJIOpMeTa-
HOM. OpraHW4ecKHil pacTBOp 3aT€M INPOMBIBAIOT
paccosiom, cymart Hax cyibparoMm MarHus. Ilocne
¢ubTpoBaHMs (QUIBTPAT KOHLEHTPUPYIOT TIOA
BAKyyMOM, I10JIy4asi ChIPOM MPOIYKT, KOTOPBIN 3a-
TeM Xxpomarorpadupytor ¢ 3aroentoM (30% nu-
XJIOpMETaH/ TeKcaH), MMoJly4asi HA3BaHHOE COeJIMHe-
uue (6,8 r, 24 MMoub, 86%).

IIpumep 57.

DTOT mpuMep WLIIOCTPHPYET IOJIyYeHHE CO-
enuHennii 57.1, 57.2,57.3 u 57.4.

Coennnenne 56.1 BoccTaHABIMBAIOT OO COOT-
BETCTBYIOLIETO Mpou3BoxHOro anmwimHa (57.1),
UCIIOJB3YsS METOAUKY, IPUBEACHHYIO B IIpHMepe 2,
U TPeBpallalOT B COCAWHEHMs, NPUBEICHHBIE B
Tabia. 8, MUCHONB3yss KOMMEPYECKH JIOCTYITHBIE 3a-
MEIIeHHBIC OCH30JICYIb(QOHMIXIOPHIBI U/IIH HUC-
MOJIB3YsI TPOMEKYTOUHBIC COSAMHEHHS U CIIOCOOBI,
OIIMCaHHBIE B IPUBEJICHHBIX BBIIIE IPUMEPAX.
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Rd

Re
A\ Rb
O Ra

collox

o] :
Ra Rb Rc Rd m/e
57.2 Cl H Cl H 476
573 Cl H I H 534
574 H H OCH; H 438
Ipumep 58.

OTOT mpUMep WUTIOCTPUPYET CHUHTE3 3-XJI0p-

(2,4-muxopben3oncynshonamuio)oensona (58.1).
cl

J\; ol
0,8
NH, PNH
Cl ' f Ci
58.1

Ha3BanHoe coeaMHEHHE MOTY4YaroT, HUCIIOJb-
3ysl METOJMKY, IIPUBEACHHYIO B IpUMEpe 3, UCXOJIs
u3 800 mr (6,29 mmons) 3-xmopanwiuHa, 1,53 T
(6,29 mMmonb) 2,4-muxiopcynbhoruaxiopuna, 497
Mr (6,29 MMOJIb) NUPHIMHA, KaTaIUTHYECKOTO KO-
mnuectBa DMAP u 10 mi XxnopucToro MeruneHa.
Has3BanHoe coeanHeHne moyrydaroT B BHAE Oeloi
nieHsl (928 mr, 44%).

MS ESI m/e: 334.0 (M-H).

Ipumep 59.

OTOT npuMep HILTIOCTPUPYET CHHTE3 COEIU-

Henus 59.1.
|

1 Cl
OaS-y
Cl
0, R
Cl
S\NH
@ ’
cl E
581 591

B kpyriononnyto konOy 3arpysxator 330 mr
(0,99 mmons) 3-xmop-(2,4-muxaopOeH30acynb(oH-
amugo)oensona (58,1), 397 mr (2,97 mmons, Al-
drich Chemical Co.) 6e3BOZHOTO TPEXXIIOPHCTOTO
QIIOMHHUS U 2 MJI CyXOrO IUXJIOP3TaHa. 3aTeM I0
kamsiM go6asistror 210 mr (1,19 mmons, Aldrich
Chemical Co.) 3,5-nudTopOEeH30MIXIOPHIA U TI0-
JIy4EHHBId TEMHO-KPACHBI pacTBOp IE€PEMEIIUBA-
IOT B TEYEHUE HOUYU NPU KOMHATHOW TeMIeparype.
3areM peakIMOHHYI0O Maccy paz0aBisror 30 M
XJIOPHUCTOTO METHJICHA, IPOMBIBAIOT IIOCIIEI0BA-
tenbeHO 2N HCI u pacconom, cymar Hag MgSO, u
KOHLEHTPUPYIOT A0 MOJIYy4YEHHs TEMHOTO Macia.
3areM €ro OYMIIAIOT Ha CHJIMKAreje C IOMOIIBIO
(mem-xpomarorpaduu (Amroupys 1,24 stunamera-
TOM/XJIOpPUCTBIM MeTuiieHoM). [lomydyenHyro mpo-
3payHyl0 [JIa3yph MEPEKPUCTAIIN30BBIBAIOT U3
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adupa/rekcana ¢ BeixomoM 273 wmr (58%) Gesoro
TBEPJIOT0 BEIIECTBA.

'H SIMP (400 MI')) (de-DMSO) & 8.15 (1H,
n, J=8.5 T'm), 7.91 (1H, a, J=2.1 T'm), 7.68 (1H, ax,
J=8.6 T', 2.1 '), 7.63 (1H, 1, J=8.6 I'y), 7.46 (1H,
n, J=8.4Tn), 7.31 2H, nn, J=7.8 Ty, 2.1 T'm), 7.23
(1H, n, J=1.9 T'r), 7.17 (1H, nn, J=8.4 I'i, 2.2 T'm).

MS ESI m/e: 473.9 (M-H).

ITpumep 60.

DTOT mpUMep WUTIOCTPUPYET CHUHTE3 COEIH-
Henus 60.1.

Cl1
cl i Cl1
05 -
0,8
2
NH C
Ch ‘
@ o
Cl
Cl
58.1 60.1

Yka3zaHHOE COEJMHEHHE MOIydYaroT, HCIOJIb-
3y METOJUKY, IPUBEAECHHYIO B IIpuMepe 59, ucxo-
m1 w3 286 wmr (0,85 wmmomp) 3-xmop-(2,4-
nuxaopOer3oncyiabponamuno)oenzoma (58.1), 341
mr (1,02 MMosib) OGE3BOJHOTO TPEXXIOPHUCTOTO
amromunus, 214 mr (1,02 mmons, Aldrich Chemical
Co.) 3,5-nuxnopOeH30MIXIOpUAa U 2 MII CyXOTro
JIIXJIOpATaHA. YKa3aHHOE COEJMHEHUE MOIy4aloT B
Buje Oenoro TBepaoro BemecTra (139 mr, 32%).

'H AMP (400 MI') (dg-DMSO) & 11.49 (1H,
¢) 8.15 (1H, x, J=8.6 I'm); 7.97 (1H, n, J=3.8 I'n);
7.91 (1H, 0, J=2.1 T'n); 7.69 (1H, nn, J=8.5 T'y, 2.0
I'm); 7.58 (2H, n, J=1.9 I'n), 7.47 (1H, x, 1=8.4 I'n);
7.24 (1H, n, J=2.0 I'n); 7.17 (1H, an, J=8.4 T'y, 2.1
I'm).

MS ESI m/e: 505.9 (M-H).

Ipmmep 61.

OTOT mpUMep WUIIOCTPUPYET CHUHTE3 COEIH-
Henws 61.1.

(=]

ct

591
Huapunkeron 59.1 (103 wmr, 0,22 Mmo7b)
BOCCTAaHABJIMBAIOT JO METHUJICHOBOTO COCAUHCHUS
61.1 B COOTBETCTBHM C METOAMKOW NPUBEIECHHOU
West, et. al., J. Org. Chem., 38(15):2675-2681

6.1
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(1973). YkazaHHOe COCOMHEHHE MOIY4aroT B BUIC
6emoro TBepaoro BemecTsa (86 mr, 86%).

'H SIMP (400 MI'1) (d-DMSO) & 10.96 (1H,
¢) 8.05 (1H, g, J=8.6 I'u); 7.87 (1H, &, J=2.0 I'u);
7.63 (1H, nn, J=8.5 T'n, 2.1 T'y); 7.23 (1H, 1, J=8.5
I'm); 7.14 (1H, n, J=2.2 Tu); 7.02 (2H, m); 7.17 (2H,
M).

MS ESI m/e: 460.0 (M-H).

ITpumep 62.

OTOT NpUMep WILIIOCTPUPYET IOJIy4YeHHe 2-
xJ10p-4-(3-XI10p-5-THNPUAUIOKCH ) HUTPOOEH30I1a
62.1.

NO,
cl
ci 0
L
N
62.1

5-Xnop-3-ntupugunon (5 r, Aldrich) u 2,4-
mxstopautpobenson (7,4 T, Aldrich) moxseprator
B3aUMOJICHCTBHIO, KaK omnucaHo B mpumepe 1. Ha-
3BaHHOE COEIMHEHHE BBIICISAIOT KaK MOOOYHBIN
MPOJYKT, HCIOJNB3Ysl TPajUeHTHYI0 XpoMarorpa-
¢uro Ha kpemHeseme, smionpys 10% sTmnanera-
TOM/TEKCAaHOM.

'H SIMP (400 MI'm) (DMSO-dg) & 8.53 (c,
1H), 8.4 (c, 1H), 8.0 (m, J=8.9 I'u, 1H), 7.44 (T,
J=1.9 I'y, 1H), 7.26 (x, J=1.5 I'n, 1H), 7.14 (1, J=2.7
I'u, 1H), 6.99 (am, J=9.0, 2.6 I'n, 1H), 1.6 (mpu-
MECh).

IIpumep 63.

OTOT mpuMep WUIIOCTPUPYET IONy4YeHHe 2-
xJ1op-4-(3-xJ10p-5-nupuIUIIoKCH )aHuIrHA 63.1

NH,
cl

Coenunenue 62.1 BOCCTaHABIMBAIOT, UCTIOJb-
3ysl METOJUKY, IPUBEJICHHYIO B MpUMepe 2, MOiIy-
yasi Ha3BaHHOE COEJMHEHUE B BUJE TBEPJOTO Be-
IIeCTBa JKEJITOTO IBETA.

'H SIMP (400 MI'u) (DMSO) & 8.33 (1, J=2.1
I'u, 1H), 8.25 (1, J=2.4 T'n, 1H), 7.41 (1, J=2.2 I'L,
1H), 7.12 (n, J=2.6 T'u, 1H), 6.91 (an, J=2.6, 8.8
I'm, 1H), 6.84 (n, J=8.8 ', 1H), 5.35 (c, 2H).

ITpumep 64.

OTOT mpUMep WUIIOCTPUPYET IIOIyYEHHE
64.1.
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Cl

64.1

Coemunenne 63.1 wu 2,4-muxiaopOeH307-
CyImb(GOHIIXJIOPU TOIBEPTralOT B3aMMOICHCTBHIO
¢ nupuauHoM U DMAP, wucnonb3ys METOIUKY,
ommcaHHylo B npumepe 3. ChpIpoi HPOIYKT OYH-
HIAI0T € [OMOMIBK  ¢uniI-xpoMaTorpaduu  Ha
KpeMHe3eMe, dIIoupys nuxiaopmeraHoM. [lomyden-
HBIH TPOIYKT 3aT€M PaCTUPAIOT C STHIOBBIM 3(u-
POM/TEKCAaHOM C TIOJIyYEHHEM YKa3aHHOTO COEIH-
HEHUs B BUjE OEIOro TBEPJIOro BELIECTRA.

MS ESI m/e: 461 (M-H).

IIpumep 65.

OTOT TpuUMep WIUTIOCTPUPYET TIOTy4ICHUE
65.1.

Ci
Cl

Cl

65.1

Coenunenne 63.1 u 3,4-m1uxsopOeH30IICyIIb-
(OHUIXIOPUA TOJIBEPralT B3aUMOJCHCTBHIO C
nupuanHoM u DMAP, ucnoinb3yss METOAMKY, OIU-
canHyio B mpumepe 3. CrIpoif MPOAYKT OYHMIIAIOT C
HOMOIIBI0 (idII-XpoMaTorpaduu Ha KpeMHe3eMme,
amoupys 5% sTunaneraTom/muxinopmeranom. Ilo-
JIY4EHHBIH MPOIYKT 3aTeM PACTHPAIOT B T'€KCaHEe C
MOJY4YE€HHEM YKa3aHHOTO COEIMHEHUs B BUJE Oelo-
T'O TBEPJOrO BELIECTBA.

MS ESI m/e: 461 (M-H).

IIpumep 66.

OTOT TpUMEp WUIIOCTPUPYET TIOJydeHHUE

66.1.
L
S’O

O "NH

Cl

Ch~ O
y
N

66.1



61

Coemunenne 63.1 wu 4-mogoGeH301ICYIIB-
(OHMIIXTIOPUA TOABEPrarOT B3aUMOJCHCTBHIO C
mupuanHoM 1 DMAP, ucnions3yst METoAnKy, OIH-
caHHyto B npumepe 3. CpIpoii MPOAYKT OUMIIAIOT C
MOMOIIBI0 (uAII-XpoMaTorpaduil Ha KpeMHe3eMe,
aroupys auxigopmeraHoM. OOpa3oBaBIIUICS TPO-
JOYKT 3aTeM PAacTHPAIOT B T€KCaHe C IMOJy4YeHHEM
YKa3aHHOTO COEJMHEHHsI B BUjae Oeloro TBEpIOro
BelecTBa/

MS ESI m/e: 519 (M-H).

[pumep 67.

OTOT TpUMEp WILTIOCTPUPYET IOIy4EHHE

67.1.
F3C Cl
T,

Cl

67.1

Coenunenne 63.1 u 2-xmop-4-TpUPTOPMETHII-
0eH30JICYTb()OHMIXIIOPH TOIBEPralOT  B3aMMO-
neiictBuio ¢ mupuauHoM 1 DMAP, ncnons3ys me-
TOZINKY, OTIMCAHHYIO B IpuUMepe 3.

CpIpoii TPOAYKT OYHUINAIOT C TOMOIIBIO
(dmau-xpomarorpa@uu Ha KpeMHE3eMe, JJIHOHPYS
5% ostunaneraTom/muxnopmeraHoM. IloiydeHHBIH
HPOJYKT 3aTE€M pacTHpAlOT B FE€KCAaHE C TOJyYEeHH-
€M YKa3aHHOT'O COeIMHEHHs B BHUE OEJI0T0 TBEpIo-
T'O BEIIeCTBa.

MS ESI m/e: 495 (M-H).

Ipumep 68.

DTOT TpuUMep WUTIOCTPUPYET IONydeHHe 2-
xy0p-4-(3-nupuamiokcu ) HUTpodensoma (68.1).

NO,

Cl

68.1

2,4-Muxnaopautpodenson (10,2 r, Aldrich) u
3-rugpokcunupuaut (5 r, Aldrich) monsepraior
B3aHMO)1€l7[CTBHIO, HCIIO0JIB3Yd MCETOJAUKY, OIHCAaH-
Hy!0 B npumepe 1, momydyas 0,82 r Ha3BaHHOTO CO-
€/IMHEHUs] B BHJE TBEPIOTO BELIECTBA >KEITOTO
IBETA.

'H SIMP (400 MTI'y) (CDCl3) & 8.58 (c, 1H),
8.52 (c, 1H), 8.0 (n, J=9.0 I'y, 1H), 7.44 (c, 2H),
7.10 (g, J=2.6 T'u, 1H) 696 (nxn, J=9.0, 6.65 I'n).

Ipumep 69.

DTOT npuMep WILTIOCTPUPYET MHOIyudeHue 2-
XJ0p-4-(3-UPUANITIOKCH ) aHIITNHA.
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Coenunenne 68.1 BOCCTaHABIMBAIOT, UCIIOJIb-
3ysl METOAWKY, OMUCAHHYIO B IpUMepe 2, MOoIydas
Ha3BaHHOE COEIMHEHHUE B BHJIE Macja KOPUIHEBOTO
1[BE€Ta, KOTOPOE HCIIOIB3YIOT Oe3 nanbpHeHIel oun-
CTKH.

'H AMP (400 MI'1;) (DMSO) & 8.29-8.26 (M,
2H), 7.35 (nn, J=4.6, 8.4, 20 I'u, 1H), 7.29-7.26 (M,
1H), 7.04 (a, J=2.0 T'n, 1H), 6.85-6.84 (M, 2H), 5.29
(c, 2H)

IIpumep 70.

OTOT TpuUMep WUIIOCTPUPYET TIOTYYCHUE
70.1.

O 'NH
cl
AN
| -
70.1
Coemunenne 69.1 wu 2,4-muxiaopOeH307-

Cynb(GOHIWIXJIOPU TOIBEPTalOT B3aMMOICHCTBHIO
¢ mupuguHOM U DMAP, wucmons3yst MeTOAuKy,
ommcaHHylo B mpumepe 3. ChIpoi HPOIYKT OYH-
HIAI0T € [OMOMIBK  ¢unmI-xpoMaTorpaduu  Ha
KpeMHe3eMe, Aoupys 5% STuinaneraTom/Iuxiop-
MeTaHoM. [lomyyeHHbI NpOAYKT 3aT€M PACTUPAIOT
C DTUJIOBBIM 3(1)l/lpOM C MOJYYCHUEM YKa3aHHOI'O
COeIMHEeHUs B BUjie 0€JIoro TBEPOTo BEIIECTBA.

MS ESI m/e: 429 (M-H).

ITpumep 71.

OTOT mTpuUMep WIUTIOCTPUPYET TIOITy4ICHUE
71.1.

Cl

71.1

Coenunenne 69.1 u 4-nomobGenzomncymnbdo-
HUWJIXJIOPUJ TTOIBEPTatOT B3aUMOJICHCTBUIO C MUPU-
nuHoM 1 DMAP, ucnonb3ysi METOAMKY, OMHUCaH-
Hyi0 B nnpuMepe 3. CbIpoil NPOAYKT OYHUILAIOT, HUC-
MOJNB3ys  (PIAII-XpoMaTOTpaui0 Ha KpeMHE3eMe,
amroupyst  5-20% ITHIIAIETaTOM/ TUXJIOPMETAHOM.
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Ilony4yeHHbIN MPOLYKT 3aT€M PAaCTUPAIOT C 3TUIIO-
BBIM 3(UpPOM C MOTyYSeHHEM yKa3aHHOTO COEIWHE-
HUS B BHJE OEJIOTO TBEPIOTO BEIIECTBA.

MS ESI m/e: 485 (M-H).

ITpumep 72.

OTOT mpuMep WIUIIOCTPUPYET IOIy4YEeHUE

72.1.
NH,

Cl

721

K pacteopy 3,4-muxsioporuodenona (0,87
wi1) u 4-¢rop-3-xnopuurpodensona (1,2 r) B TI'®
(12 M) npobGasisitor pacTBOp OyTwiiaTa Kajius B
Tr® (1M, 3,7 mim). 3areM n00AaBJISIOT ITAHON C
o0pa3zoBaHHEM oOcajKa, IOCJE 4Yero CMech Harpe-
BAIOT JUIs PacTBOPEHHS TBEpJOro BeniecTBa. CMech
OXJTAXKIAIOT 10 KOMHATHOW TeMIIepaTyphl U J00aB-
nst0T Boxy. [loiydeHHOE TBepHoe BEMecTBO COOH-
paroT QUIBTPOBAHHUEM W MPOMBIBaIOT Bomo. [Ipo-
IYKT PacTBOPSIOT B XJIOPUCTOM METHJIEHE, CyIIaT
Haj cynb(haToM MarHus, GUIBTPYIOT M KOHIIEHTPH-
PYIOT, IOTyYas MPOMEXKYTOYHOE HUTPOCOCIMHEHHE
skentoro 1gera (2,08 r).

SnCl, rekcaruapar (7 r) H00aBISIOT K pac-
TBOPY MPOMEKYTOYHOTO HUTPOCOECIUHEHHS B THII-
anerare (40 mu) npu 85°C. Ilocne 12 4 peakiuro
obpabatsiBaror 420 M pacrBopoM 0,5N NaOH wu
paszbasisator EtOAc (100 mir). MyTHYIO CycleH3HIO
(GUIBTPYIOT Yepe3 LENHUT W MPOMBIBAIOT JTOTIOJTHU-
TenpHBIM KommaecTBoM EtOAc. Cron pa3nenstor u
BOJHBIN CJIOW 3KCTPArupyroT €Ule OJHUM JIOIOJIHU-
TenbHBIM KonmudecTBoM EtOAc. OOwvennHEeHHBIE
opranuyeckue mnopuuu cymar Hag MgSOy, unbt-
PYIOT ¥ KOHIEHTPUPYIOT O] BAKyyMOM, YTO 00ec-
Me4rBaeT MpPOM3BOJHOE aHWIMHA 72.1, KoTOopoe
WCIOJIL3YIOT O€3 OUUCTKH.

CoenuHeHHs1, IPUBEJCHHBIE B Ta0i. 9, moy-
YaloT, UCMOJIB3YsS 72.1 U KOMMEpPUYECKU AOCTYIHbIE
3aMeIleHHbIe  OCH30JICYIb()OHMIXIOPHIBl /WK
UCTIONB3YS MPOMEXYTOUHBIE COCTUHEHUS U METO-
JIUKH, OIMCAHHBIE B NPWUBEICHHBIX BHINIE MpHUMe-
pax.

Tabmuma 9

Rd

ct Re
Cl NH._

Rb

I A

S
i
Ra | Rb Rc Rd m/e (M-H)

72.2 H Cl Cl H 510
72.3 Cl H Cl H 510
72.4 H H 1 H 568
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Coeaunenne 72.3 mpeBpamalT B COOTBETCT-
BYIOLIMI qUapuiibHbIi cynbhokeun (72.5, m/e 526)
1 IUapwiIbHBIN cynb¢oH (72.6, m/e 542), ucmoins-
3ysl okcocuHTe3 (cM., Hanpumep, Trost, et al. Tetra-
hedron Lett, 22 1287 (1981) u Webb, Tetrahedron
Lett, 35 3457-3460 (1994)). AnanoruyHo coenuHe-
HUe 72.2 npeBpamanT B AUAPWIBHBIN CyIb(oKcH
(72.7, m/e 526), ncrionb3yst 0OBIYHOE OKUCIICHUE C
nomoiuso mCPBA.

Ipmmep 73.

OTOT IpuMep WLTIOCTPUPYET moirydeHne 73.4
gepes 73.9.

1 1 1
a
— S/>—sx _ )—Cl
NO; N N
73.1 732

NH,

&R

|
5 R
— O

734 733

2,3 Muxnoponutpodbensoin (19,04 r) cycnen-
nmupytot B 40% pactBope Na,CS; B Boze (66 mi) ¢
5 MIJI 3TaHOJIAa W HArpeBaloOT Ha OaHE MPH TeMIlepa-
type 130°C B Teuenne 3 gueil. [locne oxmaxmeHus
0CTaTOK pa3daBiAoT BoaoH 1 noakucistor SN HCI
(mpenynpexaerue: OypHOe BhIIeIeHHE ra3a). JKem-
TOBAaTO-KOPHUYHEBOE TBEPAOE BELIECTBO COOHMPAIOT
(GUIBTPOBaHKMEM, ITPOMBIBAIOT BOJOH M CyIIAT IO
BaKyyMoM, 4To aaeT 19,9 r npoMexyTo4HOTO KOM-
mwiekca (73.1). Ceipoit 73.1 (6,03 r) ocTOpoXHO
JI00aBISIIOT K YUCTOMY Cynbypuixuopury (20 M)
B TeueHue Ooinee 5 muH. CMech 3aTeM HarpeBaroT
mpu 50°C. Xapakrep TBEpIOro BEIIECTBa MCHSCT-
csl, HO OHO He pacTBopsieTcs. Peakimio 3axomnaxu-
BalOT, BBUIMBAs Ha JieA. JlensgHyto cMech mepeme-
LIMBAIOT JI0 T€X MOP, II0Ka MEPBOHAYATIBHOE TEMHOE
Macjo He 3aTBepieeT. TBepaoe BEIecTBo codupa-
0T QWIBTPOBAHUEM, PACTBOPSIOT B STHIOBOM d(U-
pe ¥ NpoMbIBaOT BOAOH. [IpoyKT ounIinaroT ¢ no-
MolIblo (uaII-XpomMarorpadyu, UCTIONb3Ysl TeKCaH,
3areM 20% XJIOPUCTBI METHJICH/TeKCaH, YTOOBI
noiyunts 3,2 T 2,7-muxnopbensoruazona (73.2) B
BHUJI€ HU3KOIUIABKOTO TBEPJIOTO BEIIECTBA.

'H SIMP (CDCls) & 7.823 (1, J=8.4 '), 7.417
(r, J=8.4 T'm), 7.371 (n, J=8.4 T'm). Beruucneno:
41.20% C, 1.48% H, 6.86% N; Haiineno: 41.06%
C, 1.46% H, 6.75% N.

3-Xnop-4-MepKanTOHUTPOOEH301  (TIOTy4eH-
HBId o Metonuke Price m Stacy. J. Amer. Chem.
Soc. 68,498-500 (1946)) (1,33 1) wu 2,7-
nuxiaopoensoruason (73.2) (1,43 r) pacTBOpsOT B
stanosie (20 mu1) mpu HarpeBanuu. J[00aBISAIOT mMU-
pumus (1,1 1, 2 5kB.). [Tocne o6pazoBanust TBEpIO-
IO BEIEeCTBA, J00ABISIOT OMOJHUTEIBHOE KOJIHU-
yecTBO 3TaHona (20 M) M CMech BBLAEPKHUBAIOT
npu 50°C B TeueHne HouHu. TBepoOe BELIECTBO CO-
OupaloT (WIBTPOBAaHHMEM U IIPOMBIBAIOT BOIOM.
TBepmoe BemecTBO CymaT B BHIE PacTBOpa B XJIO-
pPHCTOM METWJIEHE W KOHLEHTPHPYIOT, YTOOBI IT0-
Ty4uTh HHUTpocoeamHeHue 73.3 (2,22 r) B BHAe
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rpsi3HO-0enoro TBepaoro BemiecTBa (T.wl. 210-
212°C).

'H IMP (DMSO) & 8.544 (n, J=2.4 ', 1H),
8.273 (nm, J=8.8, 2.5 I', 1H) 8.081 (m, J=8.6 T'm,
1H), 7.961 (an, J=6.3, 2.4 I'n, 1H), 7.60 (M, 2H).

Hcnonb3yss MeTONUKY, NPUBEIEHHYIO B IIpU-
Mepe 32, HUTPOMpPOU3BOJHOE 73.3 mpeBpainarT B
COOTBETCTBYIOIIeE MpPOM3BOgHOE aHWmHA (73.4).
Omdm-xpoMaTorpadus MPUBOIUT K OEIOMy TBEp-
JioMy BemecTBy (T.01. 165-167°C).

'H SIMP (DMSO) & 7.775 (n, J=8.4 T, 1H),
7.606 (m, J=8.0 T'n, 1H), 7.367 (T, J=8.0 T'u, 1H),
7.265 (n, J=8.0 I'u, 1H), 6.931 (un, J=2.0 T'u, 1H),
6.672 (nn, J=8.4, 2.4 Tu, 1H), 4.15 (ymuupeHHsIi
cunriuet, 2H).

ESI MS 327 (M+H). Beraucneno: 47.71% C,
2.46% H, 8.56 % N; Haiineno. 47.93% C, 2.48% H,
8.47% N.

Peaxkius 2-xJ10p-4-TpUPTOPMETHIOCH30JI-
CyIb(GOHWIXJIOPUAA C aHWIMHOM 73.4 COrIacHoO
METOJMKE, IPUBEICHHON B MpUMepe 3, IPUBOIUT K
cynbpdonamuny 73.5 (cMm. tabm. 10).

'H sIMP (DMSO) & 11.712 (ymmpeHubiii
cunrier, 1H) 8.377 (n, J=8.4 I'n, 1H), 8.187 (u, J=2
I'u, 1H), 7.995 (uxn, J=8.4, 1.2 T'u, 1H), 7.880 (x,
J=8.4 I'u, 1H), 7.822 (gx, 7.2, 2.0 I'u, 1H), 7.509
(1, J=8.0 I'u, 1H), 7.474 (mn, J=7.6, 2.0 I'u, 1H),
7.443 (n, J=2.4 T'u, 1H), 7.256 (nn, J=8.8, 2.4 T,
1H).

MS (M+H) 569, MS (M-H) 567. BeraucneHo
42.15% C, 1.77% H, 4.92% N, Haiineno 42.30% C,
1.76% H, 4.94% N.

HOHOJ’IHI/ITCJ’I])HI)IG COCAMHCHUSA, IPHUBCACHHBIC
B Tabu. 10, mOMy4YaroT aHaJOTHYHO, HCIOJB3YS
aHWUH 73.4 ¥ COOTBETCTBYIOIIHE CYJIH(OHUIXIIO-
PHUABI B COOTBETCTBHU C METOIVMKOM, MPUBEICHHOMN
B IipuMepe 3.

Tab6muma 10
. Q«/p 2
HN’S Rb
1 Re
Rd
S,)—s cl
N
Ra Rb | Rc | Rd m/e (M-H)
73.5 Cl H | CF; H 567
73.6 H Cl Cl H 533
73.7 Cl H Cl H 533
73.8 H H 1 H 591
73.9 Cl H Cl | CH; 547
ITpumep 74.

Crnenyromue O€H30JICYTBPOHWIXIOPUABI TI0-
Jy4yaroT B COOTBETCTBUU C METOJIUKOM, OMHMCAHHOMN
R.V. Hoffman (Org. Syn. Coll. Vol. VII, 508-511)
U3 COOTBETCTBYIOIIMX KOMMEPYECKH JOCTYITHBIX
MIPOM3BOIHBIX AHWIMHA W WCTONB3YIOT IS MIpOBe-
JICHHUS yKa3aHHBIX HIDKE IPIMEPOB.

74a: 2-x510p-4-TpeT-0y THIIOCH30ICY b (D O-
HWIXJIopua, Bbixoa 34% nisi mpumepoB 76.8 u
79.9.

004887

66

'H SIMP (CDCl;) & 8.06 (1H, x, J= 8.4 I'n),
7.62 (1H, ¢), 7.48 (1H, 1, J=8.4 I'm), 1.37 (9H, ¢), 1.
1. 68.8 °C.

74b: 2-tpudropmerui-4-xsopoeH3oncybdo-
HUJIXJIOpU, BbIX0A 76% B BHJIE TBEPJOrO BEIIECT-
Ba 11 mpuMepoB 176 u 347.

'H IMP (CDCl;) & 8.325 (n, J=8.4 I'n, 1H),
7.966 (yumpenssiii cunrier, 1H), 7.829 (ymmpen-
Helit 1, J=8.4 T'u, 1H), T.mn. 37.0°C.

74c:  2-xnop-4-MeTHII0EeH30IICY I (OHMIIXIIO-
pun, Beixon 47% B BUAe Macia ajs npuMepos 76.9,
79.8 m 351.

'H SIMP (CDCl;) & 8.02 (1H, x, J=8.8 I'n),
7.46 (1H, c¢), 7.28 (1H, 1, J=8.8 T'm), 2.47 (3H, c).

IIpumep 75.

OTOT mpHUMEp WITIOCTPUPYET CHHTE3 COEIH-
HeHus 75.

75.1 R=NO2
75 R=NH2

Cryd

ITo MeTonmuke, mpuBeaeHHo# B mpumepe 201,
2-xJ10pOeH30KCca3011 (5 T) U 2-XJI0p-4-HUTPOAHIITUH
(6,1 T) momBeprarT B3aMMOJACHCTBHIO, MOJIy4Yast
HuTpocoenuuerne 75.1 (2,6 ) B BHIE TBEPIOTO
BEIIIECTBA JKEJITOTO LIBETA.

'H SIMP (dg-aueron) & 9.514 (c, 1H), 9.01 (x,
J=9 Tu, 1H), 8.4 (¢, 1H), 8.37 (nn, J=8.4, 2 I,
1H), 7.58 (n, J=8.4 T'n, 1H), 7.52 (n, J=8 I'u, 1H),
7.34 (1,J=7.6 T'u, 1H), 7.28 (1, J=7.6 'y, 1H).

MS (M-H) 288, (2M-2H+Na) 599.

BoccraHoBiieHHE B COOTBETCTBHH C METOIH-
KOM, IPUBEICHHON B TpuMepe 32, maeT Mpou3BO/I-
Hoe anmiuHA 75 (93%) B BHAE TBEpIOrO BEIIECTBA
ceporo nBera.

'H SIMP (d¢-atteron) & 8.45 (ymmpeHHbiit
cunrner, 1H), 7.796 (n, J=8.4 T'u, 1H), 7.353 (x,
J=7.6 I'n, 1H), 7.335 (n, J=7.6 Ty, 1H), 7.191 (T,
J=7.6 Ty, 1H), 7.088 (1, J=8 I'u, 1H), 6.846 (x,
J=2.4Tu, 1H), 6.673 (an, J=8.8, 2.4 I'y, 1H), 4.912
(ymmpenssiii cunrier, 2H).

MS (M+H) 260.1.

IIpmmep 76.

OTOT MpUMep WLTIOCTPUPYET MOIydeHue 76.2
1 TIPOU3BOIHBIX (())T HUX CYIb(OHAMHIOB.

N

2 NH,
Tl Eos,
é:SH 1 é:s}—s a
N N
76.1 762
3,5-Tnxnop-4-MepkanToOHUTPoOeH30 (TOTy-
YeHHBIH 1O Mertoaumke Price m Stacy, J. Amer.
Chem. Soc. 68, 498-500 (1946)) (0,65 r) u 2,7-
nuxiaopoen3orrason (73.2) KOHASHCUPYIOT B COOT-
BETCTBHU C METOJMKOM, MPUBEICHHOH B mpumepe
73, 4T0oOBI MONyYUTh HUTpOIpou3BoaHOE (76.1) B
BHJIC TBEPJIOTO BemiecTna xxenroro 1eta (0,95 r).
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'H SIMP (DMSO) & 8.587 (c, 2H), 7.852 (M,
1H), 7.54 (M 2H). Beraucneno: 39.87% C, 1.29%
H, 7.15% N; Haiineno 39.62% C, 1.21% H, 7.00%
N.

Boccranosnenue HuTponpousBogHoro (76.1)
(0,92 1) B COOTBETCTBUU C METOAMKOW, MPUBEIECH-
HOW B mpumepe 32, naeT MPOU3BOJHOE aHWIIMHA
(76.2) (0,76 ) nocne ¢asm-xpomarorpaduu.

'H IMP (DMSO) & 7.822 (n, J=8 I'n, 1H),
7.509 (1, J=8 T'm, 1H), 7.465 (x, J=6.8 T'n, 1H),
6.882 (c, 2H), 6.529 (ymmpenssiii cunrier, 2H).
MS (M+H) 361. Beraucneno: 43.177% C, 1.95%
H, 7.74% N; Haiineno: 43.10% C, 2.05% H, 7.65%
N.

Peaknust mpousBomHOTO aHWIMHA 76.2 Co-
TJIaCHO METOIWKE, MPHUBEICHHOW B NpHMepe 3, ¢
Pa3NUYHBIME CYNb()OHMIXIOPUAAMH AeT Cyibdo-
HaMUAbI IpeAcTaBieHHbIe B Ta0u. 11.
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Ta6muna 11
I
HN- Rb
i C Re
S Rd
S a
N
Ra Rb Rc Rd m/e (M-H)
76.3 Cl H CF; H 601
76.4 H H t-Bu H
76.5 Cl H Cl H 567
76.6 | Cl H H H | 535 (M+H)
76.7 H H H H
76.8 Cl H t-Bu H 589
76.9 Cl H Me H 547
ITpumep 76.3.

'H SIMP (DMSO) & 11.96 (ymmpeHubiii
cunriier, 1H), 8.417 (n, J=8.4 T'u, 1H), 8.209 (c,
2H), 8.013 (n, J=8 T'u, 1H), 7.819 (m, J=6.8 I'm,
1H), 7.514 (m, 2H), 7.411 (c, 2H). Bpraucneno
39.75% C, 1.50% H, 4.64% N; Haiineno 39.48% C,
1.73% H, 4.37% N.

MS (M-H) 601.

ITpumep 76.4.

Beruucneno mms M+0.5 H,O 48.72% C,
3.56% H, 4.94% N; Haiineno 48.80% C, 3.68% H,
4.8% N.

ITpumep 76.5.

'H AMP (DMSO) & 11.83 (ymmpeHHbIH
cunrier, 1H), 8.212 (n, J=8.4 T'u, 1H), 7.962 (x,
J=2H, 1H), 7.827 (nn, J=6.8, 2 T'n, 1H), 7 723 (ax,
J=8.5, 2.1 T'u, 1H), 7.518 (1, J=7.9 T'u, 1H), 7.492
(mm, J=7.8, 2.0 T, 1H), 7.385 (c, 2H).

MS (M-H) 567, taun. 216°C. BeramcieHo
39.98% C, 1.59% H, 4.91% N; Haiineno 39.81% C,
1.59% H, 4.85% N.

ITpumep 76.6.

'H AMP (DMSO) & 11.72 (ymmpeHHbIH
cunrnet, 1H), 8.222 (a, J=8 T'u, 1H), 7.822 (ax,
J=7.2,2.0 I'u, 1H), 7.730 (1, J=4 I'u, 2H), 7.636 (M,
1H), 7.516 (1, J=8 ', 1H), 7. 490 (1, J=8 ', 1H),
7.379 (c, 2H).
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MS (M+H) 535.

IIpumep 76.7.

'H AMP (DMSO) & 11.38 (ymmpeHnbiit
cunrnet, 1H), 8.906 (a, J=8 I'm, 2H), 7.827 (un,
J=7.2,2.0 I'u, 1H), 7.721 (1, J=6.8 T'u, 1H), 7.655
(t, J=8 T'n, 2H), 7.519 (t, J=8 I'u, 1H), 7.493 (a,
J=6.8T'u, 1H), 7.412 (¢, 2H).

IIpumep 76.8.

'H SIMP (DMSO) & 11.70 (1H, c), 8.13 (1H,
1, 8.4). 7.80-7.87 (1H, m), 7.63-7.71 (2H, m), 7.48-
7.55 (2H, m), 7.39 (2H, ¢).

MS (M-H) 589, T.ru1. 131.3°C. Berunciaeno C
46.63, H 3.06, N 4.73; Haiineno C 48.09, H 3.65, N
4.35.

ITpumep 76.9.

'H IMP (DMSO) & 11.70 (1H, c), 8.07-8.20
(1H, m), 7.80-7.93 (1H, m), 7.35-7.65 (6H, m).

MS (M-H) 546.8. T.1u1. 220.9°C.

IIpumep 77.

DTOT mpuUMep WUIIOCTPUPYET TOIy4YCHUE
anunuHoB 77.7, 77.8 u 77.9.

3 B Hy
NH, N, _NH, N
. - >—x
T s
1 1 Ql
771’ 72 X
773 X

|

iy

NHL
a’

NH, 0,

3 \L—Q H; v—d

SR &R
| Cl

777 X=Y=Cl
778 X=CLY=H
779 X=F,Y=H
Ilo anamorum ¢ METOAMKOW, OIMCAHHOU
Weinstock et. al. (J. Med. Chem. 30:1166-1176
(1987), KOHLIIEHTPHPOBAHHYIO CEPHYIO KHCIIOTY
MemIeHHO No0aBistoT (8,74 T) K pacTBOpy S-XIop-
2-metmnaHmHa (25 T) B xsopbenszone (120 mi) ¢
oOpazoBanueM rycroit B3Becu. JloOaBisitOT pas-
menbueHHbIE NaSCN (18,6 r). Cmech HarpeBaroT
1o 110°C B TeueHHe OJHOTO Yaca W 3aTe€M BBIACP-
xuBaroT Bcto HOoub mpu S50°C. [ocne paszbaBieHwUs
rekcanoMm (300 mu1) TBepIOE BELIECTBO COOMPAIOT
(GUIBTPOBAaHKMEM, IPOMBIBAIOT TOpsYed BOAOH H
3aTeM - 3THJIOBBIM 3¢dupom, nomyyast 15,65 r mpo-
MEXYTOYHOM THOMOYEBHHBI 77.1, KOTOpyIO WuC-
MOJIB3YIOT HETIOCPEICTBEHHO Ha Cienyloleil cra-
TTATL.

774 X=Y=Ci
775 X=CLY=H
77.6 X=F,Y=H-

[Momyuenne 2-amMuHO-4-MeTHII-7-XIOPOSH30-
tHazona (77.2).

Bpowm (25,44 1) nobasmsror k cycnensun 77.1
(15 r) B xmopodopme (110 M), BeIaEp)KHUBas TpH
temnepatype Hmwke +10°C. Ilocne Toro xak n1obas-
JICHWE 3aBEpIICHO, PEaKIMOHHOW Macce NalT Ha-
rpeThCs 1O KOMHATHOM TEMIIepaTypbl, 3aT€M Ha-
Tpe€BarOT MpU KUIICHUU C O6paTHI)IM XO0JIOAUJIbHHU-
koM 30 muH. [locne oxJaxaeHus TBEPAOE BEILECT-
BO OPAH)KEBOTO LIBETAa COOMPAIOT (PHUIBTPOBAHUEM U
cycnenaupytoT B auneroH (100 mi), KoTopslii CHH-
MaeT oKpamBaHue. TBepaoe BEemecTBO COOMPAOT
(UIBTPOBAaHUEM U IPOMBIBAIOT STHIIOBBIM d(PUPOM,
4yT008I mosTyunTh HBr-comb.
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'H sIMP (DMSO) & 7.182 (n, J=8 T'u, 1H),
7.137 (g, J=8 I'y, 1H), 2.40 (c, 3H).

Conp cycienaupytot B Boge mpu 95°C. 3na-
yerne pH cycmensuu nosomat 1o pH 9 ¢ momomisio
0,5N NaOH. Ilocne oxmaxaeHus TBEpIOE BEIIECT-
BO COOMpPArOT (pUIBTPOBAHUEM, MPOMBIBAIOT BOJIOM
U PaCTBOPSIIOT B 3THJIOBOM 3(DHUPE/XJIOPHUCTOM Me-
tiiieHe. OpraHu4eckuil ciioi cymar cyibdaTom
MmarHus. Ilocrme KOHUEHTpUpOBaHUS 2-aMHHO-4-
MeTHII-7-x5opobden3oruason (77.2) (7,47 r) nony-
YaroT B BUZE OEIIOT0 TBEPHOTO BEIIECTBA.

MS (M+H) 199. Bpruncneno: 48.36% C,
3.55% H, 14.10% N; Haiineno: 48.29% C, 3.55%
H, 14.01%N.

ITonyuyenue
3oma (77.3).

K B3Becu 2-amMuHO-4-MeTHII-7-XJIOPOOCH30-
trazona (77.2) (6,37 r) B H;PO4 (85%, 213 mn) B 3-
ropiioii kosoe oobemMom 500 MJI ¢ MEXaHHYSCKHM
nepeMelInBaHieM W BHYTpPEHHEW TeMmIeparypoit
<(-10)°C pmobasmsitor no kamsiM pactBop NaNO,
(6,87 1) B Bozme (11 mir). Cmech Harpesatot j0 0° B
TeueHue 30 MUH U 3aT€M BHOBB OXJIXKIAIOT. 3aTeM
B3BECh MEIUICHHO JO0aBISAIOT K OXJIAXKICHHOMY
(~5°C) pactBopy CuSO4-5 H,O (32 1) u NaCl (40
r) B BoAe (128 mu1) mpu 3HEPTUYHOM TepeMeIInBa-
Hun. [locne mOMONHUTENHHOTO BCIICHWBAHUS U Ha-
rpeBaHUs 10 KOMHaTHOM Temmepatypsl (RT), TBep-
JI0€ BEIIECTBO COOMPArOT (DUIBTPOBAHHEM U IIPO-
MBIBAIOT BOJOM. TBepAOE BEIIECTBO PacTBOPSIOT B
a¢upe, ocTaBIIsisl HEPACTBOPEHHBIN 0CTAaTOK. Ddup-
HBIIl PacTBOP HMPOMBIBAIOT BOJIOW M PacTBOPOM Ou-
KapOoHaTta HaTpus. 3areM OpraHWYecKHd cioi
KOHLEHTPUPYIOT, OCTAaTOK OYHIIAIOT C ITOMOIIBIO
¢mm-xpomatorpaduu ¢ momomsio 10% xmopu-
CTOTO METHJICHa B TEeKCaHe, 4TOOBI MONYyYUTh 2-
xJop-4-metni-7-xmopodenzoruaszon (77.3) (4,48 r).

'H IMP (CDCl;) & 7.288 (x, J=8 I'u, 1H),
7.231 (m kB, J=8, 0.8 I'm, 1H), 2.651 (x, J=0.8 T'm,
3H). Beraucneno: 44.06% C, 2.31% H, 6.42% N;
Haiineno: 44.16% C, 2.34% H, 6.32% N.

Konnencamust 77.3 (0,65 1) ¢ 3,5-nuxmiop-4-
MEpKaNTOHUTPOOECH30JIOM B COOTBETCTBHU C METO-
JIMKOM, MPUBEACHHON B mpumepe 73, AaeT mocie
(dmeu-xpomarorpadguu  HUTpoIpousBogHoe 77.4
(0,97 r) B B TBEPIOTO BEIIECCTBA KEITOTO IBETA.

'H SIMP (DMSO) & 8.394 (c, 2H), 7.237 (n,
J=8 T'u, 1H), 7.209 (n, J=8 'y, 1H), 2.621 (c, 3H).

MS (M+H) 405.

Konpmencammss 77.3 (0,7 1) ¢ 3-xmop-4-
MEpPKaNTOHUTPOOEH30JIOM B COOTBETCTBHU C METO-
JTUKOW, TIPUBENEHHON B MpuMepe 73, maeT HUTPO-
npousBogHoe 77.5 (1,02 T) B BHIIE TBEpIOTO Belle-
CTBa JKEJITOTO IIBETA.

'H AMP (DMSO) & 8.535 (ymmpeHHbIH
cunrnet, 1H), 8.261 (ox, J=8.4, 2 T'u, 1H), 8.040
(n, J=8.4 T'u, 1H), 7.496 (n, J=8.4 T'u, 1H), 7.419
(n, J=8.4 T'y, 1H), 2.601 (c, 3H).

MS (M+H) 371. Berauciaeno 45.40% C,
2.18% H, 7.57% N, Haiineno 45.25% C, 2.23% H,
7.49% N.

2,7-nuxaop-4-MeTHIIOCH30THA-
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Konpmencarmus 77.3 (1,12 1) ¢ 3-drop-4-
MEpPKANTOHUTPOOEH30JIOM B COOTBETCTBHU C METO-
JIMKOHW, TPUBEACHHON B mpumMepe 73, AaeT mocie
¢dmn-xpomarorpaduu  HUTPONPOU3BOAHOE 77.6
(SY 1904-2) (1.8 ).

Boccranosnenue 77.4 (0.96 1) ¢ nuxiopuaom
OJIOBAa B COOTBETCTBUU C METOIMKOM, IPUBEICHHOM
B npumepe 32, naer npousBopHoe aHwiuHa (77.7)
(0,84 1), ucrionk3yeMoe HEMOCPEACTBEHHO B ITOCTIC-
IOYIOIINX PeaKIusX.

'H SIMP (DMSO) & 7.352 (n, J=8 ', 1H),
7.322 (m, J=8 T'n, 1H), 6.884 (c, 2H), 6.533 (ymm-
penssIi cuariaer, 2H), 2.565 (c, 3H).

Boccranosnenue 77.5 (1,13 r) ¢ quxmopuaoM
0JIOBa B COOTBETCTBUU C METOJUKOM, IPUBEAECHHOMN
B mpuMepe 32, naet npousBoaHoe aHwimHA (77.8)
(1,04 r), ucnoabp3yemMoe HEMOCPEICTBEHHO B TOCIIE-
JYIOUIMX PEAKIHAX.

'H SIMP (DMSO) & 7.543 (1. J=8.4 'y, 1H),
7.329 (n, J=8 T'u, 1H), 7.301 (n, J=8 I'n, 1H), 6.889
(o, J=2 I'u, 1H), 6.663 (an, J=8.4, 2.4 I'u, 1H),
6.231 (ymmpennstii cunrier, 2H), 2.557 (c, 3H).

MS (M+H) 341. Beruucneno ans M+0.25
H,O 48.63% C, 3.06% H, 8.10% N; Haiinerno
48.67% C, 3.06% H, 7.96% N.

Boccranosnenne 77.6 (1,75 1) ¢ quxmopunom
0JIOBa B COOTBETCTBUU C METOJUKOM, IPUBEAECHHOMN
B npumepe 32, mociie xpomarorpadguu aeT mpous-
BoaHoe anwimHa (77.9) (12 1).

'H SIMP & 7.43 (1H, T, 8.3), 7.30-7.37 (2H,
M), 6.53-6.58 (2H, m), 6.28 (2H, c).

ITpumep 78.

Oo6pabotka anwituHoB 77.7, 77.8 wim 77.9 B
COOTBETCTBUU C METOJUKOW, NMPUBEICHHON B IpH-
Mepe 3, Pa3sITUYHBIMU CYJIb(QOHMIXIOPHIAME AT
cynb(OHAMUJIBI IPEICTABICHHBIC B Ta0d. 12.

Tab6muma 12
Q\/,O Ra
HN’S Rb
Hy, vy Re
g
s X
S
1
X | Y [Ra|[Rb | Rc | Rd | m/e (M-H)
78.1 Cl Cl Cl H Cl H 581
78.2 Cl Cl Cl H CF; H 615
78.3 Cl Cl Cl H Cl Me 595
78.4 Cl H Cl H CF; H 581
78.5 Cl|H|cC | H Cl H 565
78.6 F H Cl H CF; H 565
78.7 F | H|[C|H Cl H 531
ITpumep 78.1.

'H SAMP (DMSO) & 11.813 (ymmpennsiii
cunrrner, 1H), 8.208 (x, J=8.8 T'n, 1H), 7.951 (7,
J=2 Ty, 1H), 7.716 (nn, J=8.4, 2 I'y, 1H), 7.396 (c,
2H), 7.377 (n, J=8.4 T'n, 1H), 7.334 (n, J=8 I'm,
1H), 2.516 (c, 3H).

MS (M-H) 581. Beraucneno mms M+H,O
39.85% C, 2.17% H, 4.65% N;Haiineno 40.10% C,
1.89% H, 4.57% N.
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ITpumep 78.2.

'H AMP (DMSO) & 11.975 (ymmpeHHbIH
cunrnetr, 1H), 8.416 (a, J=8.4 T'm, 1H), 8.205
(ymmpennsiit cuarnet, 1H), 8.012 (xn, J=8 I'n, 1H),
7.423 (c, 2H), 7.376 (n, J=8 T'u, 1H), 7.332 (n, J=8
I'u, 1H), 2.512 (c, 3H).

MS (M-H) 615. Bseraucaeno 40.79% C,
1.79% H, 4.53% N; Haiineno 41.05% C, 1.86% H,
4.7 %N.

ITpumep 78.3.

'H SIMP (DMSO) & 11.748 (c, 1H), 8.233 (c,
1H), 7.880 (c, 1H), 7.407 (¢, 2H), 7.370 (m, J=8 I'y,
1H), 7.330 (m, J=8 'y, 1H), 2.408 (c, 3H).

MS (M-H) 595. Bsruamcneno 42.12% C,
2.19% H, 4.68% N; Haiineno 41.84% C, 2.23% H,
4.51% N.

ITpumep 78.4.

'H IMP (DMSO) & 11.73 (1H, ¢), 8.38 (1H,
I, J= 8.3 I'm), 8.19 (1H, ¢) 7.99 (1H, &, J=8.3 I'm),
7.88 (1H, n, J=8.6 Tu), 7.45 (1H, n, J=2.3 T'n),
7.23-7.40 (3H, 5 m).

MS (M-H) 580.8 (M-H), .. 189.0°C.

ITpumep 78.5.

'H IMP (DMSO) & 11.57 (1H, ¢), 8.17 (1H,
n,J=8.6 I'm), 7.92 (1H, 1, J=2.1 '), 7.78 (1H, n, J=
8.5 T'm), 7.69 (1H, nn, J=8.6, 2.1 I'n), 7.43 (1H, &,
J=2.3 T'm), 7.30-7.38 (2H, m), 7.25 (1H, ox, J=8.6,
2.4 T'm).

MS (M-H) 546.9. .. 218.1°C.

ITpumep 78.6.

'H sIMP & 8.04 (1H, n, 8.3), 8.18 (1H, c),
7.99 (1H, g1, 8.3), 7,80 (1H, T, 8.3), 7.30-7 .40 (2H,
M), 7.10-7.22 (2H, m).

MS (M-H) 565.0, T.mn. 221.2°C. Brruucneno
C 44.45,H 2.13, N 4.94, Haiineno C 44.01, H 2.18,
N 4.67.

ITpumep 78.7.

'H SIMP (DMSO) & 11.60 (1H, c), 8.18 (1H,
I, 8.6), 791 (1H, n, 2.0), 7.79 (1H, T, 8.4), 7.69
(1H, an, 8.6, 2.1), 7.30-7.40 (2H, m), 7.10-7.20 (2H,
M).

MS (M-H) 530.9, t.mn. 230.4°C. BeraucieHo
C44.99,H 2.27, N 5.25, Haiineno C 44.49, H 2.26,
N 5.08.

ITpumep 79.

OTOT mpUMep WLTIOCTPUPYET MONyYeHHE CO-
enuuenuii ¢ 79.1 mo 79.7.

K pactBopy 5-x510p-2-MepkanToOeH30THA30I1a
(Acros) (2 1), KOH (630 mr) B Boze (8 mu1) mpu
100°C nobaBnstor pacTtBop  3,4-ITUXJIOPOHUTPO-
6enzona (1,88 r) B H-mpomanone (24 mur). Cmech
HarpeBaroT NpU KHUIEHUH C OOpaTHBIM XOJIOIWIIb-
HUKOM B TeueHue 72 4. [locie oxmakaeHHUs TBep-
JI0€ BEMIECTBO COOMPArOT (GMIBTPOBAHMEM U TIPO-
MBIBAlOT BOAOM. TBepaoe BEWECTBO CyIIAT MOJ
BaKyyMOM, 4YTOOBI TOJYYUTh HHUTPOIPOU3BOJHOE
79.1 (2,25 r) B BUAE TBEPAOTO BEIIECTBA >KEITOTO
[[BETa, KOTOPOE HCIIONB3YIOT HEIOCPEACTBEHHO Ha
cleayrouieit cTaauu.

'H SIMP (DMSO) & 8.54 (n, J=2.4 I'u, 1H),
8.26 (un, J=8.6, 2.4 T'u, 1H), 8.123 (n, J=8.6 T'.,
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1H), 8.08 (1, J=1.9 I'y, 1H), 8.03 (&, J=8.7 I'y, 1H),
7.533 (am, J=8.6, 2.1).

Boccranosnenue 79.1 (2,2 1) ¢ auxiopuaoM
0JIOBA B COOTBETCTBUU C METOJUKOM, IIPUBEIECHHOM
B npumepe 32, naet mnociie 00pabOTKH NPOU3BOJI-
Hoe aHmiuHa (79.2) (12 1), KOTOpOE HCHOIB3YIOT
HETIOCPEJICTBEHHO Ha CIeIyIOoIIei CTaIuu.

'H SIMP (DMSO) & 7.94 (1, J=8.4 T'u, 1H),
7.891 (n, J=1.6 I'u, 1H), 7.537 (n, J=8.4 I'u, 1H),
7.371 (on, J=8.4, 2.1 I'n, 1H), 6.877 (n, J=2.4 T'ny,
1H), 6.651 (nm, J=8.4, 2.4 I'u, 1H), 6.203 (c, 2H).
MS (M+H) 327.

O6paboTka aHmnuHA 79.2 B COOTBETCTBUHU C
METOJMUKOW, TMPUBEACHHOW B mpumepe 3, pa3ind-
HBIMH CyJIb()OHUIXIOPHIAMH AAeT CYJIb()OHAMUIBL,
npejacTaBiIeHHbIe B Tabm. 13.

Tabmuua 13

Ra | Rb Re Rd m/e (M-H)
79.3 Cl| H Cl Me 547
79.4 Cl| H Cl H 533 (M+H)
79.5 Cl H CF; H 567
79.6 H | C Cl H 533
79.7 Me| H Cl Me 527
IIpumep 79.3.

'H SIMP (DMSO) & 11.52 (1H, c), 8.20 (1H,
¢), 7.84-8.00 (4H, m), 7.35-7.43 (2H, m), 7.22 (1H,
1, J=8.5Tn). 2.41 (3H, c).

MS (M-H) 546.8, 1.r1. 203.7°C.

[Tpumep 79.4.

'H SIMP (DMSO) & 11.57 (1H, c), 8.18 (1H,
1, J= 8.5 '), 7.90-7.98 (2H, m), 7.86 (1H, 1, J=8.5
Tm), 7.72 (1H, 1, J= 8.7 Tu), 7.37-7.43 (2H, M),
7.22 (1H, 1, J= 8.8 Tm).

MS (M+H) 532.8, T.mu1. 174.7°C.

IIpumep 79.5.

'H IMP (DMSO) & 8.38 (1H, 1, 8.4 '), 8.21
(1H, c), 8.01 (1H, 1, J=8.2 I';), 7.90-7.96 (2H, m),
7.86 (1H, 1, J=7.7 T'u), 7.42 (2H, ¢), 7.23 (1H, 1, J=
8.6 I').

MS (M-H) 566.9, 1.r1. 158.8°C.

ITpumep 79.6.

'H SIMP (DMSO) & 11.25 (1H, c), 8.06 (1H,
1, J=1.5 T), 7.80-7.96 (5H, m), 7.40-7.46 (2H, M),
7.27-7.32 (1H, m).

MS (M-H) 532.8, T.r1. 201.2°C.

IIpumep 79.7.

'H SIMP (DMSO) & 11.30 (1H, ¢), 8.00 (1H,
¢), 7.90-7.98 (2H, M), 7.84 (1H, 1, J= 8.6 T'u), 7.57
(1H, ¢), 7.35-7.44 (2H, m), 7.18-7.23 (1H, M), 2.57
(3H, ¢), 2.37 (3H, ¢), 1. 1. 205.1°C.



73 004887
Ta6muna 14
A 7
Rb
Rc
| Rd
oS
c
Ra Rb Rc Rd m/e (M-H)
79.3 Cl H Cl Me 547
794 | Cl H Cl H 533 (M+H)
795 Cl H CF; H 567
79.6 H Cl Cl H 533
79.7 Me H Cl Me 527
79.8 Cl H Me H 513
799 Cl H t-Bu H 555
ITpumep 79.8.

'H SAIMP (d-DMSO) & 11.43 (1H, c), 8.08
(1H, n, J=8.0 I'm), 7.90-8.00 (2H, m), 7.85 (1H, x,
J=8.5 I'm), 7.57 (1H, c), 7.37-7.47 (3H, m), 7.21
(1H, n, J=8.4 I'y), 2.38 (3H, ¢).

MS (M-H) 512.9, 1.mn. 201.0°C. Beraucneno
C 46.56, H 2.54, N 5.43, Haiineno C 46.93, H 2.58,
N 5.40.

Ipumep 79.9.

'H SIMP (d,-DMSO) & 11.44 (1H, ¢) 8.10
(1H, n, J=8.3 I'm), 7.90-7.97 (2H, m), 7.86 (1H, &,
J=8.6 I'm), 7.60-7.68 (2H, m), 7.37-7.43 (2H, m),
7.23 (1H, on, J=8.5, 2.4 I'n), 1.29 (9H, ¢).

MS (M-H) 554.9. T.mun. 177.8°C. BeraucieHo
C49.51, H 3.43, N 5.02, Haiineno C 49.67, H 3.44,
N 4.97.

ITpumep 80.

OTOT NpUMEp WIUTIOCTPUPYET CHUHTE3 COE/IH-
HeHus 80.4.

NO, . NO,
Hy CH, H,C CH,
H - Tf
80.1

2,6-umernn-4-uurpodenon (4,93 r, 29,5
MMoJIb) cycrneHaupyor B 6e3sognom CH,Cl, (30
M), fo0aBstoT ocHoBanue Xanura (Hiinig's) (12,4
M, 70 MMoub), TMOJlydas TOMOTEHHBIH TEMHO-
KpacHBIA pacTBOp. PeakIMOHHYIO CMECh OXJIaXKIa-
10T 110 -15°C 1 MeaneHHo K00aBISIOT TPUDTOPYK-
cycubiii anrugpua (10 r, 35 mmons). Ouyenb Tem-
HYI0O PpEakIHOHHYI0 CMECh IIePEeMEUINBAIOT IIPH
-15°C B teuenme 15 muH, 3aTeM BBUIMBAOT B 3N
HCI (100 mm). Crom pa3fensioT M BOTHBIN CIIOM
skcrparupyioT 1 x 150 mn CH,Cl,. O6sennHeHHbIE
OpraHUYecKHe CIIOW MpoMbIBarOT 1 X 50 M1 HaCHI-
IIEHHBIM paccojioM, cymat Hag MgSO, u KOHIIEH-
TPUPYIOT [0 Maciia TEMHO-KPacHOro IBera. OTO
Maciao (QUIBTPYIOT 4epe3 2 cM CIOi CHIIMKaress
(amoupys ¢ momorbko 3:1 rekcaHa:dTHIIAIIETATA)
KOHIICHTPUPYIOT J0 Macjia OPaHXKEBOTO I[BETAa, KO-
TOopoe pa3zdaBisAOT 10 M reKcaHa U BBIICPIKUBAIOT
MIpH KOMHATHOH TeMIIepaType 0 TeX HOop, OoKa He
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MIPOU30MIET KpHCTaIM3anus npoxykra. Kpucran-
JIBI COOMPAOT M CyIIAT MOJI BaKyyMoM. MaTodHyro
KHUJIKOCTh KOHIICHTPHUPYIOT, 3aT€M paz0aBiAOT 5
mi1 CH,Cl, u 25 M1 rekcaHa ¥ BHOBb BBIJICPIKHBA-
0T, I10Ka HE 3aBEPIUUTCS KpUcTaud3auus. Bropoii
cOop coOuparoT (GUIBTPOBAHUEM M CYIIAT O] Ba-
KyyMoM. OOImuii BEIXOJ] OT ABYX COOPOB COCTaBIIsI-
et 7,87 r tpudara 80.1.

'H SIMP (CDCl;) & 8.03 (¢, 2H); 2.50 (c, 6H).

NO, NH,

HyC H. CQCH
t g (SND\ 2 s W 1 3
Hy CH, CHy
245
cH, CH,
80.1 802 80.3

OTf

5-Metun-2-mepkanroden3ornason (1,45 r, 8
MMOJIB) cycrneHaupytoT B 6e3BogHom TI'® (3,5
mi). B oguH mpueM n00aBISAIOT PacTBOp TpeT-
Ooyrmnara xanus (7,35 mu, 1,0N B TI'®). Ilociue
4ero O4YeHb IyCTOHM 0Ca/IOK MepKanToOeH30THa30 1a
Kausl pacTBOPsOT myTem no6aenenus JIMODA (1
mi). Tpudaar 80.1 (2 r, 6,7 MMOJIb) pacTBOPSIIOT B
JAM®A (1 mi) n 106aBisIOT K PEaKIMOHHONW cMe-
CH, KOTOpYI0 3ateM HarpeBatoT A0 50°C B TeueHue
16 4. 3ateM peakIMOHHYIO cMech BEUIHBAIOT B 100
MJI AUCTUJUIMPOBAHHOM BOJABI U SKCTParupyror 2 X
50 mn stmraneratroM. OObeAWHEHHBIE OpraHHYe-
CKHE CJIOM IPOMBIBAIOT HACHIIIEHHBIM PacTBOPOM
paccona, cymar Hag MgSO,, QUIbTPYIOT, KOHIIEH-
TPUPYIOT U OCTATOK OYMIIAIOT C IMOMOINBIO (IIdII-
xpomarorpaduu (cuaukarens, ¢ 19:1 mo 4:1 rek-
can:aTHIaLeTaToM). DPpakuuu, coxepikaiine Heoo-
XOJUMBIA IPOLYKT, KOHLIEHTPUPYIOT M OCTaTOK
MePEKPUCTAIIIM30BBIBAIOT M3 TOpSYero rekca-
Ha:dTWIaneTara. UiIbTpOBaHHUE U CYIIKA MPUBOIAT
K S-apuibHOMY coeanHennto 80.2 B BUIE KpUCTaI-
10B sipKo-xentoro neera (0,90 ).

'H IMP (CD;CN) & 8.12 (c, 2H), 7.68 (xu,
1H); 7.61 (c, 1H); 7.17 (n, 1H), 2.60 (c, 6H); 2.42
(c, 3H).

MS (M+H) 331.1.

Boccranosnenne 80.2 (0,88 r) B coOTBETCT-
BHHM C METOJWKOW, MPHUBEICHHOW B mpumepe 32,
naer npousBoanoe anwimHa 80.3 (0,4 r) B Buje
TBEPJOro BEIIECTBA.

'H SIMP (CDCl3) & 7.723 (M, 1H), 7.598 (c,
1H), 7.122 (n, J=8.4 T'u, 1H), 6.706 (c, 2H), 5.304
(ymmpennsiii cunrier, 2H), 2.399 (¢, 3H), 2.338 (c,
6H).

Cynbhonumuposanue 80.3 (400 mr) B CcOOT-
BETCTBUU C METOJIMKOW, IPHUBEIECHHOW B IpUMEpe
3, naet 80.4 (Tad6m. 15) (0,36 T).

'H SIMP (DMSO) & 11.284 (c, 1H), 8.369 (1,
J=8.2 Tm, 1H), 8.170 (c, 1H), 7.969 (m, J=8.2 I'm,
1H), 7.676 (m, J=8.2 I'y, 1H), 7.591 (c, 1H), 7.126
(n, J=8.2 I'u, 1H), 7.056 (c, 2H), 2.372 (c, 3H),
2.326 (¢, 6H). MS (M+H) 543.

ITpumep 81.

OTOT mpUMep WUTIOCTPUPYET CHUHTE3 COelu-
HeHus 81.4.
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NO, NO,
H,C Cl H,C Cl
H Tf
81.1

2-X70p-6-meTun-4-uutpodenon (2,5 r, 13,3
MMOJIb) TpeBpaiatot B Tpuduar 81.1 B coorBeTct-
BUHM C METOJIMKOM, NpuBeneHHOW B mpumepe 80.
Tpudnar 81.1 Haxomurcs B BUAe Macia U HE MO-
KeT ObITh nepekpucramnizoBad. Ilomywaror 4,0 T
tpudmara 81.1.

'H SIMP (CD;CN) & 8.24 (n, 1H); 8.77 (n,
1H); 2.56 (c, 3H).

NO, NH,

NO,
+ S Hyf 1 Hy Cl
H,C?\CI Hs_(NIj\mj \g; 12
Tf
245
Hj .

CHy
81.1 812 81.3
5-Metuin-2-mepkanroben3oruason (1,36 T,

7,5 mmonb) u tpudaar 81.1 (2 r, 6,26 MMOIb)

B3aUMO/ICHCTBYIOT COTJIACHO METOJHMKE, IIPUBEICH-

Hoi B mpumepe 80. S-apunbHoe coequHeHue §1.2

MOJIYYaloT B BUJIE KPHCTAJUIOB SPKO-)KEJITOTO IIBETA

(1,2 r). DTOT IPOIYKT COAECPKUT HEOOIBIIOE KOIH-

YECTBO IPHMECEH HEM3BECTHOW CTPYKTYpPHL OTH

MIPUMECH HE OKa3BIBAIOT BIMSHUS HA MOCIEAYIOIIIE

peaku W UX He OOHAPYXKHUBAIOT B MHPOAYKTaX,

MOJTyYSHHBIX BIOCIIEICTBHU.

'H SIMP (CD;CN) & 8.28 (n, 1H); 8.14 (x,
1H); 7.67 (c, 1H); 7.56 (m, 1H); 7.14 (n, 1H); 2.68
(c, 3H); 2.45 (c, 3H).

MS (M+H) 351.

Boccranosnenune 81.2 (0,88 r) B cooTBeTCT-
BUHM C METOJMKOM, NPUBEIEHHOW B mpumepe 32,
NPUBOJMT K Npou3BogHoMy anwinHa 81.3 (0,4 1) B
BHUJIC TBEPJOTO BEIIECTBA.

'H IMP (DMSO) & 7.740 (n, J=8 T'u, 1H),
7.608 (c, 1H), 7.131 (m, J=8 I'm, 1H), 6.732 (m,
J=2.6 T'u, 1H), 6.588 (1, J=2.6 I'u, 1H), 6.048 (c.-
2H), 2.403 (c, 3H), 2.334 (c, 3H).

CynbhonmmnpoBanre 81.3 B COOTBETCTBUH C
METOJIMKOH, TPUBENIEHHON B mpumepe 3, maet 81.4
(cm. Tabm. 15).

'H SIMP (DMSO) & 11.610 (c, 1H), 8.398 (x,
J=8.4 'y, 1H), 8.210 (c, 1H), 8.005 (n, J=8.4 I'L,
1H), 7.730 (n, J=8 ', 1H), 7.621 (c, 1H), 7.276 (7,
J=2.8 T'u, 1H), 7.167 (m, 2H), 2.409 (c, 3H), 2.397
(c, 3H).

ITpumep 82.

OTOT NpUMEp WILUTIOCTPUPYET CHUHTE3 COE/IH-

HeHus 82.3.
N0,

H«@%

<l
82.}

NH,
No,

S
Eatgt
HyC ‘CH; 1

oTf

Hyg CH,

SY@
Ct
82.2

80.1
5-Xnop-2-mepkantoden3zotnazon (202 wmr, 1
mmoub) ¥ Tpudaar 80.1 (270 mr, 0,9 MMoJIb) B3au-
MOJICUCTBYIOT COIJIACHO METOJIMKE, IPUBEICHHON B
npumepe 80. S-apunbHOoe coenuHeHue 82.1 momy-
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YalOT B BUJAE TBEPAOTO BEIIECTBA SPKO-’KEITOTO
nuBeta (203 mr).

'H SIMP (CDCl;) & 8.09 (c, 2H), 7.83 (u, 1H),
7.56 (1, 1H), 7.26 (un, 1H), 2.63 (c, 3H).

MS (M+H) 351.0.

Boccranosnenue §82.1 (0,7 r) B COOTBETCTBUHI
C METOJUKOW, MPHUBEIEHHON B mpumepe 32, naet
npousBoaHoe aHwimHa 82.2 (0,62 ).

'H SIMP (DMSO) & 7.884 (1, J=8.4 I'ry, 1H),
7.846 (g, J=2 T'u, 1H), 7.29 (an, J=8.4, 2 I'u, 1H),
6.495 (c, 2H), 5.669 (c, 2H), 2.283 (c, 3H).

MS (M+H) 321.

CynbhorunrpoBanne 82.2 B COOTBETCTBHH C
METOJMKOH, TIPUBEIEHHON B mpuMepe 3, maet §2.3
(cm. Tabm. 15).

'H SIMP (DMSO) & 11.304 (c, 1H), 8.377 (n,
J=8 I'u, 1H), 8.180 (1, J=1.2 T'u, 1H), 7.980 (yiuu-
pennwnii a, J=8.4, 1H), 7.874 (n, J=2.4 T'u, 1H),
7.866 (1, J=8 I'n, 1H), 7.365 (a1, J=8.4, 2 T'u, 1H),
7.068 (ymupennsiit cunrner, 2H), 2.341 (c, 3H).
MS (M-H) 561.

ITpumep 83.

OTOT mpUMep WUIIOCTPUPYET CHUHTE3 COeNH-

HeHus 83.3.
NH,

%

83.2

5-Xnop-2-mepkanrobenzoruazon (0,76 r,
3,75 mmous) u Tpudaar 81.1 (1,0 r, 3,44 mMmonn)
B3aMMOJIECHCTBYIOT COIJIACHO METOAUKE, IIPUBE/IECH-
Hoil B mpumepe 80. IMomyuaroT S-apunbHOE coenu-
Henne 83.1 B BHIE TBEPAOTO BeHIECTBA SPKO-
skenroro 1Beta (0,83 r).

'H SIMP (CDCl;) & 8.30 (c, 1H), 8.17 (c, 1H),
7.85 (c, 1H), 7.61 (m, 1H), 7.30 (m, 1H), 2.71 (c,
3H).

. N,
NO,

s H;C ]
" $TY ? T
HC al N a
TS
<]
811 831

MS (M+H) 371.

Boccranosnenue 83.1 (0,8 T) B cooTBeTCTBHH
C METOJUKOW, MPHUBEIEHHOM B mpumepe 32, naet
npousBoiHOe aHuinHa 83.2 (0,47 r).

'H SIMP (DMSO) & 7.918 (1, J=8.8 I'ry, 1H),
7.874 (n, J=2 T'u, 1H), 7.356 (an, J=8.4, 2 'y, 1H),
6.745 (n, J=2.4 Tu, 1H), 6.600 (1, J=2 T'y, 1H),
6.089 (ymmpennstii cunrier, 2H), 2.336 (c, 3H).

MS (M+H) 341.

CynbhorunrpoBanne 83.2 B COOTBETCTBUH C
METOJMKOH, TIPUBEIEHHON B mpumepe 3, maet §3.3
(cm. Taom. 15).

'H SIMP (DMSO) & 11.647 (¢, 1H), 8.407 (x,
J=8.4 T'u, 1H), 8.213 (ymmupennsiii cunrier, 1H),
8.008 (ymmpennsrii 1, J=8.4, 1H), 7.910 (g, J=8 ',
1H), 7.90 (c, 1H), 7.396 (a, J=8.8 I'u, 1H), 7.290
(ymmpennsnii cunrier, 1H), 7.188 (ymmpenHnsrii
cunrnert, 1H), 2.416 (c, 3H).

MS (M-H) 581.
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X
T w
S
X \% \ m/e (M-H)
80.4 Me Me Me 543 (M+H)
81.4 Me Me Cl
82.3 Cl Me Me 561
83.3 Cl Me Cl 581
84.3 Cl H Me 547
[pumep 84.
DTOT MpuMep HWILTIOCTPUPYET CHHTE3 COSIU-
HeHus 84.3.
o,

<0

r«%@m m«?ﬁc

L

+
HC
1
84.1

T'uppun vatpus (1 r, 60% B Macie) nobasiisi-
0T K pacTBOpy S-XJIOp-2-MepKanToOEeH30THAa30I1a
(5,4 ) B IM®A (50 mn). Tlocie mpekpaieHus
BBIJICJICHUS] Ta3a J00aBISIOT pacTBOp 2-XJop-5-
Hutporonyona B JIM®A u cMmech HarpeBaroT NpU
60°C B teuenue 2 mneit. [locne oxmaxkaeHus pac-
TBOp puibTpyroT. @unbTpar pazdaBIAIOT BOIOW H
SKCTParupyOT STHIOBEIM 3¢pupoM. OpraHmdecKue
CJIOI KOHIIEHTPHUPYIOT IO Macja KOPUIHEBOTO I[Be-
Ta, KOTOpoe 00pabaThIBAIOT TEKCAHOM C 00pa3zoBa-
HHEM TBEPAOTO OCagka, KOTOPHIA CcOOMpaoT
¢unbTpoBanuem B Buze 84.1 (0,624 r).

'H SIMP (DMSO) 555 8.372 (n, J=2.4 I,
1H), 8.171 (an, J=8.8, 2.4 I'u, 1H), 8.027 (n, J=8.8
I'u, 1H), 8.003 (x, J=8 I'u, 1H), 7.988 (x, J=2 I'L,
1H), 7.454 (an, J=8.4, 1.6 I'y, 1H), 2.553 (c, 3H).

Boccranosnenne 84.1 (0, 6 t) ¢ SnCl, B coot-
BETCTBUU C METOJMKOM, NPUBEIECHHOW B MpUMEpPE
32, maer mocme xpomarorpaduu 84.2 (0,48 r) B
BHUJIC TBEPJOTO BEIICCTBA.

'H SIMP (DMSO) & 7.899 (1, J=8.8 T'u, 1H),
7.853 (n, J=2 'y, 1H), 7.345 (m, J=8.4 T'u, 1H),
7.336 (mm, J=8.4, 2 I', 1H), 6.631 (n, J=2 T'y, 1H),
6.531 (mm, J=8.4, 2 I'm, 1H), 5.766 (ymmpeHHbIH
cunrier, 2H).

MS (M+Na) 329.

CynbdonmnupoBanue 84.2 (0,4 r) B cOOTBET-
CTBUU C METOAMKOW, NMPUBEICHHON B mpumepe 3,
naet 84.3 (tabxn. 15) (0,66 r) B BUIE NEHBL.

'H SIMP (DMSO) & 11.376 (¢, 1H), 8.355 (u,
J=8 T'u, 1H), 8.180 (n, J=1.2 I'u, 1H), 7.983 (ax,
J=8.4,2 I'n, 1H), 7.893 (m, J=9.2 I'u, 1H), 7.88 (c,
1H), 7.656 (un, J=8.4 H, 1H), 7.377 (o, J=8.8, 1.6
I'u, 1H), 7.211 (n, J=2.8 I'u, 1H), 7.108 (zn, J=8.4,
2Tn, 1H), 2.334 (c, 3H).

MS (M-H) 547.

ITpumep 85.

OTOT NpUMEp WIUTIOCTPUPYET CHUHTE3 COe/IH-
HeHus 85.3.

Ct
84.2
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NO,
SH ct Cl
o™ — —
N
N
85.1 852

Coenunenne 85.1 momy4aroT myreM Moanu-
Kanuu u3BecTHON wmeroauku Albert u Barlin (J.
Chem. Soc. 2384-2396 (1959). 3-AMUHOXWHOJIUH
(15,0 T, 105 mmomp) cycneHIUpyIOT B cmech 10N
HCI (40 M), mpna (21 1) u Bozsr (100 mur) mpum O-
5°C, nmpexae 4eM MEeAJIeHHO J00aBUTh HUTPUT Ha-
Tpust (7,6 T, 110 mmonp). CMmeck 3aTeM H0OaBISIOT
MOPIMSIMA K JPYTOMY PacTBOPY ITHJIKCAHTareHaTa
kamust (20,8 T, 125 mmons) B Bome (60 mur) mpu
45°C. Cmechp HarpeBatloT | 4, 3aTeM OXJIXKAAIOT.
3aTreM ee IKCTParupyroT MPOCTHIM (JUMETHIOBBIM)
a¢upom. DdupHbIA pacTBOp mpombiBaoT 2N pac-
tBopoM NaOH, Bojoii u paccosom, 3aTeM cCyliaT
Han cynbparom MarHus. llocne QunbTpoBaHus
ylaJieHne PacTBOPUTENS AaeT KOPHUYHEBOE MAcio
(15 ), xoTopoe 3aTeM pacTBoOpsitoT B 3TaHoiIe (150
MJI) U HarpeBaloT NpU KUIEHUH ¢ 00paTHBIM XOJIO-
muibHuKkoM ¢ KOH (25 1) B Toke a30Ta B Te4eHHUE
HOYH. DTaHOJBHBI PACTBOPUTENs YIAISIOT IIOX
BaKyyMOM H OCTaTOK Pa3JeISIOT MEXIy BOAOH H
MIPOCTBIM dPupoM. DPUPHEIA pacTBOpP OTOpacHIBa-
10T. BomHbiid pacTBop moaxkucisitoT a0 pH~4, mpe-
KIE YEM €ro SKCTParupyroT MHpPOCTBIM AHHUPOM.
3areM 3(UpHBIA PacTBOpP MPOMBIBAIOT PACCOJIOM,
cymiar Haj cyjibdaTom mMaruus, GUIBTPYIOT U KOH-
LEHTPUPYIOT T10/1 BAKYYMOM, YTO AAeT CHIPOH Ipo-
nykt (7,5 r) B Bume xopuyHeBoro macnia. [locie-
nytomast ¢iou-xpomarorpagus ¢ smoeHtoM (0,5-
10% oSTunaneTaToM/AUXJIOPMETaHOM) JaeT 3-
MepkanroxuHomuH (85.1) (5,35 1, 32% BBIXOH) B
BHJIE TBEPJIOTO BEIIECTBA.

'H SIMP (DMSO) & 9.02 (1H, x, J=2.3 I'n),
8.63 (1H, &, J=2.2 T'm), 7.95-8.05 (2H, ™), 7.75-
8.02 (1H, m), 7.60-7.67 (1H, m).

Cwmech 3-mepkantoxuHonuHa (85.1) (1,18 1,
7,33 mmomnp) u 1,2,3-x50p-5-HuTpoben3ona (1,66 T,
7,33 MMonb) pacTBopsitoT B atanose (100 mm), mo-
6apisitoT pactBop Tper-BuOK B TT'® (7,5 mu1, IM).
3areM cmech HarpepatoT npu 80°C B TeueHHe HOUH,
npexje yeM oxyaxaatot. [locne ynanenuns staona
KaK pacTBOPHUTEIS, CMECh PA3ZEsIOT MEXIy 3THII-
aneraToM M Bofod. OpraHuyeckuil pacTBOp Mpo-
MBIBAIOT PAcCcoJIOM, CyIIaT HaJ Cylb(}haToM MarHHs
u QuiabTpyroT. 3aTeM QIIBTPAT KOHIIEHTPUPYIOT,
YTO AAET ChIPOM MPOAYKT, KOTOPBIA 3aT€M MOJBEP-
ratlot udu-xpomarorpadgun ¢ anmoeHrom  (10%
reKkcan/ JuxJiopMeran), 4ro0sl nomyuuts 85.2 (1,80
T, 70% BBIXO) B BHIE MacJja KEJITOTO I[BETA.

'H AIMP (DMSO) & 8.75 (1H, x, J=2.3), 8.51
(1H, ¢), 8.22 (1H, ¢), 8.01 (1H, x, J=8.4 '), 7.92
(1H, n, J=7.6 T'n), 7J4-7.80 (1H, m), 7.60-7.66 (1H,

M).

NH,
c/?cn
oy
N

85.3

OrunanerarHeii pactsop (100 mur) 85.2 (1,80
r, 5,1 MmmMonb) u guruapar xnopuna onosa(Il) (6,88
r, 30 MMOJIb) HarpPEBAKOT MPH KUIIEHUHU ¢ 0OPaTHBIM
XOJIOAWIFHUKOM B TEYCHHE HOYH, 3aTEM OXJIaxIa-
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10T. 3ateM pactBop BeUTHBaIOT B 1N pactBop NaOH
(400 mum). ITocne mepememmBanus B TedeHue 30
MHH CMECh DPAa3[ENsIOT U OPraHWYECKUH pacTBOP
MPOMBIBAIOT BOJIOM, HACHIIICHHBIM PACTBOPOM Ou-
kapOoHara HaTpus U paccoiyioM. [Tocne cymkn Haz
cyibdaToM Maruusi pactBop (GpUIBTPYIOT U KOHIIEH-
TPUPYIOT O] BakyyMOoM. OCTaTOK CMEIIMBAIOT C
quxsopmeranoM (10 mir) u 0OpabaThIBalOT yabTpa-
3BykoM. [locnenyromee BakyyMHOe (HIBTPOBaHHE
nmaet npom3BogHoe aHwnmHa 85.3 (1,35 1, 82% BHI-
X0JI) B BUZE TPSA3HO-0EIIOr0 TBEPIOTO BEIIECTBA.

'H sIMP (DMSO) & 8.61 (1H, n, J=2.4), 7.96
(1H, 1, J=8.4 I'm), 7.88 (1H, n, J=8.2 I';), 7.83 (1H,
I, J=2.2Tmn), 7.67-7,72 (1H, m), 7.54-7.60 (1H, m),
T.aut. 213.2°C.

ITpumep 86.

OTOT NpUMEp WILTIOCTPUPYET CHUHTE3 COeJIH-
HeHust 86 (cM. Tabi. 16).

IIpousBonnoe anmnuna 85.3 (250 wmr, 0,78
MMOJIB) U 2-xjopOensoncynbhonmixiaopun (339
Mr, 1,60 MMOJIB) pacTBOPSIIOT B CMECH pacTBOpHTE-
neid TI'® (5 mu) m guxnopmerana (5 mi). K pac-
TBOpy nHoOammstor mwmpuauH (0,185 wmm, 2,34
MMOJIb) M KaTaJuTHueckoe KoiaumdectBo DMAP.
PactBop HarpeBaror mpu 50°C, 49TOOBI OTOTHATH
nuxyiopMerad u 3ateM TT'® npu nomoiu Bakyyma.
Ocrarok mnozaBepraror (¢umiI-xpoMatorpadpuu ¢
amoeHToM (2,5% STHiIaneTaT/AuXIOpPMETaH), YTO
nmaet cynbhonamun 86 (302 mr, 78%) B BUaE rpsi3-
HO-0€JI0r0 TBEPAOIo BEIIECTBA.

'H SIMP (DMSO) & 11.58 (1H, c), 8.61 (1H,
I, J=2.4T), 8.19 (1H, x, J=7.6 I'y), 7.83-8.00 (3H,
M), 7.67-7.75 (3H, m), 7.56-7.65 (2H, m), 7.31 (2H,
c).

MS (M+H) 494.9, t.m1. 219.6°C. Bpraucie-
Ho: C 50.87, H 2.64, N 5.65; Haiineno C 50.86, H
2.62,N 5.52.

CoenuHeHwsl, TpeacTaBleHHble B Tabm. 16,
MOJTy4aloT B COOTBETCTBUHM C METOIMKOH, NpHBe-
JIEHHOW B mpuMepe 86, 3 coequHeHus 84.3 1 cooT-
BETCTBYIOLIETO apHIICYJIb(OHUIXIOPUIA.

Tabuuma 16

004887

k | Ra|Rb| Rc Rd m/e (M+H)
86 0 |[Cl|H H H 495
87.1 0 |Cl| H Cl H 529
87.2 0 H | H H H 461
87.3 0 [ Cl| H | CF H 561 (M-H)
88.1 1 |[Cl| H H H 511
88.2 1 |Cl| H Cl H 543 (M-H)
88.3 1 H | H H H 477
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IIpumep 87.

ITpumep 87.1.

'H IMP (DMSO) & 11.66 (1H, mupoxuii),
8.63 (IH, n, J=2.3 Tm), 8.18 (1H, m, J=8.6 I'm),
7.85-8.00 (4H, wm), 7.70-7.75 (2H, m), 7.57-7.62
(1H, m), 7.32 (2H, ¢).

MS (M+H) 529.0, t.rn. 214.0°C. Beruucneno
C 47.56, H 2.28, N 5.28, Haiineno C 47.30, H 2.36,
N 5.37.

IIpumep 87.2.

'H IMP (DMSO) & 11.22 (1H, c), 8.61 (1H,
1, J=2.3 I'm), 7.82-7.98 (5H, m), 7.57-7.75 (5H, m),
7.34 (2H, c).

MS (M+H) 461.0, T.mu1. 246.8°C. BeraucieHo
C 54.67,H 3.06, N 6.07; Haiineno C 54.71, H 3.05,
N 5.94.

ITpumep 87.3.

'H IMP (DMSO) & 11.70-12.00 (1H, mmupo-
kuit), 8.60-8.67 (1H, m), 8.35-8.43 (1H, m), 8.20-
8.25 (1H, m), 7.56-8.06 (6H, m), 7.32-7.38 (2H, m).

MS (M-H) 560.9, t.mn. 225.1°C. Belunucneno
C 46.86, H 2.15, N 4.97, Haiineno C 47.01, H 2.26,
N 4.98.

[pumep 88. OOmMii mporecc OKKMCIEHUs ce-
pHI 10 cynbdokcuaa.

Hagtuntnosdup, nonydeHHsI B ipumepe 86
wm 87 (0,2 MMOJB) pacTBOPSIIOT B CMECH PacTBO-
puteneir nuxmopmerana (10 mim) um meranona (5
mi). K pactBopy mobasmsror mCPBA (120 wmr, 0,7
MMOJIb, 77% YHCTOTa) B IIECTh MOPLHUI C HHTEpPBa-
oM 20 MuH. 3aTeM PacTBOP NMPOMBIBAIOT PacTBO-
pom 5% THOCYIBb(ara HaTpus, 1% pacTBOpoM Ou-
kapOOHaTa HaTpUsl U PaccoJOM U CyLIaT HaJ CYJib-
¢arom marnums. [locne ¢unbrpoBanust (uibTpar
KOHLIEHTPHUPYIOT, MOJydasi CHIpOH HPOIYKT, KOTO-
pBII 3aTeM mHoABepraroT (uII-XpoMaTorpaduu ¢
amoeHToM (5-30% sTHianerat/muXJIopMeTaH), Imo-
Jy4asi COOTBETCTBYIOIIUH CYIIb()OKCHI.

Iprmep 88.1.

'H sIMP (DMSO) & 11.75 (1H, c), 8.82 (1H,
c), 8.68 (1H, ¢), 8.15-8.20 (2H, m), 8.09 (1H, 1, J=
8.5 T'm), 7.85-7.91 (1H, m), 7.67-7.75 (3H, m), 7.57-
7.64 (1H, m), 7.17 (2H, c).

MS (M+H) 511, .. 239.5°C ¢ pa3noxeHu-
eM. Brruncneno C 49.28, H 2.56, N 5.47; Haiineno
C49.30,H 2.63, N 5.37.

ITpumep 88.2.

'H sIMP (DMSO) & 11.5-12.0 (mmpoxknii),
8.83 (1H, c), 8.68 (1H, c), 8.15-8.20 (2H, m), 8.09
(1H, n, J=8.5 Tm), 7.85-7.92 (2H, m), 7.55-7.75
(2H, m), 7.17 (2H, ¢).

MS (M-H) 542.9, t.u1. 234.4. Beraucieno C
46.17,H 2.21, N 5.13; Haiineno C 45.97, H2.26, N
4.92.

ITpumep 88.3.

'H SIMP (DMSO) & 11.43 (1H, ¢), 8.81 (1H,
c), 8.68 (1H, ¢), 8.18 (1H, 1, J=8.2 I'y), 8.09 (1H, &,
J=8.5 T'm), 7.82-7.90 (3H, m), 7.58-7.74 (4H, m),
7.21 (2H, ¢),
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MS (M+H) 476.9, t.mn. 261.8°C ¢ pasznoxe-
ureM. Berancneno: C 52.83, H 2.96, N 5.87; Haii-
nmeno: C 52.71, H3.05, N 5.71.

ITpumep 89.

NO,

Cl
co
2-(2,6-Tuxnop-4-uutpodeHncynbhaHm)
HadTanuH (89).
2-(2,6-Tuxnop-4-HuTpodeHUICY b (haHMIT)
Hadrasmn  cuHTesupyror  (100%) w3 3,4,5-
TpuxjopHUTpoOeH3ona (Acros) u Hadramus-2-
tHona (Avocado) B COOTBETCTBHH C METOIHKOH,
AQHAJIOTMYHOM ONMMCcaHHOW B mpumepe 1, Ucrosb3ys
TUMETWICYNBGOKCHIT B KadeCTBE pPaCTBOPHUTEIA
BMecTo JIMDA.
'H SIMP (DMSO-d) & 8.48 (c, 2H), 7.95-7.85
(M, 1H), 7.88 (1, J=8.6 T'u, 1H), 7.85-7.8 (M, 1H),
7.75 (m, J=1.8 T'u, 1H), 7.55-7.45 (m, 2H), 7.25 (nx,
J=8.7,2.0 I'u, 1H).
ITpumep 90.

Cl

NH,

CI

o

3,5-Auxnop-4-(Hadranun-2-uncynbhaHmn)
dhennnamus (90).

K 0,IM pactBopy 2-(2,6-muxsiop-4-HUTPO-
tdenmncynbdanmwn)nadranuna (89) (774 wmr, 2,2
MMoJb) B EtOAc m00aBisioT Duruapar XJIOpuaa
onoBa(ll), moyuennoro ot Aldrich, (2,49 r, 11,05
MMOJIb). OOpa30BaBIIYIOCS CMECh HATPEBAIOT IIPH
kureHnn B TedeHWe 2 4. CHIPYI pPEaKIUOHHYIO
Maccy OXJIAXJAIOT O KOMHATHOH TeMIIepaTyphl U
nmobaBistroT n30kITOK 2M BogHOTO pacTtBopa NaOH,
[OCJIE YEero MEepEeMEIINBAIOT B TeYeHUE 15 MUH.
TBepablil 0caZoK coyeil 0J10Ba, BHIMABIIMN U3 pac-
TBOpa, OTQUIBTPOBBIBAIOT uepe3 CIIOW LEeNUTa U
npomeiBatoT EtOAc (200 mur). OpraHndeckuit cioi
MIPOMBIBAIOT JABaXIbI paccoioM (200 mut), cymar
Hag Na,SO; U KOHUEHTPUPYIOT MOJ BAaKyyMOM C
BeIxogoM 592 wmr (84%) (90), koTOpBIH HCIOB3Y-
10T 0€3 JabHEeHIIeH OYUCTKH.

'H SIMP (DMSO-d¢) & 7.88-7.82 (m, 1H),
7.83 (m, J=8.7 I'u, 1H), 7.75 (n, J=7.7 T'u, 1H), 7.5-
7.4 (m, 3H), 7.13 (an, J=8.7, 1.9 T'u, 1H), 6.83 (c,
2H), 6.21 (c, 2H).

MS (M-H) 318.

Ipumep 91.

Cl

NO,

Cl

004887
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2-(2-Xnop-4-autpodheHncyab(haH)
HadramuH (91).

2-(2-Xnop-4-uutpodenmicynbdanin)Hadra-
muH  cuHTesupyoT  (100%) w3 3-xyop-4-
¢ropuuTpoben3ona (Aldrich) u nadramun-2-Trona
(Avocado) B COOTBETCTBHM C METOJAMKOMW, aHaJO-
TUYHOM onucaHHOW B pumMepe 89.

'H SIMP (DMSO-dq) & 8.4-8.34 (m, 2H), 8.14
(n, J=8.6 I'u, 1H), 8.09-8.0 (m, 3H), 7.72-76 (m,
3H), 6.88 (1, J =8.9 I', 1H).

IIpmmep 92.

NH,

Cl

3-Xnop-4-(wadranuu-2-uncynbhanmn)de-
HUJIaMUH.

3-Xnop-4-(nadranun-2-nicyiabdanun)de-
HwiaMuH (92) cuate3upyrot (97%) u3 2-(2-xmop-4-
HuTpodenmwicynbhanmn)Hadrammaa (91) B coort-
BETCTBHHU C METOJINKOM, aHAJIOTHYHOM OITMCAHHOH B
npumepe 90.

'H SIMP (DMSO-dg) & 7.88-7.8 (M, 2H), 7.75
(m, J=7.5 I'u, 1H), 7.5-7.42 (M, 3H), 7.35 (m, J=8.4
I'm, 1H), 7.18 (am, J=8.6, 1.8 I'm, 1H), 6.82 (z, J=
2.4Tu, 1H), 6.6 (ng, J=8.4,2.4 'y, 1H).

MS (M+H) 286.

ITpumep 93.

S
Cy

CI

T

2,4-JTuxnop-N-[3,5-auxnop-4-(HadpTannH-2-
wicynbhanwn)penni|oenszoncynbdonamus (93).

K 0,4M pacrtBopy 3,5-auxinop-4-(nadranus-
2-wicynbhanun)pennwaamuna (90) (153 wmr, 0,48
MMoJTb) B TI'®D 100aBisSFOT MUPUANH, MTOTYYCHHBIH
ot Aldrich, (0,19 mu, 2,4 MMonb) ¢ OCIEIYIOIINM
Jo0aBIeHNEM 2,4-nuxnopOeH30Cynb(OHMII-
XIJIOpUAa, morydeHHoro ot Maybridge (129 wr, 0,53
MMoOJTB). OOpa30BaBIIYIOCS CMECh MEPEMEIINBAIOT
B TeueHue 6 nHeid. JloGammsiror 1M BomHBIN pac-
tB0p HCI (20 MIT) U CBIpYI0O PEaKIHOHHYIO CMECh
skcrparupytoT 3x EtOAc (20 mu). Opranndeckue
cion 00BbEUHSIOT U IPOMBIBAIOT OZMH Pa3 pacTBO-
pom paccona (20 mu), cymat Hajg Na,SO4 ¥ KOH-
LEHTPUPYIOT 1oJi BakyymoM. Chlpoe TBeploe Be-
miectBo xpomarorpadupyrot (5-15% EtOAc B rek-
cane) ¢ BeIxogoM 125 mr (49%) 93 B Buze rps3Ho-
6€J10T0 TBEP/IOTO BEIECTRA.

'H SIMP (DMSO-dg) & 11.6 (c, 1H), 8.17 (x,
J=8.6T'u, 1H), 7.96 (1, J=2.1 I'u, 1H), 7.88-7.83 (M,
1H), 7.83 (m, J=8.7 I'u, 1H), 7.76-7.73 (M, 1H), 7.1
(nm, J=8.6, 2.1 I'u, 1H), 7.52-7.44 (m, 3H), 7.32 (c,
2H), 7.21 (c, 2H), 7.1 (an, J=8.6, 2.0 I', 1H).

MS (M-H) 526.

Cl
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[Tpumep 94.

Cl

6-Xnoprnupuane-3-cynbdoHoBast kuciora [3-
xsop-4-(Had TanuH-2-uiacynbhaHun)peHm |aMu
(94).

K 0,35M pactBopy 3-xnop-4-(Hadranua-2-
wicynbhanwi)penmnamuaa  (90) (150 wmr, 0,53
MMoutb) B TT'® nobGasmstor mupunus (Aldrich, 0,21
MII, 2,63 MMOJIB) € MOCTIEIYIOINM J00aBIeHHEM 6-
xyopnupuanHa-3-cynbponmixiaopuaa  (Qorpark,
122 wmr, 0,58 mmons). IlonmyueHHyl0 cMmech mepe-
MermmBaioT 15 4. Bogsat 1M Boausiii pactsop HCI
(20 M) ¥ CHIpYIO pEaKIMOHHYIO CMECh 3KCTparu-
pytot 3x EtOAc (50 mu). Opranuueckue ciion 00b-
€IMHSIOT W TPOMBIBAIOT ABAXIBI PACTBOPOM pac-
coma (100 mu), cymar Hag Na,SO4 ¥ KOHIIEHTPH-
pytor mon BakyymoM. ChIpoe TBEpIOE BEIIECTBO
xpomatorpapupyor (5-15% EtOAc B rekcane) c
BbIxozoM 140 mr (58%) 94 B Buae OieqHO-KENTOro
TBEPIOTO BEMIECTBA.

'H SIMP (DMSO-d) 8 10.93 (¢, 1H), 8.77 (n,
J=2.0 I'n, 1H), 8.19 (nn, J=8.4, 2.6 I'n, 1H), 7.97-
7.90 (m, 2H), 7.90-7.84 (m, 2H), 7.78 (n, J=8.4 I'ny,
1H), 7.59-7.52 (m, 2H), 7.36 (mm, J=8.6, 1.9 I'ny,
1H), 7.29 (n, J=2.1 T'n, 1H), 7.12-7.04 (m, 2H).

MS (M-H).
fjo

ITpumep 95.

2-Xn0p—N-[3-xnop-4—(HacpTany1H—2—ymcynb-
dhanmn)penni]-4-TpudhTopMeTUIIOCH30IICYIb(HOH-
amup (995).

HasBaHHOE coenWHECHUE IMOITyYarOT, UCIIOJNb-
3ysl METOJIUKY, PUBENICHHYIO B ipuMmepe 94, ncxo-
o1 w3 3-xyop-4-(HadTanuH-2-micynbhaHm)
(enmmamuna (150 mr, 0,53 MmMons), mupuanaa (Al-
drich, 0,21 w™mn, 2,63 wmmomp) u 2-ximop-4-
MeTuioeH3oncynbhoHmIxaopuaa Maybridge, 162
mr, 0,58 mmons) B TT'® 250 mr (90%) Ha3BaHHOTO
coequHeHUs (95) momydaroT B BUAE TBEPAOTO Be-
1ecTBa 0JeHO-)KENTOro 1{BETA.

'H SIMP (DMSO-d) & 11.30 (c, 1H), 8.23 (x,
J=8.3Tu, 1H), 8.18 (1, J=1.6 I'y, 1H), 7.97-7.84 (M,
3H), 7.84-7.80 (m, 2H), 7.58-7.50 (m, 2H), 7.32 (nn,
J=8.6, 1.9 I'u, 1H), 7.28 (n, J=2.3 'y, 1H), 7.11 (x,
J=8.6 I'n, 1H), 7.04 (nn, J=8.6, 2.3 T'u, 1H).

MS (M-H) 526.

004887

84

IIpumep 96.
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6-XnoprmpuanH-3-cynb(oHoBast KHCIIOTa
[3,5-nuxnop-4-(nadrannH-2-micyabhanu)heHnn|
amup (96).

HasBaHHOE coeiMHEHHE IOJIyYaloT, WCIIONb-
3ysl METOJUKY, TIPHBEICHHYIO B ipuMepe 94, ncxo-
ns w3 3,5-nuxnop-4-(Hadranun-2-uncynbhaHmn)
¢denmnamuna (90) (150 mr, 0,47 MMOJIB), TUPUIMHA
(Aldrich, 0,19 wma, 2,34 w™Mmoms) U 6-
xyoprnupuanHa-3-cynsponunxiopuna  (Qorpark,
109 wmr, 0,52 mmonb) B TT®. 130 mr (56%) 96 mo-
JIY4aloT B BHJIE OJIEIHO-XKEITOrO TBEPAOTO BEIIECT-
Ba.

'H SIMP (DMSO-dg) & 11.40 (ymmpeHubiii
cunrier, 1H), 8.88 (x, J=1.9 T'u, 1H), 8.28 (ux, J=
8.4, 1.6 I'n, 1H), 7.88-7.80 (M, 3H), 7.76 (n, J=9.1,
1.8 I'n, 1H), 7.52-7.42 (m, 3H), 7.38 (c, 2H), 7.14
(mm, J=8.7, 2.0 ', 1H).

MS (M-H) 493.
IIpumep 97.
%‘ QSP
“NH
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2-Xnop-N-[3,5-nuxnop-4-(Hadranun-2-ui-
cynbhanun)hern]-4-rpudTopMeTHIOECH30JICYITb-
¢donamun (97).

Ha3BanHoe coequHeHHE MONYYalOT, WCIOJb-
3ysl METOJIMKY, IPUBEJCHHYIO B IIpuMepe 94, mucxo-
1 w3 3,5-puxnop-4-(HadTamuH-2-micyIb(haHT)
¢denmmamuna (90) (150 Mr, 0,47 MMOIIB), TUPUANHA
(Aldrich, 0,19 wmm, 2,34 wmMmoms) u 2-xJ0p-4-
TpudTopMeTIIOeH30IICYyIbhoHMIXIIOpHAa  (May-
bridge, 144 wr, 0,52 mmonb) B TT'®. 137 mr (52%)
97 momyd4aroT B BUAE OJIEAHO-KEITOTO TBEPIOTO
BEILIECTBA.

'H sIMP (DMSO-de) & 8.38 (x, J=8.0 'y, 1H),
8.21 (m, J=1.4 Tu, 1H), 8.01 (mx, J=8.4, 1.1 T'u,
1H), 7.88-7.80 (m, 2H), 7.76-7.71 (m, 1H), 7.51-
7.42 (m, 2H), 7.34 (c, 2H), 7.12 (a0, J=8.6, 2.0 Ty,
1H).

MS (M-H) 560.

IIpmmep 98.

o
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6-Xnopumunazo[2,1-b]ruazon-5-cyiasdoHo-
Basi kucinora [3-xnop-4-(nadranuH-2-uicynbda-
Hun)pernn Jamun (98).

Ha3BanHoe coeaMHEHHE NOJIYYalOT, HCIIOJIb-
3ys METOJUKY, IPUBEJICHHYIO B Ipumepe 94, ncxo-
a1 u3  3-xuop-4-(HadranuH-2-uiacynbghaHu)
¢enmnamuna (92) (150 mr, 0,53 MMoib), TupuanHA
(Aldrich, 0,21 wm, 2,63 wMome) U 6-
xyopumMuasol2,1-b]tuazon-5-cyappoHmixiopuia
(Maybridge, 149 wmr, 0,58 mmons) B TT'®. 172 mr
(65%) 98 momy4atoT B BUIE OJICIHO-KEITOTO TBEP-
JIOTO BEIIECTBA.

'H SIMP (DMSO-d) & 11.26 (c, 1H), 7.98 (n,
J=4.4 Tu, 1H), 7.96-7.88 (M, 2H), 7.88-7.84 (m,
2H), 7.68 (n, J=2.4 T'u, 1H), 7.58-7.52 (M, 2H),
7.33-7.28 (M, 2H), 7.14 (1, J=8.5 ', 1H), 7.01 (mx,
J=8.5,2.4T'u, 1H), 7.04 (o, J=8.6, 2.3 'y, 1H).

MS (M-H) 504.

ITpumep 99.

1P
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2,4-Tuxnop-N-[3-xnop-4-(nadranun-2-
wicynbhanw)penmn |oenszoncynshonamu (99).

2,4-Tnxnop-N-[3-xnop-4-(nadTanuu-2-mi-
cynbhanmi)peHm|0eH30cyThhOHAMUIAMUT CHH-
tesupytor  (67%) wu3  3-xunop-4-(Hadranus-2-
wicynshanmn)permwiamuaa  (92) u  2,4-nuxiop-
0eH301Cy b OHMIXIIOpH A, ITOyYeHHOTO OT May-
bridge, aHamOrM4HO TOMY, KaK OIICAaHO B IPHMEpPE
93.

'H SIMP (DMSO-dg) & 11.1 (c, 1H), 8.06 (x,
J=8.6 T'u, 1H), 7.95-7.88 (M, 3H), 7.86-7.81 (m,
2H), 7.65 (an, J=8.4 I'u, 1H), 7.57-7.51 (m, 2H),
7.31 (mm, J=8.6, 1.9 I'y, 1H), 7.26 (n, J=2.2 T,
1H), 7.12 (n, J=8.7 I'u, 1H), 7.03 (mu, J=8.6, 2.3
I, 1H).

MS (M-H) 492.

ITpumep 100.

oo
I

Cl
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N-[3-Xmop-4-(HadpTamuH-2-micyrbhaHw)
(henmn]-4-nonobdenzoncynponamus (100).

HasBaHHOE coelMHEHHE IOJIY4aroT, HCIOJNb-
3ys METOIUKY, IPUBEIECHHYIO B Ipumepe 94, ncxo-
ISt u3 3-xs0p-4-(HadranuH-2-uncynbhaHmn)
¢denmnamuna (92) (150 mr, 0,53 MMoI1b), TUpUANHA
(Aldrich, 0,21 wmn, 2,63 wmomb) U 4-
nomobensoncynbdonmxaopuga (Acros, 175 wr,
0,58 mmoip) B TT'®. 153 mr (53%) 100 nmomydaror
B BHJIE OJICIHO-)KEJITOTO TBEPJIOTO BEIIECTBA.

'H SAMP (DMSO-dg) & 10.75 (c, 1H), 8.01-
7.95 (M, 2H), 7.95-7.89 (m, 2H), 7.87-7.82 (M, 2H),

Cl
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7.59-7.50 (M, 4H), 7.32 (am, J=8.6, 1.9 T'y, 1H),
7.26 (n, J=2.3 ', 1H), 7.13 (&, J=8.6 T', 1H), 7.04
(mm, J=8.5, 2.2 T'u, 1H).

MS (M-H) 550.
ITpumep 101.
QP
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N-[3,5-Auxnop-4-(nadTanus-2-nncyibda-
nui)dennn]-4-nonobdenzoncynpdonamus (101).

HasBanHoe coenuHeHHE MONYYalOT, WCIOJb-
3ysl METOJUKY, TIPHBEICHHYIO B ipuMepe 94, ncxo-
1 w3 3,5-puxnop-4-(HadTamuH-2-micyIb(haHT)
¢enmnamuna (90) (150 Mr, 0,47 MMOITB), TUPUANHA
(Aldrich, 0,19 w1, 2,34 wmmoab) u  4-Homo-
6ensoncynphormaxiopuna (Acros, 155 wr, 0,52
MMmons) B TI'®. 254 mr (93%) 101 momyuaior B
BHUie 0JI€JHO-XKEITOTO TBEPIOTO BELIECTRA.

'H SIMP (DMSO-dg) & 11.22 (c, 1H), 8.08-
8.02 (m, 2H), 7.88-7.82 (m, 2H), 7.74 (n, J=7.7 T'u,
1H), 7.65-7.58 (m, 2H), 7.52-7.40 (m, 3H), 7.35 (c,
2H), 7.12 (an, J=8.7, 1.9 T'uy, 1H).

MS (M-H) 584.

ITpumep 102.

6-Xnoponmuaasol[2,1-b]tuazon-5-cynbdo-
HOBasi kucnora [3,5-nuxiop-4-(nadranuH-2-ui-
cynbsbanmn)denmt|amug (102).

HazBanHoe coeuHEHHE MOIYYalOT, UCIOJb-
3ysl METOJUKY, IPHBEIEHHYIO B Ipumepe 94, ncxo-
ns w3 3,5-nuxnop-4-(Hadranun-2-uncynbhaHmn)
¢denmnamuna (90) (150 mr, 0,47 MMOJIB), TUPUIMHA
(Aldrich, 0,19 wmm, 2,34 wMmonb) u  6-XJI0pO-
nmMua3o[2,1-b]tuazon-S-cyabpoHuixiopuaa
(Maybridge, 132 wmr, 0,52 mmoms) B TT®. 172 mr
(65%) 102 momydaroT B BHAC OJICAHO-KEITOrO
TBEPJOT0 BEIIECTBA.

'H SIMP (DMSO-dg) & 11.71 (ymmpenubiii
cunrier, 1H), 8.02 (n, J=4.4 T'u, 1H), 7.89-7.82 (M,
2H), 7.77 (m, 1H), 7.72 (a, J=4.4 T'u, 1H), 7.52-
7.432 (m, 3H), 7.35 (c, 2H), 7.11 (ax, J=8.7,2.0 T'ny,
1H).

MS (M-H) 504.
TIpumep 103.
P
S
car
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6-XnopormupuauH-3-cyTb(OHOBOH  KUCIOTHI
[3-xn0p-4-(nadranuH-2-cynbhuHmn)dpeHnn|amMmua
(103).

K pactBopy 6-x50pnupuauH-3-CyabpOHOBON
KUCIOTHl  [3-x10p-4-(HadTanuH-2-micyab(aHi)
¢denmnlamuny (94,55 mr, 0,12 mmons) B CH,Cl, (2
MJI) JO0aBIIAIOT MO  KAaliiM  PacTBOp M-
xyopriepokcuben3oiinoi kuciotel (MCPBA, Al-
drich, 36 mr, 0,12 mmons) B CH,Cl, (1 mi). Iomy-
YEHHYI0 CMECh IIePEMEIIMBAIOT IPH KOMHATHOM
temneparype 1 4 u pasdasmstor EtOAc (60 mu).
OpraHn4eckuii CJOW MPOMBIBAIOT HACHIIIEHHBIM
BoaHbIM pactBopoM NaHCO; (50 wmur), aBakmsl
pactBopoMm paccona (50 mur), cymat Haxg Na,SO4 u
KOHLEHTPUPYIOT 1oz BakyymoM. CeIpoe TBepaoe
BerectBo xpomarorpadupyor (10-25% EtOAc B
rekcane) ¢ BeixosioM 17 mr (30%) 103 B Buae rpsz-
HO-0€JI0ro TBEp/IOro BEIIECTBA.

'H SIMP (DMSO-dg) & 11.25 (c. 1H), 8.82 (x,
J=2.6 I'n, 1H), 8.43 (n, J=1.5 I'u, 1H), 8.19 (an, J=
8.4, 2.6 I'u, 1H), 8.10 (m, 1H), 8.04 (x, J=8.5 T,
1H), 7.98 (M, 1H), 7.88 (n, J=8.7 I', 1H), 7.74 (x,
J=8.5 I'u, 1H), 7.70-7.60 (M, 2H), 7.53 (mm, J=8.7,
1.8 T'u, 1H), 7.40 (an, J=8.5, 2.2 I'u, 1H), 7.19 (x,

J=2.1Tu, 1H),
MS (M-H) 475.
ITpumep 104.
QL
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6-XnopnupuauH-3-Cyab(OHOBON  KUCIOTHI
[3,5-auxnop-4-(nadranus-2-cynbhonnn)penun|
amuz (104).

K pactBopy 6-x50pnupuauH-3-CyabPOHOBOH
KHCJIOTBI [3,5-nuxnop-4-(HadranuH-2-uicyib-
¢danmn)pennmn]amuna (96,20 mr, 0,04 mmons) B
CH,Cl, (1 i), moOaBislOT IO KalisiM pacTBOP
mCPBA (Aldrich, 36 mr, 0,12 mmois) B CH,C, (1
). IlomydeHHYI0O CMeCh TEpPEMENINBAIOT IIPH
KOMHATHOW TeMIepaType B TCUCHHE HOYM U pas-
6apmsiror EtOAc (60 mi). OpraHudeckuil croi
MPOMBIBAIOT [BaXIbl 5% BOAHBIM PAacTBOPOM
Na,S,0; (20 M), aBaxkas! 1% BOTHBIM pacTBOPOM
NaHCO; (20 mu) u pactBopoMm paccoia (20 m),
cymat Haa Na,SO4. YaaneHue pacTBOPUTENS IO
BakyyMoM aaeT 21 mr (99%) 104 B Bune rpssHo-
6eJ10T0 TBEpAOTO BEIIECTBA.

'H SIMP (DMSO-dq) & 8.68 (1, J=2.5 ', 1H),
8.58 (m, J=1.8 I'u, 1H), 8.22 (m, J=8.1 I'y, 1H),
8.12-8.05 (M, 2H), 8.02 (1, J=8.0 I', 1H), 7.79 (ux,
J=8.7, 2.0 T'n, 1H), 7.76-7.64 (M, 2H), 7.58 (m, J=
8.4 T'm, 1H), 6.93 (c, 2H).

MS (M-H) 525.

004887
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2-Xnop-N-[3-xnop-4-(nadrannH-2-cyiabdo-
nun)ennn]-4-rpudropmerrndeH3oncyabpoHaMun
(105).

HasBaHHOE coenWHEHHE IOyYalOT, UCIIONb-
3ysl METOIWKY, NPHUBEICHHYIO B mpumepe 104, wmc-
xonsg w3 2-xi10p-N-[3-xyop-4-(HadTanuH-2-ui-
cyabhannn)herun]-4-TpudTopMeTHIOEH30JICY b~
¢donamuna (95, 35 mr, 0,066 mmois), mCPBA (Al-
drich, 100 mr, 0,33 mmounb) B CH,Cl,. 38 mr (100%)
105 mony4arT B BHIE TPSI3HO-0EIOr0 TBEPIOTO
BEIIIECTBA.

'H IMP (DMSO-d¢) & 11.90 (yumpennbiii
cunrier, 1H), 8.62 (n, J=1.8 I'u, 1H), 8.28 (1, J=8.1
I'y, 1H), 8.20 (n, J=8.1 I'u, 1H), 8.16-8.00 (M, 4H),
7.90 (n, J=8.5 I'u, 1H), 7.77-7.64 (m, 3H), 7.20 (x,
J=9.0 'y, 1H), 7.09 (c, 1H).

MS (M-H) 558.

IIpmmep 106.
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6-XnopnupuanH-3-cyab(pOHOBOH  KHUCIIOTBI
[3-xnop-4-(HadranuH-2-cynbHoHuIT)PEeHUI |aMu
(106).

HasBaHHOe coeaMHEHHWE TOJIy4YaroT, UCIOJIb-
3ys METOJUKY, NpUBEICHHYI0 B npumepe 104, uc-
X0As U3 6-XJIOpNUpUANH-3-Cynb()OHOBOI KHCIOTHI
[3-xnop-4-(radranuH-2-nicynbhanu)heHnn|
amunaa (94, 15 mr, 0,03 mmone), mCPBA (Aldrich,
50 wmr, 0,15 mmonp) B CH,Cly. 16 mr (100%) 106
MOTY4alOT B BHZE IPA3HO-OEIOr0 TBEPIOTO Bellle-
CTBa.

'H IMP (DMSO-dg) & 11.60 (ymmpennbrii
cunrietr, 1H), 8.82 (a, J=2.5 T'n, 1H), 8.62 (0, J=
1.8 I'u, 1H), 8.24-8.16 (m, 2H), 8.14 (a, J=8.8 I'Ly,
1H), 8.08 (1, J=8.8 I', 1H), 8.03 (&, J=8.4 'y, 1H),
7.76-7.64 (m, 4H), 7.27 (an, J=8.8, 2.0 I'ny, 1H),
7.10 (n, J=2.1 T'y, 1H).

MS (M-H) 491.

ITpumep 107.
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2-Xnop-N-[3,5-auxnop-4-(HapTanuH-2-cyib-
thormn)penmn]-4-TpudTopMeTIIOSH30ICY TR OH-
amug (107).

Ha3BanHoe coeaMHEHHE NOJIYYalOT, HCIIOJIb-
3y METOJUKY, NMpUBEACHHYIO B mnpumepe 104, unc-
xonas w3 2-xyop-N-[3,5-auxiop-4-(nadtanuH-2-
wicynbhanmi)pernn|-4-TpudTopMeTHIIOEH3011-
cynsdponamuna (97, 30 mr, 0,05 mmons), mCPBA
(Aldrich, 80 wr, 0,26 mmoms) B CH,Cl,. 32 wmr
(100%) 107 momydaroT B BHAE TPA3HO-OEIOTO
TBEPJIOTO BEIIECTBA.

'H SIMP (DMSO-dg) & 8.59 (z, J=1.1 I'n, 1H),
8.22 (m, J=8.1 I', 1H), 8.15 (m, J=8.1 T'm, 1H), 8.10
(m, J=8.6 T'm, 1H), 8.03 (m, J=8.1 I'm, 1H), 7.90 (c,
1H), 7.84-7.77 (m, 2H), 7.75-7.64 (m, 2H), 6.92 (c,
2H).

MS (M-H) 592.

ITpumep 108.

OTOT mnpUMEp WLIIOCTPUPYET IOJyYeHUE
108.1 uepes 108.6.

108.1 108.2

PactBop Tper-Oytminara kanms (1M B TI'O,
26.5 M) m00aBISAIOT K pacTtBopy 3,4,5-TpuXiop-
HUTpoOeH30ma (3 T) M S5-XJOp-3-THIPOKCHUIIHPH-
muraa (1,7 7) B TT'® (15 Mim). TemHO-KpacHBIN pac-
TBOp HarpeBaroT npu 50°C B TedeHHWE HOYH, 3aTEM
BbUIMBAIOT B BoAy Ocalnok coOuparoT (uiibTpoBa-
HUEM M OYMINAIOT C MMOMOIIBI0 XpoMaTorpaduu Ha
kpemHeseme (10% »sTunanerar/rekcaH B KadecTBe
amroeHTa), noxy4das 108.1.

'H SIMP (400 MI'm) (DMSO-d¢) & 8.58 (c,
2H); 8.47 (n, J=2 T'u, 1H); 8.41 (n, J=2.6 I'u, 1H);
7.72 (am, J=2.6, 2 I'n, 1H).

Hcnone3ys MeToaMKy, NPUBEICHHYIO B IIPHU-
mepe 2, 108.1 (2,2 r) npeBpamator B aHuiauH 108.2.

'H SIMP (400 MTI'n) (DMSO-d¢) & 8.35 (m,
J=2 T'n, 1H); 8.21 (m, J=2.5 T'u, 1H); 7.37 (ux,
J=2.5, 2 T'n, 1H); 6.73 (c, 2H); 5.78 (ymmpeHHBIH
cunriet, 2H).

CoenuHenwsi, ipuBeeHHbIe B Tabm. 17, mo-
JIy4aroT, ucnois3ys 108.2 u KoMMepuecKu JOCTyH-
Hble  3aMELICHHbIE  OEH30JICYJIL(MOHMIXIOPHUIBI
I/I/I/IJ'II/I HCIOJIB3Yd NPOMEKYTOUHBIC COCAUHCHUA U
CHOCO6I)I, OIMMCAaHHBIC B MPUBCACHHBLIX BLIIIC IPHU-
Mepax.

004887

Tabmuma 17
Rd
a Re’
Cl NH.
7 ~
( ‘ 0,/5\\0 Rb
N0
o]
Ra Rb Rc Rd T.111., °C
108.3 H Cl Cl H 199-200
108.4 Cl H Cl H 166-169

90
108.5 H H I H 211-214
108.6 Cl H CF; H 185-189
ITpumep 109.

OtoT npumep wrocTpupyer cunares 109.1.
02

CI* O.?

109.1

B kpyrinonoHHyto xoi0y 3arpyxaror 2-XJop-
4-aurpodenzomwnxiopun (3,50 r, 15,9 mmons), 2-
stunbenzodypan (2,11 r, 14,4 mmons) n 6e3Box-
HBIA XJ0pucTeId MeTwieH (20 mur). PeaknmnoHHyro
MacCy OXJIaXJIAIOT Ha 0aHe cO JIbAOM/BOIOW U HO-
0aBIAIOT TO KalULAM TeTpaxijiopun TutaHa (5,49,
28,9 MMOJb) TIPH DHEPTUYHOM TepeMEITUBAHUH.
Ilocne 3aBepuieHust NPHOABICHUS PEAKIHOHHYIO
Maccy nepementnBaioT npu 0°C B Tedenue 20 MuH
W 3aTeM HarpeBaloT /10 KOMHATHOM TeMIepaTrypbl
JIOTIOJIHUTENIFHO B TeUeHHe elle 4 4. 3aTeM peakLu-
OHHYIO0 Maccy pa30aBistorT 80 MI1 XJIOPUCTOTO Me-
TwieHa U npombiBaroT mBaxasl 50 mur 2N HCl u
3areM oauH pa3 50 Mia paccoma. OpraHuyecKui
cnoit cymar Hajg Na,SO4 U KOHLUEHTPUPYIOT [0
KEITOro Macia. OTO Macio B JajbHEHIIEM O4YH-
IIAIOT,  WCHOJB3yd  CHJIMKareiabHylo  (udIn-
xpomarorpaduro (3moupyst 20% rekcaHoM B XJIO-
puctom metmieHe). TpeOyemsle (ppakunu KOHIIECH-
TpupyOT, uTo maetr 2,9 r (61%) kerona 109.1 B
BUJIE TPSI3HO-0EJI0r0 TBEPAOTO BEIECTBA.

MS ESI m/e: 330.0 (M+H).

IMpumep 110. (2,6-Auxinop-4-aurpodenun)
ykcycnas kuciota (110).

K pacrBopy amdtunmanonara (Aldrich, 13,8
i1, 90 mmois) B JIM®DA (60 mur) 1o6aBistioT Kap-
oonar ne3us (Aldrich, 48,9 r, 150 mmoip). CMech
HarpeBaroT 10 70°C, mocne gero mobdasmusroT 1,2,3-
Tpuxyop-5-HuTpodben3on (Aldrich, 13,56 1, 60
MMoitb). Cmech mepememuBatoT mpu 70°C B Teue-
HHE 3 4 M OXJaXJAa0T JO KOMHAaTHOW TeMIepary-
pe1. Jobasmsror 2M Boassiit pactsop HCI (50 mun)
U CBIPYIO PEaKkIMOHHYIO CMECh SKCTParupyroTr 3x
EtOAc (150 mi). Opranuyeckue ciou 00beTUHSIIOT
U TPOMBIBAIOT JABAXKIBI pacTBOpoM paccona (150
i), cymar Hag Na,SO; ¥ KOHLEHTPHPYIOT MOJ
BakyyMoM. CBETJIO-KeNToe Macjio HCIIONIB3YIOT B
CIeIyIoIeH peakiuu 0e3 qaTbHeHIeH OYUCTKH.

Macmno cycnermupyioT B 90 M 6N BogHOTO
pactBopa HCl. CMmeck HarpeBaioT MpH KUNICHUU C
00paTHBIM XOJIOAMIBHUKOM B TeueHHe Houu (15 1).
3areM peakIMOHHYI0 CMECh OXJIaKAAIOT Ha JIens-
HoWi Gane 2 4 u GuibTpytoT. ChIpoii TBEpAbIHA Po-
aykt pacrupatot ¢ nomouipto CH,Cly/rekcana, 4ro
nmaet 110 (115 1, 77%) B BUAe OJeIHO-KOPUIHEBOTO
TBEPJOr0 BEIIECTBA.

'H IMP (DMSO-d¢) & 13.00 (yumpennbiii
cunruer, 1H), 8.23 (c, 2H), 4.16 (c, 2H).

IIpumep 111. (2-Xnop-4-auTpodennn)
ykcycHas kuciota (111).
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HaszBanHoe coe[MHEHHE MOYYalOT, HCIIOJIb-
3y METOIUKY, NMpHUBEAcHHYI0 B mpumepe 110, uc-
xons w3 muatwiManonara (Aldrich, 30,5 mur, 200
MMOJIb), 3,4-nuxnopuuTpoden3ona (Aldrich, 19,2 r,
100 mMmoun), kapOonara 1ie3ust (Aldrich, 81,5 r, 250
MMoJb) 1 150 M Bogroro pacteopa 6N HCI1 18,8 r
(87%). Coemunenus 111 monayvarot B Buze OJIeIHO-
JKEJITOTO TBEP/IOTO BEIECTBA.

'H SIMP (DMSO-dg) & 12.80 (ymmpenubiii
cunrier, 1H), 8.29 (x, J=2.4 I'u, 1H), 8.18 (mx, J=
8.4, 2.4 Tu, 1H), 7.73 (n, J=8.4 T'u, 1H), 3.90 (c,
2H).

[pumep 112. 2-AmuHO-4-XITOpOEH30ITHOI
ruapoxiopun (112).

C nomouipto cnocoba R.L. Danley u D.A.
Zazaris (Can. J. Chem. 43, 2610-2612 (1965) mo-
Jy4aloT TeTpacyyib(GuI HaTpHs, pPacTBOpsis cepy
(Adrich, 9,6 T, 300 MMOJB) B pacIUIaBJICHHOM HO-
Harunpate cynbduna Harpus (Adrich, 24,0 v, 100
MMOJIb). YKa3aHHYIO TOpSYYI0 >KHIKOCTh 100aB-
JSIFOT K pacTBopy 2,5-muxiiopHuTpodenzona (Al-
drich, 38,4 r, 200 mmoub) B 95% atanone (140 mu).
Ilocne mpekpalieHus SK30TEPMUUECKOW peaklu,
CMECh KHIATST B T€YCHHE 2 4 U QUIBTPYIOT Topsi-
yeit. Ocamok mpombIBatoT Bojou (50 mi1) U 3TaHO-
goM (50 mu), uro maetr 37,7 T MPOMEXKYTOYHOTO
TpUcynb(duaa B BUE )KENTOIO TBEPOTO BEIIECCTBA.

'H IMP (CDCl;) & 8.83 (m, J=2.3 ', 1H),
7.76 (m, J=8.6 T'm, 1H), 7.55 (an, J=8.6, 2.3 T,
1H).

KoH1eHTpupoBaHHYIO COJSHYIO Kucaoty (125
MJI) MEJUIEHHO (B TeueHHe HOYM, 15 4) 100aBisIOT
K XOpOIIO INEpEeMENINBAeMO CYCIIEH3UH TPHUCYJIb-
¢una (37,7 r) onucanHoro BiIe U onoBa (Aldrich,
88 1, 737 mmonb) B 95% stanone (200 mi). [Tocme
(bUITBTPOBaHUS TOPAYETO pacTBOpa (MIBTPAT BEHI-
JICPIKUBAIOT MPU KOMHATHOM TeMmIeparype B Tede-
HHE HOYHM JI0 BBINAJICHUS B OCAJIOK CHIPOTO IPOAYK-
ta. Ocagok cobuparoT QuILTPOBaHHWEM, MMPOMBIBA-
ot 1:1 aranon/xonnenrpupoannas HCL Ilepe-
kpuctaumusaiuss w3 1:1  CH3;0H/konueHTpu-
poBannas HCl naet coenunenue 112 (13,8 r) B Bu-
Jie OeJIbIX IIL.

'H SIMP (DMSO-d¢) & 6.96 (z, J=8.3 'y, 1H),
6.86 (o, J=2.3 I'y, 1H), 6.50 (mn, J=8.3, 2.3 I'y,
1H).

Mpumep 113. 2-AmuHO0-4-MeTHIOEH30ATHON
runpoxiopuz (113).

ouc-(4-Metun-2-HATpoeHI ) TPUCY T DU
MOJIY4aloT, UCIOJIb3YsI METOMKY, TPUBEJICHHYIO B
npumepe 112, ucxons u3 4-xja0p-3-HUTPOTOTyONIa
(Adrich, 34,3 1, 200 mmous), cepsl (Adrich, 9,6 T,
300 MMoJIb) U HOHaruzapara cynbduaa Harpus (Al-
drich, 24,0 r, 100 Mmmois) B 95% EtOH (150 mu).
27,7 r Tpucyiabduaa moiyyaroT B BHAE JKEJITOTO
TBEPAOTO BEILECTBA.

'H SIMP (400 MI'u, CDCl3) & 8.21 (n, J=8.3
I'u, 1H), 8.07 (yumpennsiii cunrnet, 1H), 7.58 (nx,
J=8.3, 1.3 'y, 1H), 2.48 (c, 3H).

Boccranosnenue owuc-(4-MeTuiI-2-HUTPO-
(hermm)Tpucynbuga, B COOTBETCTBUU C METO.IU-
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KOM, TIpUBeACHHON B mipumepe 112, maet coemuHe-
mue 113 (11,3 1) B BuAe cMmecHu Moclie TepeKpu-
CTAJUTM3alliH, HO KOTOPOE HCIONB3YIOT HEMOoCpe.-
CTBEHHO Ha CJISYIOLIHUX CTAIHSIX.

I[Ipumep  114.  5-Xnop-2-(2,6-nuxnop-4-
HUTpoOeH3m)0eH30THAa30 (114).

Momudunupyst nponecc, onucanueii D.L.
Boger (J. Org. Chem. 43, 2296-2297 (1978), pac-
1BOp P,O5/MeSOsH (Aldrich, 7,5 1, 1:10, Bec./Bec.)
00pabaThIBalOT 2-aMUHO-4-XJI0POSH30ITHOITHIIPO-
xmopuaoMm (mpumep 112, 1,96 r, 10,0 mMons) u
(2,6-nuxs10p-4-HUTPODEHNIT)YKCYCHOH ~ KHCJIOTOM
(mpumep 110, 2,50 1, 10,0 mmomns). IlomyueHnyro
CMECh IIepEMENINBAIOT P KOMHATHOW TeMIepaTy-
pe B Teuenue 1 4, 3arem HarpesatoT npu 90°C B
TeyeHue Houu (15 u). ITocne 3Toro oxmaxnaaroT 10
KOMHATHOW TeMIIepaTypbl, PEaKUUOHHYIO CMECh
BBUIMBAIOT Ha JIEA ¥ TOJyYEHHYIO CMECh 3KCTparu-
pyrot 3x EtOAc (50 mir). Opranudeckue ciion 00b-
€IMHSIOT ¥ TPOMBIBAIOT JBaXKJBl PACTBOPOM pac-
coma (100 mm), cymar wHag Na,SO, ¥ KOHIIEHTpH-
pyror mon BakyymoM. ChIpoe TBEpIOE BEILIECTBO
xpomarorpadupytotr (CH,Cl,) ¢ Beixomom 3,7 T
(99%) coemunenwst 114 B Buae OJeTHO-KEITOTO
TBEPJOTO BEUIECTRA.

'H IMP (CDCl;) & 8.28 (¢, 2H), 7.98 (1, J=
1.9 I'u, 1H), 7.76 (m, J=8.5 I'u, 1H), 7.38 (mn, J=
8.5, 1.9 I'u, 1H), 4.87 (c, 2H).

MS (M+H) 373.

Coenunenust u3 Tabu. 18 mosy4aror, UCTIOINb-
3ysl METOIUKY, IPUBEJEHHYIO B IpuMepe 114.

Tabnuma 18
NO2,
B !
Sa g
A
[Tpumep A B Brixon
114 Cl Cl 99%
115 Cl H 98%
116 CF; Cl 96%
117 CF; H 89%
118 H Cl 92%
119 H H 77%
120 Me Cl 20%
121 Me H 28%

IIpumep 115. 5-Xnop-2-(2-xmop-4-HUTpO-
OCH31I)0CH30THA30JI.

'H SIMP (400 MI', DMSO-dg) & 8.35 (1, J=
2.3 I'u, 1H), 8.25 (an, J=8.5, 2.4 T'u, 1H), 8.10 (x,
J=8.6 I'u, 1H), 8.02 (n, J=2.0 T'u, 1H), 7.89 (n, J=
8.5 I'u, 1H), 7.48 (nn, J=8.6, 2.0 T'u, 1H), 4.77 (c,
2H).

MS (M+H) 339.

Mpumep 116. 2-(2,6-[Auxnop-4-HuTpOOEH-
30i)-5-TpuTOpMETHIOEH30THAZOII.

'H SIMP (DMSO-dg) & 8.42 (c, 2H), 8.34 (1,
J=8.4 T'n, 1H), 8.28 (ymmpenusiii cunrier, 1H),
7.76 (1, J=8.4 T'u, 1H), 4.94 (c, 2H).
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MS (M+H) 407.

IIpumep 117. 2-(2-Xnop-4-HuTpoOEH3MN)-5-
TpuTOPMETHIOCH30THA3OIL.

'H IMP (CDCls) & 8.33 (n, J=2.3 T, 1H),
8.27 (ywmpennsiii cunrier, 1H), 8.14 (mn, J=8.5,
2.3 I'y, 1H), 7.96 (ymmpenssiii n, J=8.3 T'u, 1H),
7.63 (1, J=8.5 'y, 2H) 4.70 (c, 2H).

MS (M+H) 371.

pumep 118. 2-(2,6-Juxinop-4-HUTPOOSH3MII)
6eH30THa30JI.

'H SIMP (DMSO-ds) & 8.41 (c, 2H), 8.06 (x,
J=8.0 T'u. 1H), 7.90 (1, J=7.9 I'y, 1H), 7.50-7.38 (M,
2H), 4.94 (c, 2H).

MS (M-H) 337.

IIpumep 119.
O6eH30THAa307.

'H IMP (CDCl;) & 8.35 (n, J=2.2 T, 1H),
8.25 (mn, J=8.4, 2.2 T'y, 1H), 8.05 (n, J=7.9 T,
1H), 7.93 (#, J=8.1 I'y, 1H), 7.86 (z, J=8.5 I'y, 1H),
749 (t, J=7.9 I'u, 1H), 7.42 (T, J=7.6 I'n, 1H), 4.76
(c, 2H).

MS (M+H) 305.

Mpumep 120. 2-(2,6-uxnop-4-HuTpoOeH-
3WJ1)-5-MeTHI0SH30THA30J1.

'H SIMP (DMSO-ds) & 8.41 (c, 2H), 7.91 (n,
J=8.2 T'u, 1H), 7.71 (ymmmpennsiii cunrier, 1H),
7.25 (n, J=8.2 I'u, 1H), 4.85 (c, 2H), 2.41 (c, 3H).

MS (M+H) 353.

[pumep 121. 2-(2-Xmop-4-HUTpOOEH3MIT)-5-
METHIIOCH30THA30I.

'H AMP (DMSO-dy) & 8.35 (1, J=2.3 'y, 1H),
8.24 (mn, J=8.5, 2.3 T'y, 1H), 7.91 (n, J=8.2 T,
1H), 7.85 (m, J=8.5 I'u, 1H), 7.74 (ymmpeHHBIH
cunrier, 1H), 7.25 (ax, J=8.2, 1.0 I'u, 1H), 4.73 (c,
2H), 2.42 (c, 3H).

MS (M-H) 317.

BoccranoBnenne coeanHeHui, NpencTaBiIeH-
HBIX B Ta0m. 18, maeT mpow3BOJHBIC AaHWINHA,
npeJCcTaBICHHEIC B Ta0M. 19.

2-(2-Xmop-4-HUTPOOECH3MIT)

004887

Ta6muma 19
Hy
B ]
_él:s
A
IIpumep A B Merton Brixoj
122 Cl Cl A 100%
123 Cl H B 88%
124 CF; Cl A 90%
125 CF, H B 89%
126 H Cl B 97%
127 H H B 90%
128 Me Cl B 97%
129 Me H B 97%

Merton A: cm. npumep 90
Merton B: cm. npumep 181

Ipumep 122. 3,5-Huxnop-4-(5-xnopoeH30-
THA30J1-2-MIMETHI ) eHIIaMIH.

94

'H AMP (DMSO-dy) & 8.03 (11, J=8.4 'y, 1H),
8.01 (m, J=2.1 Tu, 1H), 7.45 (nu, J=8.5, 2.2 T,
1H), 6.70 (c, 2H), 5.79 (c, 2H), 4.52 (c, 2H).

MS (M+H) 343.

Ipumep 123. 3-Xop-4-(5-x10pOeH30THA30]I-
2-unMeTnIn)(pEeHUIIaMKH.

'H sIMP (DMSO-d¢) & 8.05-7.95 (m, 2H),
7.43 (nn, J=8.5, 2.1 T'n, 1H), 7.17 (un, J=8.2 Iy,
1H), 6.66 (n, J=2.2 T'u, 1H), 6.53 (an, J=8.2, 2.2
I'u, 1H), 5.44 (c, 2H), 4.36 (c, 2H).

MS (M+H) 309.

Mpumep 124. 3,5-Juxnop-4-(5-tpudTopme-
THI0EH30THA30II-2-IIMETH ) peHUIIaMUH.

'H AMP (DMSO-d¢) & 8.29 (ymmpeHHbIi
cunriet, 1H), 8.26 (n, J=8.4 I'u, 1H), 7.72 (n, J=8.4
I'u, 1H), 6.70 (c, 2H), 5.81(c, 2H), 4.56 (c, 2H).

MS (M+H) 377.

Ilpumep 125. 3-Xnop-4-(5-tpudTopmerrii-
OEH30THA30J1-2-UIMETHI ) (PCHUITAMUH.

'H IMP (DMSO-dg) & 8.25 (yummpeHHbiit
cunrier, 1H), 8.26 (n, J=8.4 T'u, 1H), 7.72 (ux, J=
8.4,1.3 I'u, 1H), 7.19 (1, J=8.2 'y, 1H), 6.67 (1, J=
2.2 T, 1H), 6.54 (nn, J=8.2, 2.2 I'n, 1H), 5.46 (c,
2H), 4.40 (c, 2H).

MS (M+H) 343.

IIpumep 126. 4-benszornaszon-2-uamerun-3,5-
IUXIOP(PEHUITAMIH.

'H AIMP (DMSO-dg) & 7.99 (az, J=8.0, 0.6
I'n, 1H), 7.92 (0, J=8.1 T'n, 1H), 7.45 (tn, J=8.2, 1.2
I'u, 1H), 7.38 (1o, J=8.0, 1.0 I'u, 1H), 6.70 (c, 2H),
5.78 (c, 2H), 4.51 (c, 2H).

MS (M+H) 309.

IIpumep 127. 4-bBenzornazon-2-wiMeTHi-3-
xJopdeHuIaMuH.

'H SIMP (DMSO-dg) & 7.98 (11, J=8.0 'y, 1H),
7.92 (n,J=8.0 I'n, 1H), 7.47 (10, J=7.9, 1.2 'y, 1H),
7.38 (11, J=7.9, 1.0 I'y, 1H), 7.17 (n, J=8.3 T', 1H),
6.66 (n, J=2.2 T'u, 1H), 6.54 (nm, J=8.2, 2.2 T'ny,
1H), 5.44 (c, 2H), 4.35 (c, 2H).

MS (M+H) 275.

Mpumep 128. 3,5-uxnop-4-(5-metunbdenso-
THA30JI-2-WIMETHI ) peHUITaMIH.

'H IMP (DMSO-dy) & 7.84 (11, J=8.2 'y, 1H),
7.73 (ymmpennsiii cunrnet, 1H), 7.21 (man, J=8.2,
1.0 T, 1H), 6.69 (c, 2H), 5.77 (c, 2H), 4.48 (c,
2H), 2.43 (c, 3H).

MS (M+H) 323.

IIpumep  129.  3-Xnop-4-(5-meTminben3o-
THA30JI-2-WIMETHI ) pCHUITAMUH.

'H SIMP (DMSO-dg) & 7.84 (z, J=8.2 I'ni, 1H),
7.73 (c, 1H), 7.21 (n, J=8.2 I'n, 1H), 7.15 (n, J=8.2
I'u, 1H), 6.65 (g, J=2.1 T'u, 1H), 6.52 (ngn, J=8.2,
2.1 T, 1H), 5.41 (c, 2H), 4.32 (c, 2H), 2.43 (c,
3H).

MS (M+H) 289.

CoenuHenus, mpencTaBieHHble B Tabdn. 20,
MOJY4aI0T, MCIONB3YsI METOJUKY, IPUBEICHHYIO B
npuMepe 94, W3 COeAWHEHWA, MPEICTABICHHBIX B
Tab1. 19, ¥ COOTBETCTBYIONINX MTPOM3BOTHBIX APHII-
Cyb(pOHMIXIIOpHIA.
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Tabnuma 20
Clo 0O
£\YJ
“NH
8
ey
IIpumep A B D E Boixon
130 Cl Cl CF, H 83%
131 Cl Cl Cl H 63%
132 Cl Cl Cl Me 3%
133 Cl H CF, H 78%
134 CF, | Cl | CF, H 74%
135 CF, Cl Cl H 82%
136 CF, H CF, H 55%
137 CF; H Cl H 26%
138 H Cl CF, H 67%
139 H Cl Cl H 55%
140 H Cl Cl Me 85%
141 H H CF; H 64%
142 CH; | Cl CF,; H 84%
143 CH; H CF, H 88%
Mpumep 130. 2-Xinop-N-[3,5-guxmnop-4-(5-

xJIopOeH30THA3011-2-niMe T peHn |-4-Tpudrop-
METHIOCH30JICYTH(OHAMHUI.

'H SIMP (DMSO-dg) & 11.56 (ymmpeHubiii
cunrnet, 1H), 8.35 (n, J=8.2 T'n, 1H), 8.20 (a, J=
1.1 T'u, 1H), 8.03 (n, J=8.6 I'n, 1H), 8.00-7.95 (M,
2H), 7.45 (an, J=8.6, 2.1 I', 1H), 7.23 (c, 2H), 4.62
(c, 2H).

MS (M-H) 583.

IIpumep 131. 2,4-Huxnop-N-[3,5-nuxmop-4-
(5-xnopOen30THa301-2-IMEeTH ) PeHUIT |OeH30I1-
CyIb(hOHAMIUI.

'H SIMP (DMSO-dg) & 11.40 (ymmpeHHbI#H
cunrnet, 1H), 8.14 (x, J=8.6 T'u, 1H), 8.05 (a, J=
8.6 T'n, 1H), 8.02 (&, J=2.0 I'u, 1H), 7.94 (1, J=2.1
I'u, 1H), 7.70 (an, J=8.6, 2.1 T'u, 1H), 7.46 (a0, J=
8.6,2.0 I'u, 1H), 7.20 (c, 2H), 4.62 (c, 2H).

MS (M-H) 549.

[pumep 132. 2.4-Huxmop-N-[3,5-guxmop-4-
(5-xnopOen30THA301-2-IIMETH ) PeHIIT-5-METHI |
6eH30JCyIb(OHAMHUI.

'H SIMP (DMSO-dg) & 11.33 (ymmpeHHbI#
cunriet, 1H), 8.28 (c, 1H), 8.17 (¢, 1H), 8.04 (1, J=
8.6 I'm, 1H, 8.01 (x, J=1.9 I'n, 1H), 7.87 (¢, 1H),
745 (nn, J=8.6, 1.9 I'u, 1H), 7.22 (c, 2H), 4.61 (c,
2H), 2.40 (c, 3H).

MS (M-H) 563.

Mpumep 133. 2-Xnop-N-[3-xsop-4-(5-xm0p-
6en3oruazon-2-mwmern)pennin]-4-rpudropmeTr-
OeH3o0iCyb(hOHAMHU.

'H SIMP (DMSO-dg) & 11.24 (ymmpeuubiii
cunarier, 1H), 8.29 (x, J=8.3 I'm, 1H), 8.16 (ymmu-
pennsnii cunrner, 1H), 8.02 (z, J=8.6 T'm, 1H). 8.00
(n, J=18 I'u, 1H), 7.96 (n, J=8.3 I'u, 1H), 7.45 (x,
J=8.3 I'y, 2H), 7.20 (n, J=2.0 I'u, 1H), 7.10 (&g, J=
8.4,2.0 T'u, 1H). 4.47 (c, 2H).

MS (M-H)z 549.
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IIpumep 134. 2-Xnop-N-[3,5-nuxmop-4-(5-
TPUPTOPMETHIOCH30THA30II-2-HIMETHII ) PEeHNMIT |-4-
TpUPTOPMETHIOCH30JICYTH(OHAMI.

'H SIMP (DMSO-d) 8 11.56 (c, 1H), 8.35 (x,
J=8.2 T'u, 1H), 8.27 (a, J=8.3 I'y, 1H), 8.26 (ymmu-
penssiit cunrner, 1H), 8.20 (ymmpeHHbIH CHHIJIET,
1H), 7.99 (nn, J=8.3, 1.0 T'u, 1H), 7.73 (ox, J=8.2,
1.2 Ty, 1H), 7.24 (c, 2H), 4.67 (c, 2H).

MS (M-H) 617.

IIpumep 135. 2.4-Huxnop-N-[3,5-nuxnop-4-
(5-TpudTopMeTHIOCH30THA30I-2-UIIMETHI ) (PeHIMI |
OeH30IICyTE(OHAMU/I.

'H IMP (DMSO-dg) & 11.41 (c, 1H), 8.29
(ymmpenssriii cuariaer, 1H), 8.27 (x, J=8.6 I'n, 1H),
8.15 (n, J=8.6 I'y, 1H), 7.94 (n, J=2.0 I', 1H), 7.73
(nn, J=8.4, 1.4 Tu, 1H), 7.70 (mn, J=8.6, 2.0 T,
1H), 7.21 (c, 2H), 4.67 (c, 2H).

MS (M-H).

[Ipumep 136. 2-Xnop-N-[3-xmop-4-(5-Tpu-
(TopMeTHIIOCH30THA30 -2 -HAME T ) heHI |-4-
TpupTOpMETHIOCH30JICYTb(HOHAMHU .

'H IMP (DMSO-d¢) & 11.25 (ymmpennsiit
cunruer, 1H), 8.32-8.22 (m, 3H), 8.16 (ymmpeHHbIiI
cunrzer, 1H), 7.96 (x, J=8.4 T, 1H), 7.72 (n, J=
8.4 I'u, 1H), 7.46 (n, J=8.3 I'u, 1H), 7.21 (c, 1H),
7.11 (n, J=8.4 T'u, 1H), 4.52 (c, 2H).

MS (M-H) 583.

IIpumep 137. 2,4-Huxnop-N-[3-xmop-4-(5-
TpUGHTOPMETHIIOEH30THA30JI-2-UIAMETHI ) hEHII |
OeH30ICyTE(OHAMU/I.

'H IMP (DMSO-d¢) & 11.10 (yumpennbiit
cunrier, 1H), 8.28 (ymmupennsiii cunrier, 1H),
8.26 (n, J=8.5 I'y, 1H), 8.08 (n, J=8.5 ', 1H), 7.89
(n, J=2.0 T'u, 1H), 7.72 (nn, J=8.4, 1.4 Ty, 1H),
7.65 (an, J=8.6, 2.1 I'u, 1H), 7.46 (1 J=8.4 'y, 1H),
7.18 (n, J=2.2 T'n, 1H), 7.10 (mm, J=8.3, 2.2 T'my,
1H), 4.52 (c, 2H).

MS (M-H) 549.

IIpmmep 138. N-(4-Berzornazon-2-uaMeTni-
3,5-muxnopdenmn)-2-xnop-4-TpuTOPMETHIIOCH-
3051CcyIb(hOHAMU,.

'H SIMP (DMSO-d) & 11.54 (¢, 1H), 8.35 (x,
J=8.3 I'm, 1H), 8.20 (ymmpenusii cunrier, 1H),
7.99 (m, J=8.3 I'y, 2H), 7.88 (n, J=7.8 ', 1H), 7.46
(to, J=8.0, 1.0 I'u, 1H), 7.40 (tn, J=7.8, 0.9 I'y,
1H), 7.23 (c, 2H), 4.61 (c, 2H).

MS (M-H) 549.

ITpumep 139. N-(4-BenzoTtunason-2-unMeTui-
3,5-nuxnopdennn)-2,4-muxaopoeH301cyTbPoH-
amuI.

'H SIMP (DMSO-d) & 11.38 (c, 1H), 8.14 (x,
J=8.6 ', 1H), 8.00 (n, J=7.9 T'y, 1H), 7.94 (n, J=
2.0 Tu, 1H), 7.90 (n, J=8.0 I'u, 1H), 7.70 (mx, J=
8.6, 2.0 T', 1H), 7.46 (M, 1H), 7.40 (m, 1H), 7.20
(c, 2H), 4.60 (c, 2H).

MS (M-H) 515.

IIpumep 140. N-(4-benzoTnazon-2-uiMeTHI-
3,5-muxnopdenwn)-2,4-1uxaI0p-5-MeTHIOCH30I1-
CyJb(hOHAMU]I.

'H SIMP (DMSO-dg) & 11.32 (c, 1H), 8.17 (c,
1H), 8.00 (1, J=7.9 I'u, 1H), 7.90 (n, J=8.1 I'y, 1H),
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7.88 (¢, 1H), 7.46 (1, J=7.3 I'u, 1H), 7.39 (1, J=74
I'u, 1H), 7.16 (c, 2H), 4.60 (c, 2H),2.40 (c, 3H).

MS (M-H) 531.

IIpumep 141. N-(benszortuazon-2-unMerui-3-
xyopheHu)-2-x10p-4-TpuhTOPMETHIOCH30JICYJIb-
honamu.

'H SIMP (DMSO-dg) & 11.23 (ymmpeHHbI#H
cunrier, 1H), 8.29 (x, J=8.3 I'n, 1H), 8.15 (ymm-
penssrit cunrnet, 1H), 7.98 (n, J=7.9 T'u, 1H), 7.96
(n, J=8.4 T'u, 1H), 7.90 (n, J=8.1 I'y, 1H), 7.46 (tx,
J=79,1.0 I'u, 1H), 7.44 (n, J=7.8 I'u, 1H), 7.38 (T,
J=7.7Tn, 1H), 7.20 (n, J=2.1 'y, 1H), 7.11 (an, J=
8.3,2.1 I'u, 1H), 4.46 (c, 2H).

MS (M-H) 517.

IIpumep 142. 2-Xnop-N-[3,5-muxmnop-4-(5-
METHIOCH30THA30I-2-HIMETHI ) PeHUT-4-TprdTOp-
METHIOCH30JICYTIb(OHAMHUI.

'H SIMP (DMSO-d) & 11.54 (c, 1H), 8.36 (x,
J=8.2 T'u, 1H), 8.19 (ymwmmpennsiii cunrner, 1H),
8.00 (mm, J=8.2, 1.0 I'y, 1H), 7.84 (n, J=8.2 T'u,
1H), 7.70 (ymmpennstii cunrner, 1H), 7.26-7.18 (m,
3H). 4.58 (c, 2H), 2.40 (c, 3H).

MS (M-H) 563.

pumep 143. 2-Xnop-N-[3-xmop-4-(5-meTui-
0eH30THA301-2-mIMeTII) (peHI | -4-TpUh TOPMETHII-
OeH3ocynphoHaMuU .

'H SIMP (DMSO-dg) & 11.22 (ymmpennbiii
cunarner, 1H), 8.19 (m, J=8.2 I'm, 1H), 8.15 (ymmu-
pennsiii cunrnet, 1H), 7.45 (nn, J=8.3, 1.1 ', 1H),
7.83 (m, J=8.2 T'm, 1H), 7.71 (yummpeHHbII CHHTIIET,
1H), 7.43 (n, J=8.4 T'u, 1H), 7.24-7.19 (M, 2H), 7.05
(nm, J=8.5,2.2 Ty, 1H), 4.43 (c, 2H), 2.41 (c, 3H).

MS (M-H) 529.

ITpumep 144.

OTOT mpUMeEp WIIIOCTPUPYET cuHTe3 144.1.

109.1 144.1

Hurpocoenunenune 109.1 (1,91 r, 5,8 Mmosb)
BOCCTAHABJIMBAIOT [0 COOTBETCTBYIOLIETO IPOM3-
BOJHOTO aHWINHA, ucnonb3ysa SnCl,-2H,0 (6,54 T,
29,0 mmons) B EtOAc (40 mut), coriacHO METOAMKE,
panee onucanHoi B mpumepe 30. Bexonm 692 wmr
(40%) s coequnaenus 144.1, momy4aeMoro B BUJIC
6eroro nopoIka.

MS ESI m/e: 300.0 (M+H).

[pumep 145.

3TOT mpuMep WLTIOCTpUPYET cuHTe3 145.1.

144.1
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B xpyrmononHyo Koily 3arpykarT aHWUIWH
144.1 (110 wmr, 0,37 mmoms), 2,4-auxia0pOEH307-
cyabponmnxmopun (108 wmr, 0,44 mmons), 2,6-
nytuaue (47 wr, 0,44 MMOJb), KaTalUTHYECKOE
konmuyectBo DMAP u xmopucteiii metunen (2,0
Mi). PeakiiioHHy0 Maccy nepeMemuBaT B Teue-
HUE HOYH. 3aTeM ee pa30aBisroT 20 MII XJIOPUCTOTO
MetmwieHa ¥ npomsiBatoT 10 Mt IN HCl n 10 mn
paccona. Opranuueckuii ciaoi cymat Haa Na,SO,4 u
KOHIICHTPHUPYIOT IO JKEITOTO Maciia. 3aTeM Maclio
OYHMIIAIOT, HCIONB3YS (IDBII-XpoMaTorpaguio Ha
cunukarene. Heobxoaumeie Ghpakuund 00beIHHSIOT
U KOHLEHTPUPYIOT, HOIy4as ¢ BbIXogoM 60 mr
(32%) coegunenwus 145.1 B Buae 6enoii eHHI.

'H SMP (400 MI') (dg-DMSO) & 11.36 (1H,
c); 8.12 (1H, m, J=8.6 I'm); 7.94 (1H, 1, J=2.1 I'm);
7.68 (1H, nn, J=8.6, 2.1 I'm); 8.63 (1H, n, J=8.4
I'm); 7.47 (1H, n, J=8.4 T'm); 7.36-7.32 (1H, m);
7.27-7.19 (4H, m); 2.54 (2H, kB, J= 7.6 I'm); 1.08
(3H, 1, J=7.6 I'ny).

MS ESI m/e: 506.0 (M-H).

ITpumep 146.

OTOT mpuMep WILTFOCTPUpYeT cuHTe3 146.1.

OsSw

)
\

146.1

144.1

IIpousBonnoe anmimua 144.1 (111 wmr, 0,37
MMoIb), uncuaxiopun (135 mr, 0,45 MmMons), 2,6-
aytuauH (48 mr, 0,45 MMOJB) M KaTalUTHYeCKOe
kommdectBO DMAP 00BenuHSIIOT B XJIOPHCTOM
MetuieHe (2,0 MII) COrIacHO METOIUKE, OTTMCAHHOM
B mpumepe 77. Ilomydator ¢ BeIXOmOM 140 mMr
(67%) coequnenne 146.1 B Buae Oenoii IeHHI.

'H SIMP (400 MTI'i) (de-DMSO) & 10.97 (1H,
c); 8.01 (2H, n, J=8.4 I'm); 7.63 (1H, 1, J=8.4 I'm);
7.58 (2H, 1, J=8.4 T'm); 7.46 (1H, 1, J=8.4 T'm); 7.34
(1H, m); 7.46-7.20 (4H, m); 2.54 (2H, kB, J=7.5 T'n);
1.09 3H, 1, J=7.5T'n).

MS ESI m/e: 563.9 (M - H).

ITpumep 147.

OTOT npuMep WIIIOCTpUpYeT cuHTe3 147.1.
: |

144.1 1471

IIpousBonnoe anmnmua 144.1 (108 wr, 0,36
MMOIIB), 3,4-nuxnopoen3oncynbpormmxmopua (106
mr, 0,43 mmons), 2,6 mytuauH (46 mr, 0,43 MMOITB)
A KaTalIuTHUeckoe KoimdectBO DMAP oO0bemuns-
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10T B XJIOpHCcTOM MeTwiieHe (2,0 mMi1) coriacHoO Me-
TOAMKE, ONTUCAHHON B IpuMepe 77. DTO JaeT BBIXOJ
113 mr (62%) coemmuenus 147.1 B Bupme Oemnoit
IICHBI.

'H AMP (400 MI'm) (CDCly) & 7.96 (1H, n,
J=2.2 Tu); 7.66 (1H, nn, J=8.4, 2.2 T'y); 7.57 (1H,
I, J=8.4 T'n); 7.46 (1H, n, J=8.3 T'u); 7.34 (1H, &,
J=8.3 Tm); 7.31-7.26 (3H, m); 7.20-7.15 (2H, m);
2.79 (2H, kB, J=7.6 I'n); 1.27 (3H, 1, J=7.6 T'm).

MS ESI m/e: 506.0 (M-H).

[pumep 148.

OTOT TmpuMep WLIIOCTPUPYET CcHHTE3 (2-
(hrop-4-HUTPODEHNUIT)YKCYCHOM KUCIOTH 148.

B kpyrnomoHHyIo K00y 3arpyXarT JHITHII-
MasoHart (8,6 r, 54 MMoub), kapboHaT 1e3us (29,3
r, 90 MMoub) 1 6e3BogHbI JIMPA (36 Mi). Cmech
HarpeBator 10 70°C wu 2,4-nudTopHUTPOOEH30:
(5,75 1, 36 MMosb) MOOABISIOT MO KaIUISIM TPH
9HEPTrUYHOM IepeMenInBaHuy. PeakimoHHas cpena
Cpa3y JK€ CTaHOBHUTCS TeMHO-¢uoseToBoi. [locie
3aBEpLICHUs] NPHOABJICHUSI PEAKIHUOHHYIO Maccy
nepememnBaoT npu 70°C B Teuenue 30 muH. 3a-
TEM €€ OXJIAKIAIOT O KOMHATHOH TeMIepaTyphl ’
3aXOJIAKUBAIOT 4 MJI YKCYCHOH KHCIOTBHI, TOCHE
yero BeumrBaroT B 300 mur 0,3N HCl(Box). ®uoite-
TOBBIM IIBET MCUE3aCT MOJHOCTBIO IMOCIe Jo0aBie-
HUS K KHCJIOTE. 3aTeM CMEeCh HEUTPaIu3yioT, BBOAS
tBepAbii NaHCO;, moka He 3aKkaHUMBAeTCS BBIJE-
nenue rasza. CMmech 3kctparupyror 2x150 mu 1:1
JSTHIOBBIA ddup:rekcaH. OObeJUHEHHBIE Opra-
HUYECKHUE CJIOU MpOoMbIBaOT 2 X 100 M1 TUCTHILIH-
poBaHHOM BogoM U 1 X 50 M HACBILIEHHBIM Pacco-
noM. Oprannmdeckuil cnoil cymat Haxy MgSO, u
KOHIICHTPUPYIOT 1O JKEITOTO Maciia. 3aTeM Maciio
cycrieaaupyiot B 40 man 6N HCl(Box) u cmech Ha-
TPEBAIOT MPHU KHUIIEHHH C OOpaTHBIM XOJOIWIEHU-
KoM B TeueHue 16 4. Ilocme 3Toro oxiaxxkmaror,
KPHCTAUIBl OTACNSIOT U COOMPAIOT (UILTPOBAHU-
eMm. Kpucramisl cymar mog BaKyyMOM C BBIXOJIOM
2-rop-4-aurpodenmnykcycHor kuciotsl (148) B
BUJIC IPSA3HO-0CIBIX KpUCTAILIOB (5 42 T).

'H SIMP (400 MI') (d¢-MeOH) & 8.06 (1H,
n), 8.04 (1H, n), 7.60 (1H, 1), 3.81 (2H, c).

ITpumep 149.

OTOT NpUMep WUTIOCTPUPYET CUHTE3 7-XJIOp-
2-(2-drop-4-auTpobensmn)oen3okcaszona 149.

Bensokcazon 149 o6pa3yercst B COOTBETCTBUU
co crocobom Terashima u Ishi (Synthesis 1982,
484-85). denmnykcycHyro kucinoty 148 (387 wr,
1,95 mmomnb), 2-amuHO-6-x10pdeHon (233 mr, 1,67
MMOJb, onucaHHeii B J. Med. Chem. 1996, 39,
3435-3450) u Oopuyto xucimory (120 wmr, 1,95
MMOJIb) B Kcuiosie (24 Mi1) HarpeBaroT MpU KUIle-
HHM C O0OpaTHBIM XOJIOJMJIBHUKOM B KoJiOe, cHal-
>keHHOM Hacangkoi J[una-Crapka. Ilocne 8 u peak-
IIHOHHYI0O CMeCh (UIBTPYIOT, KOHLIEHTPHUPYIOT H
OCTaToK  OYMIIAIOT C  IIOMOINbI0  (udII-
xpomarorpadpun  (cmnmkarems,  3:1  rekcan
stunanerat). Opakuuu, comepkamniie 0€H30KCa30IT
149, KOHLIEHTPUPYIOT IO KEITOTO TBEPAOTO BETIe-
ctBa (419 mr).
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'H SIMP (CDCl3) & 8.05 (z, 1H), 8.00 (ux,
1H), 7.61 (1, 1H), 7.57 (n, 1H), 7.33 (n, 1H), 7.27
(1, 1H) 4.38 (c, 2H).

MS (M+H) 307.0.

ITpumep 150.

OTOT mpUMep WIUTIOCTPUPYET CHUHTE3 COelu-
Henus 150.

'2
,
) /é\ | :
NsH  + ——
o - A
et
150

B kpyrnojoHHyro konly 3arpyaror 2-
Mepkanrto-5-mMeTwioensumuaazon (4,84 r, 29,5
MMOJIB), THapokcua kamus (1,66 T, 29,5 Mmons) u
Boay (18 mur). [lody4eHHYIO CYCIIEH3UIO HATPEBAOT
o 120°C B Teuenne 30 4, 3areM m00aBISIOT IIO
KaIUISIM PacTBOPEHHBIN 3,4,5-TpUXIOPHATPOOESH30IT
(6,68 1, 29,5 mmonp) B 53 Mi H-OyraHOna, mpH
9TOM pPEAKIHOHHYI0 MAacCy IepPEeMEIINBalOT IpH
120°C. Bce 6enoe TBepaoe BEIIECTBO MEPEXOIUT B
pacTBOp W pacTBOp MPHOOpETaeT TEeMHO-KPacHOE
OKpalluBaHue. PeakIMOHHYI0 MacCy OCTaBIISIOT
NepeMelInBaThCsl B TEUSHUE ISATH JHEH, U 3a 3TO
BpEMs1 MOSIBIISETCS JKENTHII 0calloK. 3aTeM peakiy-
OHHYIO Maccy OXJIaXIAIOT 10 KOMHaTHOH TemIiepa-
TYPHI, 0CATAOK (QUIBTPYIOT, TPOMBIBAIOT TUCTHILIU-
pOBaHHOW BOAOH M mosyuaroT coeauHeHue 150 B
BHJEC KaHAPECYHO-)KENTHIX KPHCTAILIOB, KOTOPHIC
peacTaBIsoT coboit 50/50 cmech 000MX BO3MOXK-
HBIX TAYyTOMEpPOB, ¢ BbIxoaoM 8,10 T (78%).

'H SIMP (400 MI') (de-DMSO) & 12.64 (1H,
c); 8.48 (2H, x, J=2.2 T'm); 7.34 u 7.27 (1H, 2 Tay-
TOMepHBIX nyrutera, J=8.3 I'm); 7.26 u 7.19 (1H, 2
TayTOMEpHBIX cHHIIIETa); 6.99 u 6.95 (1H, 2 Tay-
ToMepHbIX ayruiera, J=8.1 I'm), 2.38 u 2.35 (3H, 2
TayTOMEPHBIX CHHIJIETA).

ITpumep 151.

OTOT mpUMep WUIIOCTPUPYET CHUHTE3 COeNH-
HeHus 151.

0, NH,

150 151

B kpyrmomonnyro koily 3arpyxkaior 8,1 T
(22,8 mmonp) coequnenns 150, 20,6 T (91,4 Mmob)
nuruapaTa quxiopuga onosa u 150 M EtOAc. Oty
cMech HarpeBaroT npu 75°C B Tedenue 3,0 4. 3aTem
PEaKLMOHHYI0 MacCy OXJIXIAlOT 10 KOMHATHOW
temrepatypsl, pasoasisitor 300 M EtOAc u npo-
MeiBaroT 250 mi 2N BoanbeiM pactBopom KOH c
nocnenyromuM godasnerneM 200 Mt paccona. Op-
TAaHWYECKHUU CIIOW CYIIAT HaJ CyTh(haToM HATPHUS H
KOHIIeHTpupYIOT 10 7,4 T (94%) 151 B BHIE Onen-
HO-XENITOTO TBEPAOTO BEIIECTBA, KOTOPOE HCIIOIb-
3yI0T 03 HambHEeUIe OYNCTKH.

MS (M+H) 324.



101

ITpumep 152.

OTOT npuMep HILTIOCTPUPYET CHHTE3 COEIU-
HeHus 152.

B kpyrnononHyro kojly 3arpyxarT coeau-
Henue 151 (749 wmr, 2,31 wmmonw), 4-
anerwibensoncyibponmnxmopun (1,01 r, 4,62
MMOJB), nytuauH (496 wmr, 4,62 MMOJB), alleTOH
(4,0 M) m xatamuTHyeckoe KomudecTBo DMAP.
[Nony4eHHyI0 peakIMOHHYIO MacCy IepEMENINBAIOT
IIpH KOMHATHOW Temreparype B TedeHue 12 4. 3a-
TEM THIPOXJIOPH] JIyTHANHA BBINAAaeT B Buae Oe-
joro ocazka. PeakimoHnHyo cMech pa3bdasisioT 40
Ma EtOAc u mpomsiBaror 30 ma IN BogHBIM pac-
tBopoM HCI ¢ mocaenyronmm no6asnerneM 30 mi
paccosia. OpraHu4eckuil CJoil Cyuiat Haja cyJibga-
TOM MarHusi ¥ KOHIIEHTPHPYIOT II0 MPO3pavyHOro
Macia, kotopoe pactBopstoT B 30 mu TI'®. K mo-
aydyeHHOH Macce no6asisror 30 mur 0,5N BoxHOTO
pactBopa KOH. Peakuuonnyro maccy nepeMeriu-
BalOT NPH KOMHATHOW TeMmepaType B TedeHue 12
Y, U TIPH 3TOM I[BET U3MEHAETCS OT CBETIIO-KEJITOTO
o TeMHO-opamxkeBoro. 3atem pH goBomsat mo 7,0 ¢
nomomeio 1,0N HCI u TT® ynansior B BakyyMe.
OctaBuryrocs BoaHy0 (hazy skcrparupyror 100 Mo
Et,0. Opranmueckuii cioif cymar Hajg cyibparom
HaTpHsl ¥ KOHIEHTPUPYIOT 0 JKEITOTO Macia, Ko-
TOpOE 3areM OYHMIIAIOT C IOMOIIbI0 (I~
xpomarorpadpun Ha cwinkarene (3:2 rekcal:
EtOAc). HeoOxomumble ¢pakiun OO0bEAUHSIOT U
KOHLEHTPUPYIOT IO Macja, KOTOpoe IepeKpHcTal-
nu30BbIBatOT M3 ropstuero EtOAc/rexcan, moiydas
¢ BexomoM 312 mr (27%) 152 B BUme rps3HO-
0emoro TBEpIOTO BEIIECTBA.

MS (M-H) 504.

'H SIMP (de-DMSO) & 12.36 (1H, ymmupes-
Heid ¢), 11.39 (1H, ymmpenssrii c¢), 8.18 (2H, 1),
8.03 (2H, 1), 7.32 (2H, c), 7.32-7.04 (2H, M), 6.96
(1H, m), 2.62 (3H, ¢), 2.35 (3H, ¢).

ITpumep 153.

OTOT NpUMEp WIUTIOCTPUPYET CHUHTE3 COE/IH-
HeHus 153.

o

s/
[ j “NH
c

Cl

1
N

Me

CoenuHenne 153 momydaioT B COOTBETCTBUHU
C METOJMKOH, TpuBeIeHHOW B mpumepe 152. B
stoMm cirydae 353 mr (1,1 Mmonp) coennuerns 151
UCTONB3YIOT i nonyueHust 76 mr (14%) 153 B
BUJIC OCIBIX KPUCTAJLIOB.

'H IMP (de-DMSO) & 12.31 (1H, ymmpen-
Hblit ¢), 11.42 (1H, ymupennsiid c), 8.90 (1H, n),
8.29 (1H, nn), 7.81 (1H, n), 7.34 (2H, c), 7.26 (1H,
yumpennslid ¢), 7.17 (1H, ymmpennsiit c), 6.92
(1H, x), 2.35 (3H, ¢).

MS (M-H) 497.0.
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CoenuHeHUs, MONYyYEHHbIE B JIOTIOJHHUTEIb-
HBIX NPUMEpPax, MPUBEACHHBIX B Tabn. 21, momyda-
0T COIJIACHO METOJMKE, NMPUBEACHHON B Ipumepe
152.

Ta6muia 21
(!
,/O
“NH
4
D
|
H
S
Me N
vV A B C D mle(MH)
152 Cl H H -CCOMeH 504
153 Cl {2-xnop-S-nupnana} 497
154 ci ‘Me H Me 524
155 ¢ a " a H 530
156 . a H CR H 564
157 . H Q Me 544
158 H ca H «a H 496
159 H H a a H 49
160 H ¢ H CR H 530
161 H C H Me 510
162 H H H 1 H 554
163 H [2-xn0p-5-nupnarna} 463
164 H Me H Cl Me 490
IIprmep 154.

'H SIMP (de-DMSO) & 12.29 (1H, yumpen-
ueiid ¢); 11.37 (1H, ymmpenssrii c); 8.01 (1H, c);
7.57 (1H, c); 7.19-7.33 (4H, m); 6.91 (1H, c); 2.57
(3H, ¢); 2.38 (3H, ¢); 1.24 (3H, ¢).

MS (M-H) 524.

ITpumep 155.

MS (M-H) 529.8.

'H IMP (d-DMSO) & 12.31 (1H, yumpes-
Heli ¢), 11.64 (1H, ymmpennsii c), 8.18 (1H, n),
7.94 (1H, n), 7.71 (1H, nn), 7.34-7.09 (4H, m), 6.93
(1H, m), 2.33 (3H, ¢).

IIpmmep 156.

MS (M-H) 564.

'H SIMP (de-DMSO) & 12.28 (1H, yumpen-
weiid ¢), 11.80 (1H, ymmpenssriii c), 8.38 (1H, n),
8.19 (1H, ¢), 8.00 (1H, n), 7.29 (2H, c), 7.24 (1H,
ymmpeHusid ¢), 7.15 (1H, ymmpenssii c), 6.91
(1H, ), 2.34 (3H, ¢).

TIpumep 157.

MS (M-H) 544.

'H IMP (d-DMSO) & 12.29 (1H, yumpes-
Heli c), 11.58 (1H, ¢), 8.22 (1H, ¢), 7.89 (1H, c),
7.29 (2H, ¢), 7.24 (1H, ymmpenssri c), 7.16 (1H,
ymmmpennsid ¢), 6.91 (1H, n), 2.41 (3H, c), 2.34
(3H, ¢).

CoenuHeHus1, MOJTyYEHHBIE B IpUMepax, NpH-
BEJICHHBIX B Ta0N. 22, MOJYYalT IO aHAJOTHH C
METOJMKaMH, NpPHUBEAECHHBIMM B mpumepax 150-
152.
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Tabauma 22
t 1
&°
“NH
c
D
Cl
u s
|
N
A B C D m/e (M-H)
165 Cl H Cl Me 496
166 Cl1 H Cl H 482
167 H H 1 H 540
168 H Cl Cl H 482
169 Cl H CF; H 516
170 Me H Cl Me 476

CoeauHeHusl, MOJIy4eHHbIE B IPUMEPax, MpH-
BEJICHHBIX B Ta0N. 23, MOIYyYaloT [0 aHAJOTHH C
METOJIMKaMH, MpUBEIEHHBIMM B mnpumepax 150-
152.

Tabmuma 23
\NH
N
Fa
A B C D m/e (M-H)
171 Cl H Cl H 584
172 Cl H CF; H 618
173 Me H Me 578

174 175

3-I'uapOoKCUXUHONKH (TIOMYYCHHBIA B COOT-
BeTCTBUH co criocobom Naumann, et al., Synthesis,
1990, 4, 279-281)) (3 1) m 1,2,3-Tpuxiop-5-
HUTpOoOeH301 (4,7 r) pactBopsitoT B IM®DA (80 M)
W HarpeBaroT ¢ kapOonarom uesus (7,4 ) B Teue-
Hue 2 4 npu 60°C. PeakiinoHHyI0 Maccy BBUIMBAIOT
Ha sieq/Boay (500 mut). [TomydyeHHBIH Tpsi3HO-0CIbIH
0caJioK coOMparT (MIFTPOBAHHEM U NPOMBIBAIOT
TEKCAaHOM, YTOOBI MOJYYHTH COequHEHHE 174 B
BUJIC TBEPAOTO BemlecTBa (6,9 T), IPUTOAHOTO IS
WCTIONIB30BaHUs Ha CIEAYIOMIEH CTaIuN.

'H SIMP 8 CDCl; 8.863 (n, J=2.2 I'u, 1H),
8.360 (c, 2H), 8.106 (m, J=8.6 I'm, 1H), 7.646 (M,
2H), 7.529 (m, J=8.6 I'n, 1H), 7.160 (m, J=2.2 T'm,
1H).
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TIpumep 175.

K pactBopy coeaunenus 174 (6,9 r) B ataHO-
ne/TT'®/Bome (cootnomenne 40:20:10) modaBsroT
xyopusi aMMoHUA (3,3 T) U pa3MenbUeHHOE KeNe30
(3,4 r). [losyyeHHYI0 CMeCh HarpeBarOT NP KHIIe-
HUU C O6paTHbIM XOJIOAUJIIBHUKOM B TC€UYCHHEC 5 4.
lopstayro cMech 3aTeM (QUIBTPYIOT 4Yepe3 LEIHT U
KOHLEHTpHUPYIOT. OCTaTOK pacTBOPSIOT B 3THIIALE-
TaTe W TIPOMBIBAIOT HACHIIIEHHBIM PacTBOPOM
NaHCO; ¢ mocnemyromuM no0aBIeHHEM BOIBI U
3ateM pacconia. PactBop cymar Haj cyibdaTom
MarHus ¥ KOHIEHTPUPYIOT, MOJydas COCAMHEHHUE
175 B Buze rpsi3HO-0€510TO TBEPAOTO BemlecTra (5,6

T).

'H SIMP B (DMSO) & 8.846 (1, J=2.9 I,
1H), 8.010 (m, 1H), 7.915 (m, 1H), 7.645 (m, 1H),
7.560 (M, 1H), 7.401 (m, J=2.9 I'u, 1H), 6.778 (c,
2H), 5.762 (c, 2H).

O06paboTka MPOU3BOAHBIX aHWwIMHA 175 pas-
JIUYHBIMU CyJTH()OHMIXJIOPUAAMU COTJIACHO COOT-
BETCTBYIOIIMM METOJUKAM JIaeT CYJIb(HOHAMUIIEI,
MIpeICTaBICHHEIC B Ta0M. 24.

Tab6muma 24
AV
HN
D
i
X | =
P
Y
Ipumep X Y v A B C D
176 H H C Ch H < H
177 H H C ¢ H CF H
178 H H € € H «a H
180 H H H € H <« H
181 coMe H € C H C H
182 HCOMe CI Cl H C H
183 CcOH H € € H ¢ H
184 H-COOH €0 C H <« H
185 Me H C C H C Me
186 H H F C H C Me
IIpmmep 176.

'H dIMP (DMSO) & 11.4-11.6 (1H,
mmpoxkwii), 8.87 (1H, o, J=2.9 I'm), 8.15-8.22 (2H,
M), 8,00-8.08 (2H, m), 7,87 (1H, x, J=8.0 I'n), 7.55-
7.68 (2H, m), 7.47 (1H, n, J=2.9 I'n), 7.35 (2H, c).

MS (M-H) 545, T.mu1. 98.8°C.

TIpumep 177.

'H SIMP (DMSO) & 11.58 (1H, c), 8.86 (1H,
n, J=2.9 I'n), 8.38 (1H, n, J=8.4 I'n), 8.23 (1H, c¢),
8.01 (1H, n, J=8.4 T'm), 7.86 (1H, n, J=8.1 T'm),
7.53-7.68 (2H, m), 7.46 (1H, x, J=2.9 T'r), 7.34 (2H,
).

MS (M-H) 545.0.

ITpumep 178.

'H SMP(d¢-aueron) 9.9 (1H, yumpennbiit
cunrier), 8.794 (1H, x, J=2.9 T'm), 8.23 (1H, x, J=
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8.4 TI'm), 8.035 (1H, yumpennsiii a, J=8.4 I'm),
7.793 (1H, gm, J=1.5 I'm), 7.78 (1H, m), 7.62-7.70
(2H, m), 7.57 (1H, T, J=6.8, 1.2 '), 7.476 (2H, ¢),
7.364 (1H, n, J=2.6 T'n).

MS (M-H) 511.0.

ITpumep 179.

'H IMP (300 MI'w/CDCl;) & 2.43 (3H, c),
7.10 (1H, n, J=3 T'm), 7.26 (2H, c), 7.48-7.64 (4H,
M), 7.96 (1H, ¢), 8.09 (1H, x, J=8.7 I'n), 8.78 (1H,
I, J=3 I'm).

MS (M+H) 527, T.mn. 233-235°C.

[pmmep 180.

'H IMP (300 MI'w/CDCL3) & 7.14 (1H an,
J=2.6 T, J=8.9 I'm), 7.26 (1H, n, J=8.9 I'm), 7.33
(1H, m, J=2.6 I'm), 7.56-7.58 (2H, m), 7.66-7.69
(2H, m), 7.87 (1H, m), 7.93 (1H, &, J=2.0 I'm), 8.00
(1H, m), 8.09 (1H, 1, J=8.5 I'm), 8.80 (1H, &, J=2.9
I'm), 11.06 (1H, ymupeHHbIH CUHTIIET).

MS (M+H)) 479.

IIpumep 181. 3-[2,6-[duxmnop-4-(2,4-nuxmnop-
6eH30J1CYIIb(OHMITIAMIHO ) PEHOKCH | XMHOIMH-6-
KapOOHOBas KUCIIOTa METHIIOBBIN 3¢dup (181).

PactBop  3-(4-ammHO-2,6-1uxJI0pPEHOKCH)
XUHOJIHUH-0-KapOOHOBOH  KHCJIOTHI ~ METHIIOBEIN
abpup (312) (0,93 wmmoms) wm  2,4-muxiop-
oensoncynbhormxiopun (250 mr, 1,02 mmons) B
mupuauae (0,13 v, 1,53 mmons)-CH,Cl, (3,7 M)
MEepEeMEIINBAlOT NPH KOMHATHOH TeMmmepaType B
Teuenune 12 4. K peaknnoHHONW Macce HOOABISIOT
HaceimeHHbd pactBop NaHCOj;, koTophlii 3ateM
skcTparupyroT aBaxasl ¢ AcOEt. Opranudeckuit
CJIOH TIPOMBIBAIOT PaccojoM, cymar Haja 0e3Bol-
HeIM MgSO, u KoHUeHTpupyroT. ChIpoll OCTaToK
OUYMIIAIOT KOJIOHOYHOHW Xpomarorpadueid (Tex-
can/AcOEt=2/1, 80 r cuimkarens), Hoxy4as co-
enunenue 181 (237 mr, 41%, Ha Tpex cTaAnAX).

'H SIMP (300 MI'u, DMSO-dg) & 3.90 (3H,
c), 7.31 (2H, ¢), 7.72 (1H, axn, J=1.8, 7.8 '), 7.79
(1H, m, J=3.0 T'm), 7.96 (1H, x, J=1.8 T'm), 8.11 (2H,
c), 8.18 (1H, n, J=7.8 I'n), 8.64 (1H, c) 8.99 (1H, n,
J=3.0Tm), 11.42 (1H, ymmpeHHbIi CHHTIET).

MS (M+H) 571.

IIpumep 182. 3-[2,6-[duxnop-4-(2,4-nuxmnop-
0eH301CyTb(HOHUIAMHUHO ) (HEHOKCH | XUHOJIHH- 8-
KapOOHOBasi KMCJIOTa METHIIOBBIN 3¢up (182).

K pactBopy mermnoBoro s¢dupa 3-(4-amuHO-
2,6-1ux10pEeHOKCH ) XMHOJIMH-8-KapOOHOBOI  KH-
cinotel (315) mermnoBoro 3¢upa (1,26 mMMoib) B
mupuauae (0,15 v, 1,80 mmons) u CH,Cl, (5 M)
no0aBsA0OT  2,4-mUXIIOpOEH30IICYTH(OHUITXIIOPUT
(381 wmr, 1,55 mmonp). CMech epeMenIuBaioT IpH
KOMHATHOW Temmeparype B Tedenune 12 4. K peak-
[IMOHHOW Macce M00aBIsAIOT HACBHIIIEHHBIA PacTBOP
NaHCO3;, KOoTOpBIi 3aTeM 3KCTParupyroT JBaXk/Ibl C
AcOEt. Oprannyeckuii CJlOW MPOMBIBAIOT Pacco-
soM, cymat Hag MgSO, u KoHLEeHTpupyroT. ChIpoii
OCTaTOK OYMILAIOT C MOMOIIBIO KOJOHOYHOW XpO-
marorpadun (rekcan/AcOEt=2/1, 80 r cuimnkare-
ns1), moiyvas coenunenue 182 (506 mr, 70%) B
BUZe OETOTO TBEPIOTO BEIIECTBRA.
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'H SIMP (300 MI', DMSO-d¢) & 3.91 (3H,
¢), 7.31 (2H, c), 7.57-7.65 (2H, m), 7.72 (1H, ax,
J=2.1, 8.6 I'y), 7.83 (1H, 1, J=8.6 I'nm), 7.96 (2H, &,
J=2.1 I'm), 8.03 (1H, &, J=8.6 I'm), 8.18 (1H, &,
J=8.6 I'n), 8.94 (1H, x, J=2.1 I'y), 11.4 (1H, ymn-
PEHHBIH CHHIJIET),

MS (M+H) 571.

Ipumep 183. 3-[2,6-Tuxsop-4-(2,4-nuxmnop-
6eH30J1CyJIb(OHIIAMUHO ) PEHOKCH | XMHOIHH-6-
kapOoHoBas kucnora (183).

K pactBopy wmermmoBoro »sdupa 3-[2,6-
IuxIop-4-(2,4-mxrop6eH301Cy b () OHIIIAMHHO )
(heHOKCH |XHHONHMH-6-KapOoHOBOK KuCIOTH (181)
(200 wmr, 0,35 mmoup) B TT'®/CH;0H (2 mut/2 mi)
nobasaror 4N NaOH (0,1 mim, 0,4 mmons). Tomy-
YEHHYIO CMECh HArpeBalOT IPH KUIIEHHH C 00part-
HBIM XOJIOMUJIILHUKOM B TeueHue 2,5 4. 3atem pe-
aKIMOHHYI0O CMECh OXJIKAAIT 10 KOMHATHOM
temrnepatypbl, Helrpanusyor 2N HCl u koHueH-
TpupytoT. OCTAaTOK O3KCTParupymoT JIBOXIBl C
AcOEt. Opranuueckuil cioif IpOMBIBAIOT pacco-
joM, cymat Haj Oe3BogHbiM MgSO,, KOHIIEHTpH-
PYIOT M TONyYatoT TBEpAoe BemecTBo. ChIpoi po-
KT TIEPEeKPUCTAIUIN30BBIBAIOT U3 TekcaHa/AcOEt,
mony4ast coenquHenue 183 (153 mr, 78%).

'H SIMP (300 MI'u, DMSO-d) & 7.16 (2H,
¢), 7.62 (1H, ox, J=2.0, 8.5 T'm), 7.73 (1H, m, J=2.9
I'm), 7.82 (1H, ¢), 8.08-8.11 (3H, m), 8.60 (1H, c),
895 (1H, n, J=2.9 T'm), 13.2 (1H, ymmpeHHBIHA
CHHTJIET).

MS (M+H) 557, T.. 228-233°C.

[Tpumep 184. 3-[2,6-Huxiop-4-(2,4-nuxmiop-
6eH30J1CyJIb(OHIITAMUHO ) pEHOKCH | XMHOIHH- 8-
kapOoHoBas kucinora (184).

K pactBopy wmermmoBoro »sdupa 3-[2,6-
IuxIop-4-(2-xmop-4-Tpud TOPMETIIIOCH30JICY ITh-
(hoHmITaMUHO ) (heHOKCH |XMHOIHMH-8-KapOOHOBOH
kuciotel  (183) (402 wmr, 0,77 wmmomb) B
TI®/CH;OH = 0,1 mun/0,3 s gobasisror 4N
NaOH (0,2 mn, 0,77 mmons). CMech HarpeBaroT
IIPY KUTIEHUH ¢ 00OpaTHBIM XOJIOMIIBHUKOM B Teye-
Hue 12 4. Ilocne oxmakaeHUs 10 KOMHATHOI TeM-
nepaTypbl PeaKIMOHHYIO CMECh PUIBTPYIOT, YTOOBI
YAQIUTh HEpacTBOPHMBIE NPOAYKTH. PuibTpar
KOHLIEHTPHUPYIOT, OCTAaTOK PAacCTBOPSIOT B BOJHOM
NH,4Cl u skcrparupyror asaxasl AcOEt. Opranu-
YECKUM CJIOW MPOMBIBAIOT PAcCOIOM, CyIIAT Haj
6e3BogHbpIM MgSOy, 3aTeM KOHICHTPHPYIOT, IOITY-
qast coeguaeHue 184 (197 mr, 50%) B Bume Gemoro
TBEPJOTO BEIIECTBA.

'H SIMP (300 MI'y, DMSO-ds) & 7.32 (2H,
¢), 7.70-7.81 (2H, m), 7.90 (1H, n, J=2.2 I'n), 7.96
(1H, m, J=2.2 Tm), 8.17-8.19 (1H, m), 8.22-8.24
(1H, m), 8.38-8.39 (1H, m), 9.11 (1H, g, J=2.2 T'n),
11.4 (1H, ymmpenssiii cunrner), 15.4 (1H, ymmn-
PEHHBIHN CHUHIJIET).

MS (M+H) 557, T.mut. 263-266°C.

IIpumep 185. 2.4-Huxnop-N-[3,5-nuxnop-4-
(6-MeTHIXMHOJIMH-3-MJIOKCH ) heHMIT |-5-MeTHII-
6erzoncynsponamus (185).
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K pactBopy 3,5-muxinop-4-(6-MeTHIXUHOINH-
3-unokcu)denmnamuna (339) (400 mr, 1,25 Mmmoib)
B mupuaune (0,12 mi, 1,48 mmons)-CH,Cl, (4 M)
nobapmsiior  2,4-1uxIiop-5-MeTHII0eH30J1CY b (o~
Huwxsopua (325 mr, 1,25 mmons). Cmech nepeme-
HIMBAIOT NP KOMHATHOM TeMIiieparype B TEYCHHUE
12 4. PeakuMOHHYI0 CMECh KOHUEHTPUPYIOT U OC-
TaTOK OYMIIAIOT C IOMOIIBIO KOJIOHOYHOW Xpoma-
torpadun (rekcan/AcOEt=2/1, 80 r cunmkarens),
nony4ast coenuaerne (185) (453 mr, 66%) B BUAC
0emoro TBEpIOTO BEIIECTBA.

'H SIMP (300 MI'uy, DMSO-d¢) & 2.41 (3H,
c), 2.44 (3H, ¢), 7.31 (3H, c), 7.49 (1H, &, J=8.7
I'm), 7.61 (1H, c), 7.88-7.91 (2H, m), 8.19 (1H, c¢),
8.74 (1H, nm, J=3.0 T'm), 11.3 (1H, ymumpeHHBIH
CHHTJIET).

MS (M+H) 541, .. 228-230°C.

ITpumep 186.

Yacte 1. Tlomyuenme 3-xiop-5-¢rop-4-
(xuHOMMH-3-MI0KCH )HUTpoOeH30ma (186.1).

K pactBopy 3,4-mudropaurpodensona 1,00 r
B KoHUeHTpupoBanHoH H,SO4 (20 mir) moGasisitoT
nopmmsima CLO B CCly (25 mu, momydaroT Kak
omucano Cady G. H. et. al, in Inorg. Synth. Vol 5,
p. 156 (1957)). Cmech mepeMenmmBaioT MpH KOM-
HaTHOW TeMIeparype B TeUeHUE HOYM. Peakuuon-
HYIO CMECh BBUIMBAIOT B PACKOJIOTHIN JIe U AKCTpa-
rupyrot ¢ nomomsio Et,O (30 mi x 3). O0benu-
HEeHHbIE MpocThie d(UpHBIE ciion npombiBatoT 10%
Na,SO; u pacconom u cymar Haa Na,SO,4. PactBo-
pUTENb KOHIEHTPUPYIOT 10 oObema mpumepHo 10
MJI (3TOT PacTBOp COJEPXKHUT 3-xiop-4,5-mudrop-
HUTpOOEH30:1). 3aTeM pacTBOp pa30aBIIIOT aneTo-
HOM (60 ™M), a 3areM K HeMmy nOOaBILTIOT 3-
runpokcuxuHomuH 0,75 T 1 K,CO; 2,2 1. Cmech
HarpeBaroT npu kuneHuu 1,5 4. Iocne oxnaxaeHus
PEaKIMOHHYI0 CMeCh (PUIBTPYIOT depe3 HeOOob-
mon cino uenurta. PuiabTpaT KOHUEHTPUPYIOT,
MOJTy4asi Macyio, KOTOpOe 3aTeM OYHINAIOT C MTOMO-
B0 KOJIOHOYHOW XpomaTorpaduu (CHINKAresb,
AcOEt:rekcan = 1:5), 4TO IPUBOAUT K IOJIyYECHUIO
npomexxyTtouHoro coeguHenus 186.1 (0,980 r) B
BU/IE JKEJITOTO Macia.

Yacte 2. TIlomyuenme 3-xmop-5-¢rop-4-
(xuHONMH-3-MnokcH)pernmmamuna (186.2).

K pactBopy 3-xmop-5-¢rop-4-(xuHonuH-3-
wiokcH )auTpoden3ona (186.1) (0,980 r) m NH4CI
(1,64 ) B EtOH (50 ™) - H,O (5 M) mo6aBisitoT
nopotiok skene3a (1,92 r). Cmech HarpeBarT NpH
kurieHny B TedeHne 1 4. [locne oxmaxkaeHus peax-
UOHHYI0O CMeCh (WIBTPYIOT 4Yepe3 HeOOJbLIONH
cioil nenuta. OUIBTPAT KOHLEHTPHUPYIOT, pa30das-
JISI0T HachlmeHHbIM pacTBopoM NaHCO; u akcTpa-
rupytotT AcOEt (30 mit x 3). O0beanHeHHBIE Opra-
HUYECKHE CJIOM IIPOMBIBAIOT PaccojoM M CyIlaT
Hag Na,SO,4. YpaneHue pacTBOPUTENS MPUBOAUT K
CBIPOMY TPOAYKTY, KOTOPBIH OYWINAIOT KOJOHOY-
HOW xpomartorpadueit (cmmmkarenb, AcOEt:rexcan
1:3), momywas npomsBogHOe aHmiIHHA 186.2
(0.420 r) B BuAE GECIIBETHOTO TBEPAOTO BEIIECTBA.
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Yacte 3. Iomyuenme N-[3-xmop-5-¢rop-4-
(XuHOIMH-3-MITOKCH ) heH I |-2,4- TUXITI0P-5-METHII-
6enzoncynsponamuiaa (186).

K pactBopy 3-xiop-5-drop-4-(xuHONINH-3-
ninokcn)penmnamuna (186.2) ( 0,420 r) B nupuau-
He (2,2 wmu), A00aBusioT 2,4-AUXJIOP-5-METUII-
oersoncynbhormxiopun 0,360 r. CMmeck nepeme-
LIMBAIOT NIPY KOMHATHOM TeMIlepaTtype B TeueHue |
4. PeakumoHHYI0 cMeCh OYMIIAIOT KOJOHOYHOH
xpomarorpadueit (cmnmmkarens, AcOEt:rekcan
1:3). TIpomyKT pacTUparOT ¢ TEKCAHOM, YTO TPUBO-
IUT K HazBaHHOMY coenuaenuio (0,522 1) (73%) B
BHJIE TBEPJIOTO BEIIECTRA.

'H IMP (300 MI'u/CDCl3) & 2.43 (3H, c),
7.05 (1H, 1, J=2.6 I'r), 7.09-7.11 (1H, m), 7.21 (1H,
o, J=2.6 T'm), 7.36 (1H, ymmpeHHBIA CHHIIET),
7.49-7.66 (4H, m), 7.96 (1H, c), 8.10 (1H, n, J=8.2
I'm), 8.80 (1H, ymmupeHHBIH CHHIJIET).

MS (M+H) 511, .. 187°C.

ITpumep 187.

OTOT npUMep WUTIOCTPUPYET CHHTE3 7-XJIOp-
2-(2-dprop-4-amuHoOen3nn) Oen3okcaszona 187.

K w#urpocoemunenuto 149 (419 wmr, 1,4
MMoib) B ortwianerare (10 M)  m00aBISIOT
SnCl,-H,O (1,2 1, 5,5 mmonb). Peakumonnyro cMech
HATPEBAIOT MPH KHUIIEHUH C OOpPATHBIM XOJIOIMIIb-
aukoM 30 mun. [Tocne oxmmaxxaeHHus 40 KOMHATHOM
TeMIepaTyphl ¢ BBUIMBAIOT B 13 MIJI HACHIIIIEHHOTO
pactBopa 2N KOH(Box). Cion pas3nemnsitoT U BOJI-
HBIA cioi skcTparupyioT 1x30 mn sTuianeraTom.
OGLe[{MHeHHbIe OpPraHnM4eCKUC CJIOU IMPOMBIBAIOT
HACBIIEHHBIM DPAacTBOPOM paccoyia M CyHIaT Haj
Na,SO,. ITocie KOHIIEHTPUPOBAHUS KEITOE Macio
OUHIIAIOT PaAuAIBHON Xpomarorpapuein (2 Mm
CUJIMKAreJbHbIM CIIOM, XpOMaTaTpOHOBAsl ILIACTH-
Ha, 3:2 TeKcaH-dTHIAIeTaT). DIFOCHT, COJeP KALITHA
HEOOXOAUMBIA TPOIYKT, KOHIEHTPUPYIOT mo 194
MT TIPOM3BOJAHOTO aHWIMHA 187.

'H SIMP (d¢-arteton) & 7.58 (ma, 1H); 7.39-
7.31 (m, 2H); 7.11 (1, 1H); 6.50-6.43 (M, 2H); 4.94
(ymmpennsiii ¢, 2H); 4.21 (c, 2H).

MS (M+H) 277.1.

ITpumep 188.

OTOT NpUMEp WUIIOCTPUPYET CHUHTE3 CYJib-

¢donamua 188.
W

o

ITpumep 188 A=C=Cl

IIpumep 189 A=H, C=COCH;

K npouzBognomy anmnmna 187 (95 wr, 0,34
MMOJIB) B areToHe (1 M) JoOaBIsAIOT 2,6-TyTHINH
(60 w™mxm, 0,51 ™mMmomp) u 2,4-mEXIOPOEH30I-
cyabponmwxiopun (93 mr, 0,38 mmonb, Maybridge
Chemical Co.). Uepe3 16 4 peakiMOHHYIO CMECh
¢unbTpytoT yepe3 1 cMm cnoii cunukarens. [locie
KOHLIEHTPUPOBAHHUS JKEJITOE Macjo OYMIIAIT C
MOMOLIBIO pajuanbHol xpomatorpaduu (1 mMm cu-

Cl.

[+
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JIUKareJIbHBIN CIION XpOMAaTOTPOHHAS TIACTHHA, 3:1
TeKCaH:dTUIANETaT). DIIOCHT, COACpPXAIIUKA TPOo-
IYKT, KOHIICHTPUPYIOT H OCTATOK MEPEKPUCTAIIIH-
30BBIBAIOT K3 TOPSYEro reKcaHa/3TUIIaleTara.
DuIbTpOBaHUE U CyLIKa IO BAKYYMOM IIPUBOIUT
K MOJIyYCHHUIO Cyib(poHamuma 188 B BHIE CBETIIBIX
JKENTBIX KPUCTAIIIOB (65 MT).

'H SIMP (dg-aueron) & 9.70 (ymmpeHHbii
cunrier, 1H), 8.16 (x, 1H), 7.71 (n, 1H), 7.60-7.56
(M, 2H), 7.42-7.32 (M, 3H), 7.11-7.09 (M, 2H), 4.32
(c, 2H).

MS (M-H) 482.9.

[pumep 189.

OTOT mpUMep WILIIOCTPUPYET CHUHTE3 CyJIb-
dbonamuma 189. Ilo Meromuke, TPHUBENECHHOW B
npumepe 188, HMCmonbp3yss MPOW3BOAHOE AHWIIMHA
187 u 4-anetunOeH301CYTbGOOHUIXIIOPUI, COCIH-
HeHue 189 momyuaroT B BHUAE CBETJIBIX JKEITHIX
KPHCTAJLIIOB.

'H SIMP (d¢-aueron) & 9.50 (ymmpeHHbIH
cunrier, 1H), 8.11 (n, 2H), 8.11 (1, 2H), 7.98 (x,
2H), 7.57 (n, 1H), 7.42-7.32 (m, 3H), 7.12-7.06 (M,
2H), 4.33 (c, 2H), 2. 61 (c, 3H).

MS (M-H) 482.9.

[pmmep 190.

OTOT mpUMep WLTIOCTPUPYET CHHTE3 COCIH-
Henus 190.

Hz

2=

191

190

2-Xnop-4-uurpodenon (2 r, 115 Mmmorb) pac-
tBOpsitoT B JIM®DA (5 wmu) u oOpabarbIBarOT
Cs,CO; (3,7 1, 115 mMmonb). PeakimoHHyr0 cMech
HarpeBaroT 10 50°C go Tex mop, IOKa He MpeKpa-
TUTCS BBIJICJICHUE rasa. Jlo0OaBistoT 2-
xnopbensokcazon (2,65 r, 17,3 mMMmonp) u 3aTeMm
peakuoHHyI0 cMech HarpeBaroT 1o 75°C. Ilocme 5
Y HarpeBaHHe MPEKPAIIAlOT U PEaKIHOHHYIO CMECh
BBUTMBAIOT B 150 MJT IEMOHM3UPOBAHHOM BOJIBI TIPH
SHEPTUYHOM TepeMemuBaHuu. OcaJoK COOUpPAIOT
(unpTpOoBaHNEM U TPOMBIBAIOT HECKOJBKO pa3
JUCTUIIMpOBaHHON Bojo#. I[lpoaykT cymar non
cTpyel Bo3ayxa B TeueHue 15 MuH, 3aTeM 1moj Ba-
KyyMOM B T€4€HUE HOYHM, oyyas coenuHeHue 190
B BUJIE TPsA3HO-0€0ro TBepaoro Bemectsa (3,4 1),
romoreHHoro mo ganHbiM TCX (Rg=0,55, 3:1 rek-
CaH:dTHJIAIIETAT).

MS (M+H) 291.0.

[pmmep 191.

OTOT npuMep HILIIOCTPUPYET CHHTE3 COEIU-
Heans 191, cM. Bemme. B kpyrimomoHHYIO KOJIOY
sarpyxatot 2,01 r (6,93 mmons) coenuuerns 190,
50 M1 u3omponmiosoro cnupra u 20 mn TI'®. 3a-
tem nobasisror 0,5 mi 50/50 cycrneH3uu HUKeNs
Penes B Boge. PeakuimoHHyl0 Maccy mepeMelniyBa-
IOT B TOKE BOJOPOJia P KOMHATHOM TeMIieparype
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B TeueHue 24 4. Hukens Penest ynansior ¢puinbTpo-
BaHUEM Yepe3 IEIUT U PACTBOP KOHLIEHTPUPYIOT B
Bakyyme. Ilepexpucramim3anys U3 3TaHOIA U TeK-
cana maet 1,01 r (60%) anwiuna 191 B Bujge rpss-
HO-O@JBIX UIJL.

MS (M+H) 261.0.

ITpumep 192.

OTOT mpUMep WUIIOCTPUPYET CHUHTE3 COENH-
HeHust 192 (cM. tabmuimy Hrke). B KpyriioqoHHYIO
KOJIOy 3arpy»aroT mpous3BogHoe aHmmuHa 191 (144
mr, 0,55 mmois), 2,4-muxiaopOeH30ICcynb(poHII-
xmopux (221 mr, 0,55 Mmmons), 2,6-mytuans (97 wr,
0,55 mmonp), kKaTanuTrdeckoe kKonmmdectso DMAP
u aneroHoM (3,0 mi). PeakmmonHyio maccy mepe-
MEIIMBAIOT B TEYCHUE HOYH, 3aTeM pa3daBiisitor 20
MJI XJIOPUCTOrO MeTHiIeHa U nmpomsbiBaroT 10 M IN
HCI u 10 mn paccona. Opranudeckuii CJIoi cymiar
Hag Na,SO; ¥ KOHLEHTPUPYIOT A0 MPO3PayHOro
Maciia. 3aTeM Macli0 OYHINAIOT, UCTIONB3Ys (PIdi-
xpomarorpaduio Ha cwimkarene. HeoOxomumeie
¢paknud OOBEOWHSIOT W KOHLEHTPUPYIOT OO YC-
TONYMBOW MeHbl. [IpOIyKT mepeKkpucTaIn30BbIBaA-
0T U3 XJIOPUCTOTO METHJICHA U TEKCaHa C BBIXOJIOM
165 mr (65%) coenmuaenus 192 B Bune GenbIx KpH-
CTaJIJIOB.

'H SIMP (d-DMSO) & 11.21 (1H, c¢); 8.12
(1H, m, J=8.6 I'm); 7.92 (1H, g, J=2.1 I'm); 7.69-7.63
(3H, m); 7.48 (1H, an. J=7.3, 4.3 T'n); 7.31-7.29
(3H, m); 7.18 (1H, nn, J=9.0, 2.6 T'ny).

MS (M-H) 467.0.

CoenuHEeHHS, TMOJyYCHHBIC B JIOTIOJHUTEIb-
HBIX MPUMEpPax, MPUBEJICHHBIX B Ta0J. 25, moiryJa-
0T U3 MPOU3BOAHOTO aHmwinHa 191 U cooTBercT-
BYIOIIETO CYJIb(OHWIXIOPHAA TI0 METOAWKE, IpH-
BEJICHHOI1 B ipuMepe 192.

Tab6muma 25
(o7
NH
C
D
Ci
IIpumep | A B C D (M-H)
192 Cl | H Cl H 467
193 Cl | H Cl Me 481
194 Me | H Cl Me
195 Cl | H CF, H 501
196 H | H -COCH; H 441
197 [2-xn0p-5-upuanin| 434
IIpumep 193.

'H IMP (de-DMSO) & 11.14 (1H, c), 8.14
(1H, ¢), 7.87 (1H, c¢), 7.65-7.61 (2H, m), 7.50-7.48
(1H, m), 7.32-7.28 (3H, m), 7.19 (1H, nn, J=8.9, 2.7
I'm), 2.40 (3H, c).

MS (M-H) 481.

ITpumep 194.

'H AMP (de-DMSO) & 10.92 (1H, c), 7.94
(1H, ¢), 7.65-7.60 (2H, m), 7.54 (1H, c), 7.49 (1H,
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an, J=4.8, 1.6 I'm), 7.31-7.27 (3H, m), 7.16 (1H, nx,
J=8.9,2.6 I'm), 2.56 (3H, c), 2.36 (3H, c).

ITpumep 195.

'H SIMP (de-DMSO) & 11.36 (1H, c), 8.32
(1H, n), 8.18 (1H, ¢), 7.97 (1H, nn), 7.64 (2H, nn),
7.47 (1H, m), 7.31 (3H, m), 7.20 (1H, nn).

MS (M-H) 501.

ITpumep 196.

'H SIMP (400 MI'n) (ds-DMSO) & 10.96 (1H,
c), 8.15 (2H, mn), 7.97 (2H, n), 7.62 (2H, n), 7.49
(1H, 1), 7.31 (3H, m), 7.22 (1H, 1), 2.62 (3H, ¢).

MS (M-H) 441.0.

[pumep 197.

'H SIMP (d-DMSO) & 11.04 (1H, c), 8.89
(1H, c), 8.34 (1H, nn), 8.05 (1H, n), 7.87 (1H, n),
7.67 (1H, nm), 7 .52 (1H, 1), 7.38 (1H, 1), 7.25 (1H,
1), 7.19 (1H, 1), 2.62 (3H, ¢).

MS (M-H) 434.0.

[pumep  198.  Tlomyuenme  3-xmop-4-
(xuHOIMH-3-WIOKCH )HUTpoOeH30a (198).

K pactBopy 3-runpoxcuxunonusa (1,00 r) u
3-xnop-4-propautpodensona (1,21 r) B areroHe
(20 M) nobasmsror K,CO; (2,86 1). CMech Harpe-
BAIOT NPH KUIICHUU C 0OpaTHBIM XOJOAMIBHUKOM |
y. Ilocnme oxJaxneHHs PEaKUHOHHYIO CMECh
GUIBTPYIOT depe3 HeOONBIIOW CIIOW IeNuTa.
OuIBTpaT KOHIEHTPUPYIOT, YTO MPUBOIUT K TOIY-
yeHuto coeauHenns 198 (2,07 r, KoIn4eCcTBEHHBIN)
B BHJIE€ KOPUYHEBOTO Maca.

'H sIMP (300 MI'/CDCly) & 7.02 (1H, nx,
J=9,1 I'm), 7.61 (1H, m), 7.72-7.80 (3H, ™), 8.10-
8.18 (2H, m), 8.45 (1H, m, J=2.7 I'm), 8.82 (1H, n,
J=2.8 T'n).

IIpumep 199. Ilomydenue 3-xmnop-4-(XuHO-
JuH-3-ui1okck)pennnamuna (199).

K pacrBopy HuTpoOenzoma 198 (2,07 r) u
NH,CI (1,84 1) B EtOH (40 ™) - H,O (10 mu1), no-
OapisttoT mopomrok xenesa (1,92 r). Cmech Harpe-
BAIOT MPU KUNIEHUH 1 4.

[Mocne oxnaxxaeHUsT pPEaKIMOHHYI0 CMeECh
GuUIBTPYIOT depe3 HeOONBIION CIIOW IeNuTa.
OuapTpaT KOHIEHTPUPYIOT, pa30aBIsAIOT HAaCHI-
meHHbpIM pacTBopoM NaHCO; (30 mi1) 1 aKcTparu-
pytor AcOEt (30 mu). OO0beaMHEHHBIC OpraHHye-
CKHE CJIOM MPOMBIBAIOT paccosioM (30 M) u cymar
Hag Na,SO,. KoHleHTpupoBaHUE PaCTBOPUTEINS
NPUBOJMT K NpOoW3BogHOMY aHmimHa 199 (1,77 T,
95%) B BHJE XKEITOTO TBEPJIOTO BELIECTRA.

'H SIMP (300 MI'u/CDCls) & 3.77 (2H, yuu-
pensbrii cunrner), 6.63 (1H, mn, J=2.7 I'u, J=8.6
I'm), 6.83 (1H, n, J=2.7 T'm), 6.99 (1H, x, J=8.6 '),
7.24 (1H, 0, J=2.8 I'n), 7.49 (1H, m), 7.56-7.64 (2H,
M), 8.08 (1H, m), 8.86 ( 1H, J=2.8 T'my).

CTIpYKTypel COEOMHEHHWH, MOJIYYCHHBIX B
npumepax 200-208, npuBeneHs! B Ta0MI. 26.
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Tabmuma 26
NO,
cl
HN\r
L/
X
z Y
MPUMEP V W X Y Z MS(M-H)
200 ¢ H ¢ H H 37
201 H H H H H 304
203 H ¢ H H Me 352
204 ¢ ¢ H C H 406
205 ¢ H H H Me 354(M+H)
206 €0 H Me H H 35 (M+H)
207 ¢ ¢ W H H 372
208 Cl H-S;Me H H 416
ITpumep 200.

OTOT mpUMep WUIIOCTPUPYET CHUHTE3 COENH-
nenus 200.

2-AmuHO-6-xn0pOen3otnazon (3,68 1, 20
MMone) u 1,2,3-Tpuxiop-5-autpobenszon (4,53 ,
20 MMOJbB) PacTBOPSIOT B OE€3BOJHOM JWMETHII-
cynegoxcune (10 ). Jobasmstot TBepabtii K,CO;
(3,04 1, 22 MMOITB) M PEaKIMOHHYIO CMECh Harpe-
BatoT nipu 150°C B Teuenne 4 4. CMecH IaroT OXJia-
JIUTHCSA, 3aTeM BBUTHBAIOT B 200 MJI JTEHOHHU3UPO-
BAaHHOM BOJbI. B ocajgok BeIMagaeT TOHKOAMCIEPC-
HOE KEJITOE TBEPJ0e BEIIECTBO, KOTOPOE COOMPAIOT
(GUIBTPOBAHKMEM TIOCIIE TOTO, KaK HE YAAlTCs I10-
IIBITKM PAacTBOPUTH MPOAYKT B dTHiauerate. JKe-
TO€ TBEPAOE BEHIECTBO CycHneHaupyroT B 100 mna
STWALleTaTa W HarpeBaroT npu KumeHuu. [locne
OXJIXKJICHUS 10 KOMHATHOW TeMIlepaTypsl, QHIIbT-
POBaHUs, IPOMBIBAHUS STHIIAIICTATOM, a 3aTEM T'eK-
CaHOM M CYIIKOH MO BaKyyMOM, IIOJIyYalOT HHT-
pocoenunenue 200 B Buze xentoro mopomika (1,06
r).

'H SIMP (d-DMSO) & 8.37 (c, 2H), 7.76
(ymmpennsnii cunrner, 1H), 7.30 (mn, 1H), 7.23
(ymmpennsrii cuariet, 1H).

MS (M-H) 372.

ITpumep 201.

OTOT mpUMep WUIIOCTPUPYET CHUHTE3 COENU-
HeHus 201.

K pactBopy 2-xnop-4-Hurpoanwiusa (2 1) u
Oyrunara kanus (12 mmons) B TT'® (18 mur) mobas-
JISIOT pacTBOp 2-xiopbeH3oruazona (2,75 r) 8 TT'®
(6 mum). CMech HarpeBarT NPH KUIICHUHN B TCUCHHE
HOYH, 3aTeM OBICTPO OXJIAXKIAIOT, BEUINBAsI B BOIY
(100 m). ITpomyKT SKCTPAarupyroT XJIOPHCTHIM Me-
TWICHOM H OYMIIAIOT C TOMOIIBI0  (IdIm-
xpomarorpaduu, noiy4das coeaumnHenue 201 (300
MT') B BUJI€ )KEITOTO TBEPJIOTO BEIIECTRA.

'H SIMP (dg-anieron) & 9.74 (ymmpeHubiit
cunrier, 1H), 9.214 (ymwupennsiii 1, 1H), 8.346 (v,
2H), 7.891 (n, J=8 I'n, 1H), 7.794 (a, J=8 I'u, 1H),
7.466 (T, J=7.2 'y, 1H), 7.321 (T, J=7. 2 'y, 1H).
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MS (M-H) 304.

ITpumep 202.

OTOT mpUMep WUTIOCTPUPYET CHHTE3 COCIH-
Heuwnst 202.

NO, 0,
ct —_— cl
H S 1 H S ]
\
H /
Me Me
202 203

[To criocoby Abuzar et al. (Ind. J. Chem. 20B,
230-233 (1981)) 2-x510p-4-HUTPODECHIITH30-
tnonuanat (Lancaster) (0,95 r) KOHAEHCUPYIOT C 2-
amMuHO-4-x510pTosyosiom (0,69 r) B aneToHe ¢ 00pa-
30BaHUEM CMeIaHHOM TnoMoueBuHBI 202 (1,5 1).

'H AMP (DMSO) & 10.021 (c, 1H), 9.789 (c,
1H), 8.373 (m, 1H), 8.197 (M, 2H), 7.441 (0, J=1.6
I'u, 1H), 7.315 (1, J=8.4 I'u, 1H), 7.268 (an, J= 8.4,
2 I'u, 1H), 2 .237 (c, 3H).

MS (M+H) 356. Bpvruncneno 47.20% C,
3.11% H, 11.80%. N; Haiineno 47.24% C, 3.15%
H, 11.69% N.

[pmmep 203.

OTOT mpuMep HIUTIOCTPUPYET CHHTE3 COEIU-
Henue 203.

K oxnaxkaeHHOMY pacTBOpY THOMOYEBHHBI
202 (0,63 1) B xyopodopme (6 MII) MEIJICHHO J0-
6apisitor Opom (0,6 ). 3areM cMech HarpeBaroT
Ipu KuneHuu B TeueHue 2 4. Ilpu oxnmaxneHuu
TBEpJ0€ BELIECTBO COOMparoT (UIBTpOBaHHEM W
3aTeM pacTHPaloT C aleTOHOM, YTOOBI IOJYYHTh
6enzoruaszon 203 B Buae ero HBR comu (0,5 r).

'H SIMP (DMSO) & 8.989 (yummpeHHsiii 1,
J=8.4 I'u, 1H), 8.365 (n, J=2.4 T'u, 1H), 8.291 (ax,
J=9.2, 2.8 T, 1H), 7.259 (M, 2H), 5.4 (ymmpeHHBIH
cunrier), 2.557 (c, 3H).

MS (M-H) 352. Bemuuciaeno M-+0.9HBr
39.38% C, 2.34% H, 9.84% N; Haiineno 39.44% C,
2.35% H, 9.66% N.

ITpumep 204.

OTOT NpUMEp WIUTIOCTPUPYET CHUHTE3 COE/IH-
HeHus 204.

ITo meroauke, npuBeaeHHON B npuMepax 202
n 203, 2,6-nuxinop-4-HUTPOEHMWIN30THOLUAHAT
(GB1131780 (1966)) xoHnmencupyor ¢ 3,5-
JUXJIOPAaHWINHOM C 0Opa3oBaHMEM COOTBETCT-
BYIOLIEH CMEIIAHHOW THOMOYEBHUHBI, KOTOPYIO
MUKITH3YIOT ¢ OpoMom, momydas O6enzornazon 204,
MPHATOJHBIA Ul HCIOJB30BAHUS HA CIELYIOIIEH
craguu MS (M-H) 406.

ITpumep 205.

ITo meTonuke, mpuBeneHHoi B mpumepe 200,
6enzornazon 205 momydaroT ¢ 78% BBIXOJIOM B
BU/JIE JKEJITOTO TBEPAOTO BEIECTBA.

MS (M+H) 354.
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TIpumep 206.

ITo MeTonmuke, mpuBeaeHHoi B mpumepe 200,
6enzornazon 206 momywaror ¢ 30% BBIXOZOM B
BUJI€ JKEJITOTO TBEPJIOTO BEIIECTBA.

MS (M+H) 354.

ITpumep 207.

OTOT NpUMep WUIIOCTPUPYET CHUHTE3 COENH-
Henus 207.

2,7-duxnopoensoruazon (mpumep 73.2) (0,85
T, 4,2 MMOITB) U 2,6-nuxiop-4-HUTpoaHmnuH (2,1 T,
10,4 MMOJIB) PacTBOPSIIOT B OE3BOAHOM IUMETHII-
cyabdoxeuge (10 m). Teepnoe BeriectBo Cs,CO;
(4,1 r, 12,5 MMonp) DOOABISIOT W PEAKIHOHHYIO
cMech HarpeBaroT mpu 80°C 16 4. JaroT oxiaanuTh-
cs, 3aTeM BbUIMBAIOT B 200 M JUCTUIIIMPOBAHHOM
Bozabl. M30bITOK KapOOHATa II€3Ms HEHTPATU3YIOT
YKCYCHOW KHUCJIOTOH. BOOHBIN CIOH 3KCTparupyroT
2 x 100 mu stunaneratoM. OObEIUHEHHBIE Opra-
HUYECKHE CJIOM NMPOMBIBAIOT HACKHIIIEHHBIM Pacco-
nom, cymar Hajgy MgSO4, GUIBTPYIOT M KOHLEH-
TPUPYIOT IO KEITO-KOPUIHEBOTO TBEPIOTO BeIIle-
cTBa. HepacTBOPHMOCTH 3TOTO COEAWHEHHS TIpe-
IATCTBYET OYHCTKE, TAKMM 00pa3oM, CHIPOU Mpo-
IyKT HCIOJB3YIOT HEMOCPEICTBEHHO Ha CIeAyIo-
e CTaauu.

'H SIMP (400 MTIn) (d¢-aueron) & 10.35
(ymmpennsnii cunrnet, 1H), 8.36 (c, 2H), 7.37 (1,
1H), 7.30 (o, 1H), 7.21 (na, 1H).

MS (M-H) 371.9.

ITpumep 208.

[To meromuke, npencTaBIEHHON B IMpUMepax
202 u 203, 2,6-puxyiop-4-HUTPOEHWIN3OTHO-
nuanar (GB1131780 (1966)) KOHICHCHPYIOT C Me-
THI-(4-aMHHOQEHWIT)CYyTHPOHOM C 00pa3oBaHUEM
COOTBETCTBYIOUIEH  CMEIIaHHOM THOMOYEBHHBI,
KOTOPYIO IUKIU3YIOT ¢ OPOMOM, YTOOBI MOIYUYHUTH
O6en3orrnazon 208, MPUrOAHBIN IS WCIOJb30BaHUS
Ha CJIElyIOIIEeH CTauH.

'H IMP (DMSO) & 8.44 (c, 2H), 8.28 (ymu-
penssiii cuarier, 2H), 7.82 (ymupennsiii x, 1H),
7.41 (ymupennsiit 1,1H), 3.19 (c, 3H).

MS (M-H) 416.

ITpumepsr 209-216.

BoccranoBnenne HUTPONPOU3BOJIHBIX, peN-
CTaBJICHHBIX B TaOJs. 26, IO METOIMKE, IPHBEICH-
HOM B mpuMepe 32 unu B npumepe 175, npuBoaur
MTOyYSHUI0 COOTBETCTBYIOIIUX AHWJIMHOB, IIPE.-
CTaBJIEHHBIX B Ta0m. 27. CTpyKTypa COCIMHEHHI 10
npumepam 209-216 mmrroctpupyercs Tadi. 27.

Tabmauma 27
NH,
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TNPUMEP v w X Y ¥4 MS(M+H)
209 Ci H Cl H H 344
210 H H H H H 276
211 H Cl H H Me 324
212 Cl Ct H Cl H 378
213 Cl H H H Me 324
214 ci H Me H H 324
215 Ct Cl H H H 344
216 Ct H -SO:Me H H 388
ITpumep 209.

'H SIMP (d¢-aueron) & 8.78 (c, 1H); 7.29 (u,
1H); 7.41 (m, 1H); 7.27 (», 1H); 6.86 (c, 2H); 5.42
(c, IH).

MS (M+H) 344.

ITpumep 212.

'H AMP (DMSO) & 10.09 (c, 1H), 7.48
(yumpenssiit cunrner, 1H), 7.31 (xn, J=1.8 I'u, 1H),
6.72 (c, 2H), 5.91 (ymmpenssii cunrier, 2H).

MS (M+H) 378.

ITpumep 215.

Cripoit 207 BoccranasnmuBaroT co SnCl, x 2H,
COrJIaCHO METOAMKE, MPUBEACHHON B mpumepe 32,
YTOOBI MOJYYHUTh COeTUHEHHE 215 B BUIE 3€ICHO-
CEpoTo TBEPIOTO BEIIECTBA, C MOCIEIYIONIEH nepe-
KpUCTAUTM3AIled W3  TOpAYMX  DTHJAIeTa-
ta/rexcana (1,14 ).

'H SIMP (d¢-aueton) & 8.87 (ymmMpeHHbIH
cunrnet, 1H); 7.40 (an, 1H); 7.30 (1, 1H); 7.11 (z,
1H); 6.87 (¢, 2H); 5.44 (ymupenusiii cunriet, 2H).

MS (M+H) 344.0.

ITpumep 216.

'H AMP (DMSO) & 10.08 (c, 1H), 8.31 (c.
1H), 7.76 (n, J=8.4 I'u, 1H), 7.57 (n, J=8.4 I'n, 1H),
6.73 (c, 2H), 5.90 (c, 2H), 3.17 (c, 3H).

MS (M-H) 388.

[pumepsr 217-238.

CynboHIITNpOBaHNE TPOU3BOIHBIX AHWIIH-
Ha, MPEJCTAaBICHHBIX B Ta0N. 27, MONyYEeHHBIX IO
METOJIMKaM, MPUBEICHHBIM B TipuMepe 3 mim 192,
MPHUBOANT K MOJYYCHHUIO COCIUHEHUH, MPEICTaB-
JIEHHBIX B Ta0. 28.

TaOmwuma 28
) i
HN i
b
(o]
HN\(S
X
b4 Y
Tpumep
# A B C D \' w X Y Z MS(M-H)
217 ¢l H CH: Q H H H 564
218 Ct H H Cl H C H H 550
219 Cl H CF: H Cl H H H 584
220 1 H Cl H H H H H H 482
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221 Cl H CF. H H H H H H 516
222 Cl H O CH: H H H H H 496
223 C1 H C H C1 H d H CH; 530
224 Cl H CF H Cl H d H CH: 564
225 Cl H C H C1 Cl H G H 584
226 Cl H CF; H Cl Ci H Cl H 618
227 Cl H CH: (I Cl H Ci H 598
228 C1 H C H Cl H H H CH» 3530
229 C1 H CF; H C1 H H H CH: 564
230 Ct H i CH; I H H H CH: 544
231 H H -COCH; H Cl H H H CH: -

232 Cl H H Cl H CH; H H 530
233 C1 H CF: H Cl H CHs H H 564
234 C1 H CH; Ci H CH; H H 544
235 Cl H < H Ct Cl H H H 550
236 Cl H CF; H Ct Cl H H H 584
237 €1 H Q) H Ct H- S0,CH;, H H 594
238 Cl H CF H Ci H- S0.CHs H H 628

ITpumep 217.

'H SIMP (dg-anteron) & 9.19 (ymmpennbiit
cunrier, 1H), 8.51 (¢, 1H), 7.74 (n, 1H), 7.72 (c,
1H), 7.43 (c, 2H), 7.37 (a, 1H), 7.28 (a0, 1H), 2.46
(c, 3H).

MS (M-H) 563.9.

ITpumep 218.

'H SIMP (d¢-aueron) & 9.19 (ymmpeHubiii
cunrnet, 1H), 8.22 (n, 1H), 7.78 (n, 1H), 7.74 (n,
1H), 7.67 (nn, 1H), 7.43 (c, 2H), 7.37 (1, 1H), 7.28
(mn, 1H).

MS (M-H) 549.8.

TIpumep 219.

'H IMP (d¢-areton) & 10.05 (ymmpeHHbiit
cunaraer, 1H), 9.22 (ymwumpennsiii cunrier, 1H),
8.45 (n, 1H), 8.06 (c, 1H), 7.98 (u, 1H), 7.73 (M,
1H), 7.45 (c, 2H), 7.36 (n, 1H), 7.28 (ar, 1H).

MS (M-H) 583.8.

ITpumep 223.

'H sIMP (DMSO) & 10.96 (1H, c), 10.11 (1H,
c), 8.12-8.22 (1H, mmpoxwuii), 8.06 (1H, m, 8.6),
7.90 (1H, n, J=2.1 TI'm), 7.65 (1H, nx, J=8.6, 2.1
I'm), 7.23 (1H, n, J=3.5 T'w). 7.10-7.20 (3H, m), 2.44
(3H, ¢).

MS (M-H) 529.8.

[Tpumep 224.

'H SIMP (DMSO) & 11.11 (1H, ¢), 10.11 (1H,
), 8.27 (1H, n, J=8.0 I'), 8.16 (2H, ¢), 7.94 (1H, n,
J=8.6 T'n), 7.10-7.26 (4H, m), 2.43 (3H, c).

MS (M-H) 563.9, T.u. 192.6°C.

ITpumep 225.

'H SIMP (DMSO) & 11.49 (c, 1H), 10.44 (c,
1H), 8.164 (1, J=8.4 I'n, 1H), 7.95 (n, J=2 'y, 1H),
7.71 (an, J=8.4, 2 Tu, 1H), 7.50 (ymmpeHHBIH
cunrier, 1H), 7.35 (n, J=1.6 T'u, 1H), 7.25 (c, 2H).

MS (M-H) 584.

ITpumep 226.

'H SIMP (DMSO) & 11.59 (c, 1H), 10.40 (c,
1H), 8.368 (n, J=8.4 I'u, 1H), 8.20 (ymmpeHHBII
cunrraer, 1H), 8.00 (ymmpensstii 1, J=8.4 I'n, 1H),
7.48 (ymmpenssrii cunrier, 1H), 7.344 (1, J=1.6
I'u, 1H), 7.274 (0. J=1.6 I'u, 2H).
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MS (M-H) 618.

ITpumep 227.

'H IMP (DMSO) & 11.37 (c, 1H), 10.40 (c,
1H), 8.19 (ymmpennsiii cunraer, 1H), 7.90 (M, 1H),
7.53 (yummpennsiit cunrier, 1H), 7.35 (ymumpeHHslit
cunrner, 1H), 7.25 (ymmpenssiii cunrier, 2H),
2.415 (c, 3H).

MS (M-H) 598.

ITpumep 228.

'H SIMP (d-DMSO) & 11.44 (1H, ymmupes-
HBI ¢); 9.96 (1H, ymmpensnsiii c), 8.33 (1H, n);
8.19 (1H, ¢); 7.99 (1H, nn); 7.43 (1H, ymmpeHHbIH
¢); 7.26 (2H, c); 7.07 (1H, n); 6.97 (1H, T); 2.35
(3H, ¢).

MS (M-H) 529.9.

ITpumep 229.

'H IMP (de-DMSO) & 11.26 (1H, yumpen-
HeI ¢); 9.96 (1H, ymmpennsii c); 8.12 (1H, n);
7.93 (1H, n); 7.69 (1H, nx); 7.43 (1H, ymmpeHHbIH
c); 7.23 (2H, ¢); 7.08 (1H, n); 6.97 (1H, T); 2.36
(3H, c¢). MS (M-H) 564.

ITpumep 230.

'H IMP (de-DMSO) & 11.23 (1H, ymmpen-
HBIA ¢); 9.96 (1H, ymmpensnsiii c); 8.14 (1H, c);
7.88 (1H, ¢); 7.43 (1H, yumpenssrtii c); 7.24 (2H,
c); 7.08 (1H, n); 6.97 (1H, 1); 2.40 (3H, c), 2.36
(3H, ¢).

MS (M-H) 543.9.

IIpumep 231.

'H SIMP (de-DMSO) & 11.02 (1H, ymmupes-
HBIH ¢), 9.96 (1H, ymmpenssii c), 8.16 (2H, n),
7.97 (2H, n), 7 .43 (1H, ymupennsii c), 7.26 (1H,
c), 7.07 (1H, n), 6.97 (1H, 1), 2.62 (3H, c), 2.36
(3H, ¢).

ITpumep 232.

'H IMP (d,-DMSO) & 11.28 (1H, ymmpen-
Hel ¢), 9.79 (1H, ymmpensnsiii c), 8.13 (1H, n),
7.93 (2H, n), 7.70 (1H, an), 7.44 (1H, ymumpeHHsbli
c), 7.21 (3H, c), 7.05 (1H, n), 2.30 (3H, c).

MS (M-H) 529.9.

ITpumep 233.

'H SIMP (de-DMSO) & 11.43 (1H, ymmupes-
HBI ), 9.79 (1H, ymmpenssri c), 8.34 (1H, n),
8.19 (1H, ¢), 7.99 (1H, m), 7.44 (1H, ymupeHHBIH
¢), 7.24 (3H, c), 7.04 (1H, n), 2.30 (3H, c).

MS (M-H) 564.

[Tpumep 234.

'H IMP (de-DMSO) & 11.22 (1H, ymmpen-
HBIH ¢), 9.79 (1H, ymmpennsiit c¢), 8.15 (1H, c),
7.89 (1H, c), 7.44 (1H, ymmpenssiii c¢), 7.23 (3H,
c), 7.04 (1H, n), 2.41 (3H, ¢), 2.31 (3H, ¢).

MS (M-H) 543.9.

ITpumep 235.

'H SIMP (d¢-aueron) & 9.92 (ymmpeHHbIH
cunrner, 1H), 9.35 (ymmpenssiii cunrier, 1H),
8.23 (g, 1H), 7.78 (n, 1H), 7.67 (an, 1H), 7.45 (c,
2H), 7.36-7.29 (m, 2H), 7.16 (an, 1H).

MS (M-H) 549.8.
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TIpumep 236.

'H SIMP (dg-aueton) & 8.45 (n, 1H), 8.06 (c,
1H), 7.97 (n, 1H), 7.46 (c, 2H), 7.33-7.29 (M, 2H),
7.16 (ax, 1H).

MS (M-H) 583.8.

ITpumep 237.

'H SAMP (DMSO) & 11.43 (ymmpennsiii
cunriaer, 1H), 10.40 (ymupenusiit cunrier, 1H),
8.33 (ywupennsiii cunrier, 1H), 8 .16 (n, J=8 T'u,
1H), 7.94 (n, J=2 I'n, 1H), 7.753 (an, J=8.2, 2 I'ny,
1H), 7.71 (o, J=8.4, 2 T'u, 1H), 7.55 (ymmpeHHBIH
cunrier, 1H), 7.265 (c, 2H), 3.22 (c, 3H).

MS (M-H) 594.

IIpmmep 238.

'H SIMP (DMSO) & 11.55 (ymmpeHHbIi
cunarner, 1H), 10.40 (ymmupernsii cuarier, 1H),
8.38 (M, 2H), 8.22 (yumpensnsrii cunruer, 1H), 8.02
(yumpennsiii 1, 1H), 7.77 (an, J=8.4, 2 T'n, 1H),
7.55 (ymmpennsni cunrier, 1H), 7.295 (c, 2H),
3.19 (c, 3H).

MS (M-H) 628.
Ta6nuna 29

pess

X S
Mpuvep  # A X Y BBIXOJ
239 SH H CF; 92%
240 SH H CO:H 66%
241 SH CN H 97%
243 SH H CN 49%
245 SH H Me 53%
250 Cl1 H Cl 96%

[Mpumep 239. 2-Mepkanro-5-TprudropmMeTH-
6enzoTrason (239).

[lo anamormm co crocoOOM, OIMCAHHOM
Chaudhuri, N. Synth. Commun. 1996, 26, 20, 3783,
KaJIneByl0 coiib O-3THIIKCAHTOI€HOBOW KHCIOTHI
(Lancaster, 7,5 r, 46,9 MMonb) mo0aBiISAIOT K pac-
TBOpY 2-OpoM-S-TpudpTopmermindenmnamuaa (Al-
drich, 5,0 1, 20,8 wmmoms) B N,N-AuMETHI-
dopmamuge (MDA, 30 mia). CMmech HarpeBaroT
IPU KUIIEHUH ¢ 0OpPAaTHBIM XOJOIMIBHUKOM B Teye-
nue 4 4. [Tocne oxmaxaeHus 10 KOMHATHO# TemIie-
paTypbl CMECh BBUIMBAIOT B JIEJ C BOAOU U MOJKUC-
astor 2N HCIL. Teepuelii  nponykr coOuparor
(bUIBTPOBAHKEM. [Mepexpucranamzarys u3
CHCl;/rexcana npuBonut K nonydenuro 239 (4,5,
92%) B BHZE 0€I0TO TBEPIOTO BEIECTBA.

'H SIMP (400 MTI'u, DMSO-d¢) & 14.00 (c,
1H), 7.94 (n, J=8.1 I'u, 1H), 7.62 (an, J=8.4, 1.0
I'n, 1H), 7.48 (x, J=1.0 I'u, 1H).

MS (M-H) 234.

IIpumep 240. 2-MepkantoOeH30THA30-5-
kapOoHoBas kuciota (240).

2-MepkanTo0eH30THa30-5-KapOOHOBYIO KH-
cnoty (240) (3,5 1, 66%) cuHTE3UPYIOT U3 4-XJI0p-
3-HUTPOOCH30MHOM  KHCJIOTBI, IIOJIyYEHHOH U3
Fluka O-atusoBoro 3¢upa aurnokapboHaTa Kaius,
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moimy4deHHoro u3 Lancaster, coriacHO cmocoO0y
Chaudhuri, N. Synth. Commun. 1996, 26, 20, 3783.

'H SIMP (400 MI'u, DMSO-ds) & 14.0 (c,
1H), 13.3 (ymmpenssiii cunraer, 1H), 7.85-7.79 (m,
3H).

IIpumep 241.
kapOoHuTpui (241).

HasBanHoe coeauHeHHE MOTYYaroT, HCIIOJb-
3ysl METOJIMKY, IPUBEJCHHYIO B mpuMmepe 239, uc-
xoxas u3 4-amuHo-3-xop6enzonutpuia (Lancaster,
50 1, 32,7 wmmons), KammeBod comum O-
JTHIIKcaHTareHoBol kuciotel (Lancaster, 11,8 T,
73,7 mmonp) B IM®PA (40 mim). MepkantobeH3o-
tnazon (241) (6,1 r, 97%) nomy4arot B Buze Onen-
HO-KOPUYHEBOTO TBEPJIOTO BEIIECTBA.

'H SIMP (DMSO-d¢) & 14.10 (c, 1H), 8.22 (x,
J=1.3 T, 1H), 7.82 (an, J=8.4, 15 I'u, 1H), 7.40 (x,
J=8.5T'u, 1H).

MS (M-H) 191.

[Mpumep 242. 3-AmuHO-4-XJ10pOESH30HUTPUII
(242).

HasBanHoe coeauHeHne NOTydYaroT, HCIIOJIb-
3ysl METOIMKY, IIPUBE/ICHHYIO B IIpUMeEpe IpHMepa
32, wucxomi w3 4-xJ0p-3-HUTPOOEH3OHUTPHUIIA
(Fluka, 11,0 T, 60 mMmonp), AWTHIpaTa XIIOpHAA
omoBa (Aldrich, 67,8 t, 300 mmoms). 9,0 T (98%)
CBIPOTO COeNMHEeHHs 242 TOITydaroT B BUAE JKEITO-
BaTOT'O TBEPIOTO BEIIECTBA.

'H SIMP (DMSO-de) & 7.39 (x, J=8.1 T, 1H),
7.10 (@, J=2.0 Tm, 1H), 6.93 (an, J=8.2, 2.0 I,
1H), 5.88 (c, 2H).

MS (M-H) 151.

IIpumep 243.
kapOoHuTpuia (243).

HasBanHoe coeauHeHHe MONTydYaroT, HUCIIOJb-
3ysl METOJIMKY, IIPUBEJCHHYIO B mpuMmepe 239, uc-
xons u3 3-amuHO-4-x70pOeH3oHuTpria (242) (9,0
r, 59,0 wmmomp), KamueBor comum  O-3THI-
KkcaHTareHoBo# kucnotsl (Lancaster, 21,23 T, 132,7
MMmoib) B IM®PA (90 mi) 5,6 T (49%). Coennne-
HUs 243 monmy4aroT B BHAE OJeIHO-KOPUYHEBOTO
TBEPJIOTO BEMIECTBA.

'H SIMP (DMSO-dg) & 14.10 (ymmpeHHbI#H
cunrnet, 1H), 7.90 (g, J=8.3 'y, 1H), 7.70 (ax, J=
8.3, 1.1 I'u, 1H), 7.60 (ymupenHslit cunriet, 1H).

MS (M-H) 191.

IMpumep 244. 2-Bpom-5-mermndeHunaMun
(244).

HasBanHoe coeauHeHHE MOYYarOT, HCIIOJb-
3ysl METOIUKY, TIPUBEICHHYIO B IpuMepe 32, ucxo-
ns1 u3 1-6pom-4-metmn-2-autpobensona (Lancaster,
10,1 1, 46,7 mMMonp), TUTHApaTa XIJIOPHAA OJIOBa
(Aldrich, 52,8 r, 233 mmomb). 8,2 T (94%) ceiporo
coequHeHus 244 momywaloT B BuAe OyemgHO-
KOPUYHEBOTO MacIa.

'H SIMP (DMSO-dg) & 7.18 (x, J=8.1 T, 1H),
6.60 (n, J=2.1 I', 1H), 6.93 (an, J=8.1, 18 I', 1H),
5.34 (c, 2H), 2.26 (c, 3H).

MS (M+H) 186.

2-MepkanTobeH30Tna3on-6-

2-MepkantobeH30THa3on-5-
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IIpumep 245.
TtHazom (245).

Ha3zBanHoe coeguHEHHE MONTYdYarOT, HCIOJb-
3yl METOJUKY, NMPUBEICHHYIO B mpumepe 239, uc-
xons u3 2-Opom-5-merundenmnamuna (244) (4,48
r, 24,0 mMMonb), KamueBoil comu O-3TUIKCaHTa-
reroBoii kucioTsl (Lancaster, 8,70 r, 54 MMoIb) B
JAM®A (35 mi). MepkanTobeH3oruasou 245 momy-
YaroT B BHJIE OJIeIHO-KOPHMYHEBOTO TBEPAOTO Bellle-
ctBa (2,31 1, 53%).

'H IMP (DMSO-d¢) & 13.70 (ymmpeHHbIit
cunriet, 1H), 7.56 (n, J=8.6 T'u, 1H), 7.15-7.10 (m,
2H), 2.38 (c, 3H).

MS (M-H) 180.

IIpumepsr 246 u 247. 2,3-Jluxaop-5-HUTpoO-
OeH3oiHas KUCIoTa (246).

2,3-JIuxn0pOCH30MHY0 KHUCIOTY, MOJYy4YCH-
Hyto u3 Aldrich (40 r, 0,21 moneii), noGaBmusOT
MOPLUAMH K OXJIaXKAeHHOH 10 -20°C KOHIEHTpH-
posannoii H,SO,, noxyuenHoi u3 Acros (233 mu)
pacTBopa, KOTOpBIH CHAOXEH BO3IYIIHOM MEXaHH-
4yeckol Memankoil. Bo Bpemsi mpuGasieHust or-
JIENBHYIO KOJOY, COIEep KaIlyi0 KOHIEHTPHPOBaH-
ayro H,SO, (50 mm), oxmaxmator go 0°C u men-
neHHo p06aBisiroT apvsnryto HNO;, nomydeHHyro
oT Acros (16,6 mi). DTOT pacTBOp 3aTeM N0OaBIIs-
0T 10 KalusIM K PacTBOpy 2,3-muxiopOeH30HHOH
KHCJIOTBI C TaKOH CKOPOCTBIO, 4TOOBI MOIJIEPIKHU-
BaTh PEaKLUIO NPU TEMIEpaType HECKOJbKO HIDKE
-15°C.

[Tocne 3aBeprieHust NMpuOABICHUS ITOJyYEH-
HOMY pacTBOpy JaroT HarpeTbed A0 10°C B TeueHue
6onee 3 u. CopIpoil TBEpIBIH MPOAYKT (GHUIBTPYIOT
4yepe3 (PUTTOBYIO BOPOHKY (MIBTPOBAHHS, IPO-
MeIBaroT xonogHo# H,O (200 mir) u cymar B cTpye
BO3/lyXa C MOCIEAYIOINM J00aBICHHUEM BBICOKOTO
BakyyMma c¢ Beixogom 21,7 T (44%) mpomykra (246),
KoTopblii o ganneiM 'H SIMP aHammsa comepskut
4% HeXenaTeNTbHOr0 IPOCTPAHCTBEHHOTO M30Mepa
(2,3-nuxs10p-6-HUTPOOCH30MHON  KHUCIOTHL  247).
@®unbTpaT MEUIEHHO BBUTMBAIOT Ha JIeA M BbIEIS-
IOT JIOTIOJIHUTENIBHOE KOJHMYECTBO OC3/Ka. OTO
TBEPJOE BEIIECTBO IO JAHHBIM 'H SIMP amanusa
SIBIIICTCSL CMECBIO 2,3 -IHUXIIOP-6-HUTPOOCH30MHOM
KHCHOTHL (247) u 2,3-muxiop-5-HuTpoOeH30MHOM
kuciore (246) B cooTHomeHUH 3:1.

2,3-JTuxiop-5-HUTpoOSH30HHAS KHCJIOTa
(246): 'H SIMP (DMSO-dg) & 8.63 (n, J=2.7 I'm,
1H), 8.47 (», J=2.7 I'n, 1H).

2,3-JIuxnop-6-HUTpOOEH30IHAS KHCIIOTa
(247): 'H SAIMP (DMSO-dg) & 8.22 (u, J=9.0 I'm,
1H), 8.02 (#, J=9.0 I', 1H).

IIpumep 248. 1-(2,3-Huxsop-S-uurpodennr)
9TaHOH (248).

K tronmnxnopuny, nomydenHomy ot Aldrich
(125 ™), npu 0°C memieHHO 100aBisAOT 2,3-
JIIXJIOp-5-HUTPOOEH30liHyI0 Kuciory (246) (21,7 1,
91,9 mmonb). YOuparT NensHylo OaHIO M HONY-
YEHHBIH PAacTBOp HAarpeBalOT Npu KuneHuu 17 4
(3aMedaHMe: pU HAarpeBaHUM KHCIIOTA ITOJHOCTHIO
pactBopsiercs). [locie oxmakaeHus: 10 KOMHATHOM

2-MepxkanTo-5-MeTuiIdeH30-
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TeMIepaTypbl M30BITOK THOHWIXJIOPUAA YAAJISIIOT
M0JT BAKYyMOM U TIOJIy9eHHBIH XJIOpAaHTUAPHUI KH-
CIIOTHI BBIAEPKHUBAIOT IIPU BBICOKOM BaKyyMe€ B
TeueHue 15 4, a 3aTeM UCTOIB3YIOT Ha CIEAYIOLIEH
cranuu Oe3 nanpHeimeit ounctku. K 1M pacteopy
NaH, 60% nucnepcus B Macie, MOJIy4eHHOMY OT
Aldrich (11,39 1, 285 mmonb), B JIM®A npu 0°C
MEJUIEHHO I10 KaIUIIM J00aBIISIOT JUITHIMAIOHAT,
nony4yeHHbIi ot Aldrich (14,65 mit, 96,5 MMons), u
00pa3oBaBIIelics PacTBOpP BBIICPKUBAIOT TpH Iie-
pememmBanny B TedeHne 30 MuH. XJIOpaHTHOPUL
pactBopsitor B JIM®PA (184 M) u MeUIeHHO I0-
0aBIAIOT Yepe3 KAaHIONMIO B PEAKIMOHHYIO CMECH.
Ilony4yeHHblll pacTBOp NEPEMEIIMBAIOT B TEUEHUE
16 4, moka Temmeparypa He JOCTUTHET KOMHATHOIA,
¢ mocneayomum oxnaxaeHuem 1o 0°C u menneH-
HBIM 3axoyiaxkuBanueM u30biTkoM 2M Boanoit HCI
(200 m). K cpIpoii peakmmoHHON Macce T0OaBIISIOT
H,O (500 M) u EtOAc (500 mu). BoxHbid cioi
akcrparupyrot Tpu paza EtOAc (500 mi). Opranu-
YECKHE CIIOM OOBEAWHSIOT, IPOMBIBAIOT YETHIPE
pa3a HACHIIIEHHBIM BOIHBIM PAacTBOPOM paccoia
(500 mm), cymar Ham Na,SO4 W KOHIEHTPHPYIOT
M0JT BaKyyMOM C TOJyYeHHEM Maciia, KOTOpOe HUC-
MOJIB3YIOT Ha CIEAyIOIeH cTanuu 0e3 JampHenen
ounctku. [lomy4yeHHBIH TPOAYKT pacTBOpstoT B 111
mi 7,7/5/1 AcOH/H,0/konn. H,SO,4, pactBop Ha-
rpeBaroT Ipu KumneHuu B TedeHue 22 4. AcOH yna-
JSIFOT TIO/I BAKYyMOM C TMOCJEAYIOIMM J00aBJIeHH-
em EtOAc (200 mur). PacTBOop HeHTpanm3yloT, Mc-
nons3yst 2M Boassli pactBop NaOH, skctparupy-
foT 3 paza EtOAc (200 mi). O6bennHEHHBIE Opra-
HUYECKHE CIIOM MPOMBIBAIOT ABAXKIBI HACHIIIICHHBIM
BOJHBIM pacTBOpoM paccona (200 M), cymar Haxg
Na,SO4 1 KOHIEHTPUPYIOT MPH IMOHIKECHHOM J1aB-
neand. ChpIpOH MPOAYKT OYHINAIOT C ITOMOIIBIO
konoHo4Ho# xpomatorpadun (30% CH,Cl, B rek-
cane) ¢ BeixoqoM 17, 6 T (82%) xerona 248 B Buje
CBETJI0-KOPUYHEBOTO TBEPOTO BEIIECTBA.

'H SIMP (DMSO-dg) & 8.61 (x, J=2.6 T', 1H),
8.48 (n, J=2.6 T'u, 1H), 2.65 (c, 3H).

IMpumep 249. 2-Mertokcu-4-HUTPOOEH30II-
tHoIx (249).

2-Merokcu-4-autpobdenzontuon (249) momy-
YaloT COTJIACHO METOIWKE, ONHMcaHHOW y Price m
Stacy, J. Amer. Chem. Soc. 68, 498-500 (1946)), ¢
67% BBIXOIOM U3 1-XJIOp-2-METOKCH-4-HUTpO-
6en3oia, momydenHoro ot Aldrich.

'H AMP (DMSO-dg) & 7.8 (yumpenssiit 1, J=
8.4 I'u, 1H), 7.73 (ymmpennsiii cunriet, 1H), 7.62
(ymmpenssiit n, J=8.4 I'u, 1H), 5.8 (ymmpenHsi
cunrnet, 1H), 3.95 (¢, 3H).

MS (M-H) 184.

IIpumep  250.
(250).

5-XnopOeH301THA30I-2-THON,  MOJTY4EHHBINA
ot Aldrich (2 r, 9,9 MMOIB), MEUIEHHO TOOABJISIOT
K cynmbdypwixiopuny, momydeHHOMy oT Aldrich
(20 M) m mepeMemBaeMoOMy B TedeHHe | 9 ¢ mmo-
crenyromM HarpeBanueMm 10 50°C B tewenume 15
MuH. CMech OXJaXIAI0T, MEAJICHHO BBUIMBAIOT Ha

2,5-JTux0pOeH30aTHA30I

004887
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JIe7l ¢ BOJOW W mepeMemuBaioT B Teuenne 30 MuH.
[IponyKT, BbIIABIIMK B OCaZloK U3 pacTBOpa B BUIE
KEITOr0 TBEPJOro BEIECTBA, COOMPAIOT BAKyyM-
HbIM (DUIIBTPOBAHUEM M CYIIAT IMOJ CTPYEH BO3MY-
Xa, a 3aTeM IpU TIIyOOKOM BaKyyMe, YTO IPHUBOAUT
k noxyuenuto 1,92 r (96%) coequnenus 250.

'H SIMP (400 MI', DMSO-dg) & 8.18 (1, J=
8.7 I'y, 1H), 8.1 (xn, J=2.0, 1H), 7.59 (ax, J=8.7, 2.1
I'u, 1H).

Tabs. 30 wuIOCTpUpPYET CTPYKTYpPbI COEIH-
HEHWIA, TIOy9IeHHBIX B TpuMepax 251-264.

Ta6muma 30
NO,
V-
X \ N}- v
4

# X v w Bexon

251 5-Cl Cl -COMe 52%

252 5-CF; Cl H 92%

253 5-COH Cl H 66%

254 5-CO;Me Cl H 100%

255 S-COH Cl Ct 100%

256 5-COMe Cl Cl 100%
2587 5-Cl H -OMe 75%
258 5-CF; Cl Cl 99%
259 S5-CF; Cl -COMe 75%
260 6-CN Cl Cl 99%
261  6-CN Cl H 93%
262 5-CN Cl Cl 99%
263 5-CN Cl H 92%
264 5-Me Cl -COMe 98%

IIpumep 251. 1-[3-Xnop-2-(5-xnopbeH3zoTua-
30J1-2-WIICy b aHui)-S-HuTpodeHu |3 TanoH (251).

K 0,55M pactBopy 5-X710p-2-MepKanTOOEH30-
THasona, nojydenHoro ot Aldrich (5,55 r, 27,5
MMob), B JIM®A npu KOMHATHON TemIiiepaTrype
nobapmsiror nopumsivu NaH, 60% aucnepcust B
Maciie, nomydeHHoro ot Aldrich (12 r, 30,0
MMOJIB), C TOCHeayrommM nobasneHueM 1-(2,3-
Juxyop-5-aurpodenmn)aranona (248) (5,83 r, 25
MMOJIb). PeakIMoOHHEIN pacTBOp MpeBpaIiaeTcs u3
SIPKO-OPaH)KEBOTO B TEMHO-KPACHBI BO BpeMs
mpuOaBIeHUs alleTOPEHOHA, W €ro HarpeBarT [0
60°C B Teuenue 1 4. CMecH [alOT OXJIAAUTHCS Tapy
MUHYT, ¥ IPOIYKT BBIIAAET B OCAZOK U3 PACTBOPA
npu MeieHHoM npubasiennn HyO (250 mu). Ilo-
clie epeMelIvBaHts B Te4eHHe | 4 MPOAYKT coOu-
parOT BaKyyMHbIM (WIBTPOBAHHEM, HCIIOJIb3YS
BOpOHKY BroxHepa, cymat B TOKe BO3/1yXa B Teue-
HUe 3 4 u© pacThparoT, ucnoasdys 1:1
CH;0H/CH,CI, pactBop (200 mi1), ¢ BBIXOIOM 5,2
T (52%) 251 B BHIE OpaHKEBOTO TBEPOTO BEIIECT-
Ba. JlomomautensHble 3,77 T (39%) MoryTt OBITH
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BBIJICTICHBI ITyTE€M OYMCTKH MAaTOYHOM JKHIKOCTH C
UCTIONIb30BaHUEM  KOJIOHOYHOHW  Xpomatorpaduu
(cyxas 3arpyska, 100% CH,Cl,).

'"H IMP (DMSO-de) & 8.68 (11, J=2.5 I'n;, 1H),
8.6 (1, J=2.4 T'u, 1H), 8.05 (n, J=8.6 I'u, 1H), 7.95
(n, J=2.0 I'y, 1H), 7.56 (gn, J=8.6, 2.0 I'u, 1H),
2.65 (c, 3H).

[pumep 252. 2-(2-Xnop-4-HUTPOPECHUICYITB-
(annn)-5-rpudTopmernndoenzornaszon (252).

2-(2-Xnop-4-antpodenuincynspanmn)-5-
TpupTOopMeTHIIOeH30THA301 (252) moydaroT (92%)
u3 2-xjop-1-¢prop-4-HuTpOOEH30MIA, TOIYICHHOTO
or Aldrich, u 5-tpudTopmernnben3oTHa30I-2-
Tona (239) aHaNOTHYHO TOMY, KaKk ONHMCAHO B
npumepe 251.

'H IMP (DMSO-dy) & 8.58 (11, J=2.4 I'ni, 1H),
8.38-8.32 (m, 2H), 8.05 (u, J=8.6 'y, 1H), 8.28 (ux,
J=8.7, 2.5 Tu, 1H), 8.09 (n, J=8.7 I'y, 1H), 7.8
(ymmpenssiit 1, J=9.9 'y, 1H).

Ipumep 253. 2-(2-Xiop-4-HUTPOPECHUIICYITb-
(anm)6eH30THA30I-5-KapOoHOBas KucioTa (253).

2-(2-Xnop-4-antpodennscynbhanu)oeH30-
THA30JI-5-KapOOHOBYIO KHCIIOTY HOIyYarT (66%)
u3 2-MepKanToOeH30THA30I-5-KapOOHOBOHM KHCIIO-
TH (240) u 2-xmop-1-Prop-4-HUTpOOCH30Ia, TOTY-
garoT u3 Aldrich, aHamorn4so TOMY, Kak OIHMCaHO B
npumepe 251.

'"H IMP (DMSO-de) & 8.56 (11, J=2.4 I'ny, 1H),
8.42 (ymmpenusiit cunrner, 1H), 8.27 (ma, J=8.7,
24 I'n, 1H), 8.28 (x, J=8.4 I'uy, 1H), 8.17 (n, J=8.7
I'u, 1H), 8.0 (mn, J=8.4, 1.4 T'u, 1H).

MS (M-H) 365.

Ipumep 254. MetunoBblit 3¢up 2-(2-xmop-4-
HUTpOhEeHWICYIb()aHIT)0eH30THA30I-5-KapOOHO-
BO# KHCIOTHI (254).

K 0,25M pacrBopy 2-(2-xs0op-4-HUTpO-
(heHmnCyIH(GaHMT)0eH30THA30I-5-KapOOHOBOI
kucioTh (253), (1,38 1, 3,8 mmons) B 10% CH;0H
B TI'® pobGaemstor 2M pactBop (TPHUMETHIICH-
JIMT)IMa30MeTaHa B TeKCaHe, MOJydeHHOTo oT Al-
drich (2,1 mn, 4,18 Mmoub), U 0Opa3oBaBiIEMYCsI
pacTBOpy AAlOT MEpPEeMEIINBaThCS B TedeHue 18 4.
ChIpyI0 peakIMOHHYIO CMECh KOHLEHTPUPYIOT HOA
BakyymMoM c BbixomoM 1,4 T (100%) adupa 254,
KOTOPBIN MCTOJIB3YIOT 03 abHEeNIIel OUNCTKH.

'H IMP (DMSO-dg) & 8.6 (1, J=2.5 I'n, 1H),
8.45 (n, J=1.4 T'u, 1 H), 8.28 (an, J=8.7, 2.5 T'n,
1H), 8.24 (1, J=8.5 I'u, 1H), 8.1 (1, J=8.7 I'y, 1H),
8.0 (nm, J=8.4, 1.4 I'y, 1H), 3.9 (c, 3H).

[pumep 255. 2-(2,6-Auxnop-4-autTpodeHu-
Cynb(aHmT)0eH30THA30I-5-KapOOHOBasT ~ KHCIIOTa
(255).

2-(2,6-uxnop-4-uutpodeHmicynbhanu)
6eH30THa307-5-kapOoHOBYIO KUCIOTY (255) momy-
gatoT (100%) w3 2-MepkanToOGeH30THA307-5-
kapboHoBoil kucnotel (240) u 1,2,3-Tpuxiop-5-
HUTpoOeH301a, noxyueHHoro ot Aldrich, anaio-
TUYHO TOMY, KaK OMUCaHO B mpumepe 251.

'H SIMP (DMSO-ds) & 11.2 (ymmpeHHbI#
cunrier, 1H), 8.6 (¢, 2H), 8.31 (u, J=1.4 I'u, 1H),
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8.13 (n, J=8.4 Tu, 1H), 7.94 (nu, J=8.5, 1.4 T,
1H).

MS (M-H) 399.

[Mpumep 256. Merunoseii 3¢up 2-(2,6-
UXII0OP-4-HUTPOPEHMICYTb(HaHIIT)OCH30THA30II-5-
KapOOHOBOM KUCIOTHI (256).

Mertunossiii  3¢up  2-(2,6-nuxsnop-4-HUTpo-
(benmcy b aHmT)0CH30THA30-5-KapOOHOBOH
kuciotel  (256) momywaror (100%) wu3  2-(2,6-
IUXIIOP-4-HUTPOPeHWICYTb(HaHIT)OeH30THA3Z0II-5-
KapOOHOBOHW KHCIOTHI 255 aHAJIOTHYHO TOMY, Kak
ONMCaHo B ipumMepe 254.

'H SIMP (400 MI'r, DMSO-dg) & 8.6 (c, 2H);
8.33 (n, J=1.6 I'y, 1H), 8.16 (n, J=8.5 I'y, 1H), 7.95
(nm, J=8.4, 1.6 T'u, 1H), 3.9 (c, 3H).

IIpumep 257. 5-Xnop-2-(2-mMeToKcH-4-HUTPO-
¢dennncynbdanun)oenzoruazon (257).

5-Xnop-2-(2-metokcu-4-HuTpoheHUICY b~
(anwn)oen3oruason (257) nomyuator (75%) u3 2-
MeToKcH-4-HuTpobeH3ontrona (249) u 2,5-nmuxmnop-
6ensornazona (250), aHANOTMYHO TOMY, KakK OITH-
caHo B npumepe 251.

'H SIMP (DMSO-d¢) & 8.05 (yumpenHsiit 1,
J= 8.6 I'n, 1H), 8.03 (&, J=2.0, 1H), 7.99-7.94 (m,
3H), 7.48 (nn, J=8.6, 2.1 T'u, 1H), 3.95 (c, 3H).

Ipmmep 258. 2-(2,6-Huxnop-4-aurpodenun-
cyibdanmn)-5-tpudropmerrndensotrason (258).

K pactBopy 2-mepkamnTo-5-TpupTOpMETHII-
6enzornazona (239) (470 mr, 2,0 mmone) B IMDA
(20 mi) nobasisiror NaH (Aldrich, 60% cycnien3uto
B rekcane, 80 mr, 2,0 mmons). Ilocne nepemeninBa-
HUs IIOJIyYEHHOM CMECHU IIpU KOMHATHOW TemIiepa-
Type B Teuenue 20 MuH, no6asistor 1,2,3-Tpuxiop-
S-autpobenson (Acros, 452 wmr, 2,0 MMoIb). 3aTeM
peaxroHHyI0 Maccy HarpeBaroT npu 60°C B Teue-
HUE 4 4, OXJIAKAAIOT O KOMHATHOM TeMIeparypshl,
BBUIMBAIOT B BOJAY M IIEPEMEIINBAIOT B TedeHue | 4.
TBepaslii TPOIYKT cOOMPAIOT BaKyyMHBIM (HIIBT-
pOBaHHEM, YTO IPUBOIUT K HOIy4IeHUIO 258 B BHIE
OyieHO-XKenToro TBepaoro BemectBa (840 wr,
99%), KOTOpOE HCIOJIB3YIOT B CIIEAYIOIIEH peak-
1uu 0e3 JajbHenIeld OYHCTKY.

'H sIMP (DMSO-dg) & 8.61 (c, 2H), 8.27 (x,
J=8.4 T'n, 1H), 7.21 (ymupenuslii cunrier, 1H),
7.74 (nn, J=8.4, 1.5 'y, 1H).

MS (M+H) 425.

[pumep 259. 1-[3-Xnop-5-aurpo-2-(5-Tpu-
(TOopMETHIIOCH30THA30II-2-HIICY b () aHUIT)(eHHIT |
aTaHoH (259).

Ha3BanHOe coequHEHHE MONYYalOT, WCIOJb-
3ysl METOJWKY, NMPUBEICHHYIO B mpumepe 258, wnc-
X0 W3 S-TpUPTOPMETHIOCH30THA30II-2-THOIA
(239) (470 wr, 2,0 mmomb), 1-(2,3-muxmop-5-
Hutpodennn)atanona (248) (466 mr, 2,0 Mmoiib) U
NaH (Aldrich, 60% cycnensuto, 80 mr, 2,0 MMOJIB)
B JIM®A (20 mu). Coenunenue 259 (750 mr, 87%)
MOJTY4alOT B BUJIE JKEITOTO TBEP/IOTO BEIECTBA.

'H SIMP (DMSO-dg) & 8.68 (x, J=2.6 'y, 1H),
8.62 (n, J=2.5 'y, 1H), 8.27 (n, J=8.4 ', 1H), 8.20
(ymmpennsriii cuariet, 1H), 7.74 (o, J=8.5, 1.7 I'n,
1H), 2.65 (c, 3H).
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MS (M+H) 433.

IIpumep 260. 2-(2,6-/Iuxmnop-4-HuTpodheHun-
cynbhannn)oeH30THa30-6-kapooHUTpHI (260).

Ha3BanHoe coeauMHEeHHE NOJIYYalOT, HCIIOJIb-
3y METOJUKY, NPUBEACHHYIO B mpumepe 258, uc-
X0l M3 2-MEepKanTOOCH30THA30/I-0-KapOOHUTPHIIA
(241) (960 wr, 5,0 mmoms), 1,2,3-Tpuxiop-5-
HutpoOensona (Acros, 1,13 r, 5,0 mmons) u NaH
(Aldrich, 60%-as cycniensus, 200 mr, 5,0 MMOJB) B
IM®A (25 mi). Coemumuenne 260 (1,9 1, 99%)
MOJTyYaroT B BUE KEITOTO TBEPAOTO BEIIECTBA.

'H SIMP (DMSO-de) & 8.61 (c, 2H), 8.58 (x,
J=1.8 T'u, 1H), 7.99 (n, J=8.5 I'u, 1H), 7.88 (an, J=
8.5, 1.8 I'u, 1H).

[Ipumep 261. 2-(2-Xnop-4-HUTpOoPEeHMICYITB-
(hann)6eH30THA301-6-KapOOHUTpHI (261).

Ha3BanHoe coeauMHEHHE NOJIYYalOT, HCIIOJIb-
3y METOJUKY, NPUBEACHHYIO B mnpumepe 258, uc-
X0l M3 2-MEepKanTOOCH30THA30/I-6-KapOOHUTpHIIA
(241) (960 wr, 5,0 mmomp), 2-xio0p-1-hTop-4-
HuTpoOensona (Aldrich, 878 mr, 5,0 Mmonbp) u NaH
(Aldrich, 60%-nas cycrensus, 200 mr, 5,0 MMOIIB)
B IM®A (25 mn). Coemunaenue 261 (1,62 T, 93%)
MOJyYaroT B BUE KEITOTO TBEPAOTO BEIIECTBA.

'H SIMP (DMSO-dg) & 8.62 (z, J=1.5 ', 1H),
8.56 (m, J=2.4 Tu, 1H), 8.29 (mm, J=8.6, 2.4 I,
1H), 8.16 (1, J=8.6 I'y, 1H), 8.06 (n, J=8.6 I';, 1H),
791 (an, J=8.5, 1.6 I'n, 1H).

MS (M+H) 348.

[Mpumep 262. 2-(2,6-Auxnop-4-aHurpodeHu-
cyibhaHuT)0eH30THa301-5-KapOoHUTpHII (262).

Ha3BanHoe coeaMHEHHE NOJIYYalOT, WCIIOJIb-
3ysl METOJUKY, NPHUBEJICHHYIO B mpumepe 258, uc-
X0 M3 2-MepKanTOOCH30THA30-5-KapOOHUTPHIIA
(243) (960 wr, 5,0 mmoms), 1,2,3-Tpuxiop-5-
HuUTpoOen3ona (Acros, 1,13 r, 5,0 mmons) u NaH
(Aldrich, 60%-nas cycmensus, 200 mr, 5,0 MMOIIB)
B JIM®A (25 mm). Coegunenne 262 (1,9 r, 99%)
MOJTy4aroT B BUE XKEITOTO TBEPAOTO BEIIECTRA.

'H SIMP (DMSO-ds) & 8.62 (c, 2H), 8.38 (x,
J=1.2 T'u, 1H), 8.24 (n, J=8.4 I'u, 1H), 7.88 (an, J=
8.4, 1.5, 1H).

Ipumep 263. 2-(2-Xiop-4-HUTPOPECHUIICYIIb-
(hanmn)0eH30THa30I-5-KapOoHuTpUi (263).

Ha3BanHoe coeauMHEHHE NOIYYalOT, HCIIOJIb-
3ysl METOJUKY, NPUBEICHHYIO B mpumepe 258, uc-
X0 M3 2-MepKanTOOCH30THA30-5-KapOOHHUTPHIIA
(243) (960 wr, 5,0 mmoms), 2-xi0p-1-hTop-4-
HUTpoOen3ona (Aldrich, 878 mr, 5,0 Mmmoxns) 1 NaH
(Aldrich, 60%-nas cycmensus, 200 mr, 5,0 MMOIIB)
B IM®A (25 mn). Coemunaenue 263 (1,60 T, 92%)
MOJTyYaroT B BUE XKEITOTO TBEPAOTO BEIIECTRA.

'H SIMP (400 MI', DMSO-d) & 8.56 (1, J=
24 TI'u, 1H), 8.49 (x, J=1.2 I'u, 1H), 8.29 (m, J=8.4
I'm, 1H), 8.29 (nm, J=8.7, 2.5 I'y, 1H), 8.12 (m, J=
8.7 T'u, 1H), 7.85 (ax, J=8.5, 15 I'u, 1H).

MS (M+H) 348.

Ipumep 264. 1-[3-Xnop-2-(5-meTUIIOCH30-
THA30JI-2-WICYJIb(aHnII)-5-HUTPOEHNIT |3 TAaHOH
(264).
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HazBanHoe coequHEHHE MOJYYalOT, HCIOJb-
3ys MeTOAWKy mpumepa 258, wucxoms w3 5-
Metuinbenzoruaszon-2-tnona (245) (1,90 r, 10,5
MMOJIb), 1-(2,3-muxsop-5-HUTpoheHnI )3 TaHOHA
(248) (2,45 1, 10,5 mmonb) u NaH (Aldrich, 60%-
Has cycrnensus, 420 mr, 10,5 mmons) B IM®DA (20
mi). Coenunenue 264 (3,87 r, 98%) momyyaroT B
BHJIC JKEIITOTO TBEPAOTO BEIICCTBA.

'H SIMP (400 MI', DMSO-dg) & 8.65 (1, J=
2.3 I'u, 1H), 8.58 (1, J=2.5 I'u, 1H), 7.87 (m, J=8.3
I'a, 1H), 7.67 (ymmpennstit cunrnet, 1H), 7.24 (an,
J=28.2,1.5Tu, 1H), 2.65 (c, 3H), 2.41 (c, 3H).

MS (M+H) 379.

IIpumepsr 265-276. BoccTaHoBieHHe coequ-
HEHHH, MpuBeIeHHBIX B Tab. 30, Mo3BOJIAET MOTy-
4aTh COSAMHEHHUS, IPUBEICHHbIC B Ta0JI. 31.

Tabnuna 31

Tab6n. 31 wWUTIOCTPUPYET CTPYKTYPHI COEIM-

HEHUMH, TOTy4eHHBIX 110 puMepam 265-276.

H,

g

X S
# X Y v w Buixon
265 H Cl Cl COMe 83%
266 H CF; Cl H 97%
267 H COMe Ci H 96%
268 H COMe Cl Cl 93%
269 H Cl H OMe 100%
270 H CF; Cl Cl 96%
271 H CF; Q1 COMe 100%
272 CN H Cl Cl 98%
273 CN H Cl H 93%
274 H CN Q Cl 80%
275 H CN (i H 93%
276 H Me Cl COMe 68%

Ipumep 265. 1-[5-Amuno-3-xm0p-2-(5-x110p-
OeH30THa301-2-1iICyIb(hanm)eHu |3TaHoH (265).

K 0,14M pacrBopy 1-[3-xmmop-2-(5-xmop-
OEH30THA30I-2-WICYTh(aHM )-5-HUTpOoPeHMI |3 Ta-
HoHa (251) (4,08 r 10,26 Mmmomp) B 221 pacTtBOpE
9TaHOJa, MOJy4eHHOro u3 3ojotoro mmra (gold
shield), TT'®, nonyyennoro ot Aldrich, H,O, no-
6asnsaror NH," CI, monmyuennsiit or Aldrich, (2,74
r, 51,29 mMmons), 3aTtem gobOaBisitoT Jkene3o(0) B
BUje mopomka, noiaydeHsHoro ot Aldrich (2,86 r,
51,29 mmMonb). TlonyueHHBIH pacTBOpP HarpeBaroT
IIPY KUIIEHUH ¢ 00paTHBIM XOJIOMIILHUKOM B Teyde-
Hue 2,5 4 npu 3HepruyHoM nepememunsanun TCX,
U Macc-CIEKTPAIBHBII aHAIN3 TOKa3bIBAaeT HaHU-
Y€ NCXOJHOTO MPOIYKTa ¥ MPOMEKYTOYHOTO THI-
POKCHIIaMHHA, [TOTOMY AOTOJHHUTEIBHO IO 5 3KB.
kak NH, CI, tak n TIOPOIIIKA JKeJle3a OBLTH ITocITe-
JIOBAaTENIbHO [100ABICHBI B PEAKIHOHHYIO CMECh,
KOTOPYIO BBIIEPKMBAIOT MPH KHUIITIEHUH C 00part-
HBbIM XOJIOAWJIBHUKOM JOIIOJJHUTECJIBbHO B TCUYCHUC
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1,75 u. T'opsiunii pacTBOp (QUIBTPYIOT uepe3 Cioi
LEJMTa U LEJIUT NPOMBIBAIOT OOJIBIINM KOJIHYECT-
BoM OTmianerata. OpraHW4ecKWid CJIoW KOHIIEH-
TPUPYIOT B BAaKyyMe, IIOBTOPHO CYCIIEHIAUPYIOT B
stunauerare (100 mir) 1 NaHCO; (100 mut) m aket-
parupytoT 3 pasa stunanerarom (100 mur). Opranu-
YEeCKHH CJIOW MPOMBIBAIOT IBAXKIbl HACHIILCHHBIM
pactBopom comu (100 wmur), cymar nHam Na,SOy,
KOHLEHTPUPYIOT B BaKyyMe M OUYMILNAIOT KOJOHOY-
HO# xpomarorpacdueit (10-50% stunanerara B rex-
caHe), monyJarmt coenuHerne 265 (3,14 r 83%) B
BHJIE XKEJITOTO TBEPJOTO BELIECTBA.

'H SIMP (DMSO-dg) & 7.95 (1, J=8.6 'y, 1H),
7.89 (m, J=2.0 T'u, 1H), 7.39 (mm, J=8.6, 2.1 I,
1H), 6.95 (#, J=2.4 I'y, 1H), 6.72 (n, J=2.4 I'y, 1H),
6.41 (c, 2H), 2.45 (c, 3H).

MS (M+H) 369.

Ipumep 266. 3-Xiop-4-(5-tpudTopmeruii-
0eH30THa301-2-WwicybhaHmt)peHuamMut (266).

3-Xnop-4-(5-rpudTopmeTninOeH30THA30-2-
wicynbhannit)permnamus (266) nomyyaror (97%)
n3  2-(2-xnop-4-autpodeHusncynbhanmin)-S5-Tpu-
(dropmerninben3oTnazona (252) aHAIOTUYHO TOMY,
Kak omnucaHo B npumepe 90.

'H SIMP (DMSO-dg) & 8.2-8.12 (m, 2H), 7.65
(mm, J=8.5, 1.7 I'y, 1H), 7.52 (7, J=8.5 I'y, 1H), 6.9
(n, J=2.4 T'u, 1H), 6.7 (an, J=8.5, 2.4 T'u, 1H), 6.25
(ymmpenssiit cuariet, 2H).

MS (M-H) 359.

[Mpumep 267. MertunoBslii a¢up 2-(4-amuHO-
2-xnopdeHucynbhannt)0eH30THa30II-5-KapOOHO-
BO# KHCIOTHI (267).

MertmnoBelii  3¢up  2-(4-ammHO-2-XJI0p-
(henmncynb(panm)0eH30THA30I-5-KapOOHOBOI
KHCHOTH (267) momydarot (96%) W3 METHIOBOTO
a¢upa 2-(2-xmop-4-HuTpodeHUICYNb(HaHIIT)0eH30-
THA30JI-5-KapOOHOBOH KHUCIOTH (254) Mo meTomu-
Ke, IpUBeIeHHOH B mpumepe 90.

'H SIMP (DMSO-d¢) & 8.3 (z, J=1.6 Ty, 1H),
8.05 (n, J=8.4 I'u, 1H), 7.88 (nm, J=8.4, 1.6 IL,
1H), 7.55 (#, J=8.5 I'y, 1H), 6.89 (n, J=2.4 I'y, 1H),
6.65 (g, J=8.5,2.4 'y, 1H), 3.9 (c, 3H).

MS (M-H) 349.

[Mpumep 268. MertuioBblii a¢up 2-(4-amuHO-
2,6-nuxnopheHUICYNb(HaHuT)0eH30THA30I-5-Kap-
0OHOBOI KHCIOTHI (268).

MerwmnoBblii  3¢up 2-(4-amuHO-2,6-TUXII0p-
(hermnCyIH(GanmT)0eH30THA30I-5-KapOOHOBOI
KACHOTH (268) momywarot (93%) U3 METHIOBOTO
apupa  2-(2,6-muxiop-4-HUTpoPEeHUICYTH(DaHHI )
0eH30THAa30J1-5-KapOOHOBOW KHUCIOTHI (256) aHaio-
TUYHO TOMY, KaK omrcaHo B mpumepe 90.

'H IMP (DMSO-de) & 8.34 (1, J=1.2 I', 1H),
8.09 (n, J=8.4 I'y, 1H), 7.93 (um, J=8.4, 1.6 IL,
1H), 6.9 (c, 2H), 6.5 (c, 2H), 3.9 (¢, 3H).

MS (M-H) 383.

Ipumep 269. 4-(5-XnopOeH3zoTnazon-2-ui-
cyabhanmi)-3-MeTokcupeHuaamMmut (269).

4-(5-Xnopbenzornaszon-2-uicynshanmn)-3-
MeTokcueHmwiamuH (269) momyuarot (100%) u3 5-
XJI0p-2-(2-MeTokcHu-4-HUTPOHeHUIICYTH(AHIT)
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O0enzornazona (257) mo MeToauKe, MPUBEACHHON B
npumepe 265.

'H SIMP (400 MI'n, DMSO-d¢) & 7.9 (xn,
J=8.5 'y, 1H), 7.85 (#, J=2.0, 1H), 7.34 (nn, J=8.5,
2.0 Ty, 1H), 7.3 (n, J=8.3 I'u, 1H), 6.39 (z, J=2.0
I'u, 1H), 6.29 (na, J=8.3, 2.1 T'u, 1H), 5.93 (c, 2H),
3.7 (c, 3H).

MS (M+H) 323.

Mpumep 270. 3,5-Huxnop-4-(5-tpudTopme-
THJIOEH30THA301-2-MIICYJIb(haHnI)peHUIAMUH
(270).

K pactBopy 2-(2,6-muxmnop-4-aurpodeHui-
cynbsdanmn)-S-Tpudropmermiden3zornazomna (258)
(840 wmr, 1,98 mmonw) B atmnanerare (20 mi) mo-
0aBIIIOT TUrHApaT xyopuaa oigosa (Aldrich, 2,15 T,
9,52 MMOJITB) ¥ TIOJYYCHHYIO CMECh HAarpeBalOT MPH
KUITAYCHUU C 06paTH])IM XOJIOAUJIBHUKOM B TE€YEC-
nue 3 4. [Tocne oxmaxaeHus 10 KOMHATHO# Temrie-
paTypbl K CMeCH J00aBISIOT B H30bITKEe 4N BOIHBII
pactBop NaOH u nonydyeHHyro cMech Hnepemelu-
BaroT B TeueHue 20 mun. CMech QmibTpyrOT Yepes
CJION 1eNHTa W MPOMBIBAIOT dTHianeraTtoM. Opra-
HUYECKUH CIIOM OTHENSIOT, NMPOMBIBAIOT ABAXKIIbI
HACBHIIIIEHHBIM PAacTBOPOM COJIH, cymat Hag Na,SOy
1 KOHIEHTPUPYIOT MO BaKyyMOM, IIOJy4arOT CO-
equaenne 270 (755 wmr, 96%) B Buae OnemHO-
JKENTOr0 TBEPAOTO BEIIECTBA, KOTOPOE HCIOIB3YIOT
B CJICIYIOUIMX PEAKIUIX 0€3 NaTbHEHINeH OUUCTKH.

'H SIMP (DMSO-ds) & 8.20-8.15 (m, 2H),
7.66 (nn, J=8.4, 1.7 I'u, 1H), 6.88 (c, 2H), 6.50 (c,
2H).

MS (M+H) 395.

Mpumep 271. 1-[5-Amuno-3-xnop-2-(5-tpu-
¢dTopMeTnIIOeH30THA30I-2-MIICYNb(haHNT)heHNI |
ataHoH (271).

HasBaHHOE coenWHEHHE ITOyYalOT, HCIIONb-
3ysl METOJWKY, MpHUBEICHHYI0 B mpumepe 270, nc-
xonsd u3 1-[3-xmop-5-HuTpo-2-(5-Tpudropmern-
0eH30THa301-2-1ICyIb(haHu1)EeHUI | TaHOHA
(259) (750 wmr, 1,67 MMonb), mUrHApaTa XJIOPHUIA
osoBa (Aldrich, 1,89 r, 8,37 mmoins). CoenuHeHue
271 (755 wmr, 100%) mosryyaroT B BUAE JKEITOBATO-
IO TBEPJOrO BELIECTBA.

'H SIMP (DMSO-de) & 8.20-8.13 (M 2H), 7.66
(nm, J=8.4, 1.0 I'u, 1H), 6.96 (x, J=2.4 T'u, 1H),
6.75 (n, J=2.4 T'n, 1H), 6.43 (c, 2H), 2.48 (c, 3H).

MS (M+H) 403.

Ipmmep 272. 2-(4-Amuno-2,6-muxnopderu-
Cynb(haHuT)0eH30THA30I-0-KapOOHUTPHI (272).

HasBaHHOE coenWHEHHE IOyYalOT, MCIIONb-
3ysl METOJWKY, NMpHUBEACHHYI0 B mpumepe 270, nc-
xoas u3 2-(2,6-nauxiop-4-HuTpodeHuIICyIb(PaHuI)
O6enzornazon-6-kapbonurpuna (260) (1,9 r, 4,97
MMOJIb), TUruapaTa xjaopuga ojosa (Aldrich, 5,62
r, 24,9 mmons). Coegunenue 272 (1,72 r, 98%)
MOJIY4alOT B BHJE XKEJITOBATOIO TBEPIOTO BEILECT-
Ba.

'H SIMP (400 MI'n, DMSO-d¢) & 8.48 (x,
J=1.5Tn, 1H), 7.97 (n, J=8.7 I', 1H), 7.86 (ux, J=
8.5, 1.7 I'u, 1H), 6.88 (c, 2H), 6.53 (c, 2H).

MS (M+H) 352.
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IIpumep 273. 2-(4-AmmuHO-2-x1m0pdHeHunI-
cynbhannn)0eH30THa30-6-kapooHUTpIII (273).

Ha3BanHoe coeaMHEHHE MOTYYaroT, HUCIIOJIb-
3y METOJUKY, MpUBEACHHYIO B npumepe 270, uc-
xoas w3 2-(2-xnop-4-HutpodeHusncynbhanu)
Oen3oruazon-6-kapbonutpmia (261) (1,6 r, 4,6
MMOJIB), TUruapara xiopuna onosa (Aldrich, 5,21
r, 23,1 mmonb). Coemmuenune 273 (1,36 T, 93%)
MOJIYy4YaloT B BHJE KEJITOBATOIO TBEPJOIO BEIECT-
Ba.

MS (M+H) 318.

[Ipumep 274. 2-(4-AmuHO-2,6-1uxnopheHun-
cynbhanmn)0eH30THa30I-5-KapOooHUTPHI (274).

Ha3BanHOe coeaMHEHHE MOTY4YaroT, HUCIIOJIb-
3y METOJUKY, NMpUBEACHHYIO B mpumepe 270, uc-
xoas u3 2-(2,6-auxnop-4-HuTpodeHucynbhanu)
6enzoruazon-S-kapbonutpuna (262) (1,9 r, 4,97
MMOJIB), TUruapata xjuopuna ojosa (Aldrich, 5,62
r, 24,9 mmoins). Coenunenue 274 (1,40 1, 80%)
MOJIYy4YaloT B BHJE XKEITOBATOIO TBEPJOIO BEIECT-
Ba.

'H SIMP (DMSO-dg) & 8.35 (n, J=1.4 I'ny, 1H),
8.16 (m, J=8.5 T'm, 1H), 7.73 (mm, J=8.4, 1.5 T,
1H), 6.88 (c, 2H), 6.50 (c, 2H).

MS (M+H) 352.

[Ipumep 275. 2-(4-AMuHO-2-XT0pPEHUICYITB-
(hanm)6eH30THA30-5-KapOoHUTpHI (275).

Ha3BaHHoe coeauMHEHHE NOJYYalOT, HCIIOJIb-
3y METOJUKY, MpUBEACHHYIO B npumepe 270, uc-
xoas w3 2-(2-xnop-4-HutpodeHusncynbhanu)
6enzoruason-5-kapbonutpuna (263) (1,59 r, 4,58
MMOJIB), Uruaparta xjuopuna oiosa (Aldrich, 5,18
r, 22,9 mmonb). Coemuuenue 275 (1,35 1, 93%)
MOJTY4YaloT B BHE KEITOBATOIO TBEPJOTIO BEIECT-
Ba.

'H IMP (DMSO-de) & 8.32 (1, J=1.4 I'ny, 1H),
8.13 (m, J=8.1 T'm, 1H), 7.71 (mm, J=8.3, 1.5 T,
1H), 7.54 (#, J=8.5 I'y, 1H), 6.88 (n, J=2.4 I'y, 1H),
6.65 (nn, J=8.4,2.4 'y, 1H).

MS (M+H) 318.

IIpumep  276.  1-[5-Amuno-3-x710p-2-(5-
METHIIOCH30THA30I-2-WICY Ib(haHm)HeHu1 |3 TaHOH
(276).

K pactBopy 1-[3-xm0p-5-HUTpO-2-(5-METHI-
6eH30THa30I-2-1icysbhann)peHn |3 TaHOH
(264) (3,87 r, 10,2 mmous) B cmecn 2:2:1 ara-
HON/TT®/H,O nobasnstor xmopua ammonus (Al-
drich 2,74 r, 51,2 MMoip) 1 TIOpOIIOK >kere3a (Al-
drich, 2,87 r, 5,12 mmons). CMech KHIATAT C 00-
paTHBIM XOJIOAWIBHUKOM B TeueHue 3 4. ['opsadyro
cMech QUIBTPYIOT Yepes CIIOH 1IeNNTa, IPOMBIBAIOT
cior menuta stuianeraroM. OunsTpar paszbanis-
10T HACBIIIEHHBIM BOAHBIM pacTBopoM NaHCO; u
SKCTParupyooT TPIKAbl dTHiaaneratoM (150 mm).
Opranuueckue cJiou OOBEAMHSIOT, TPOMBIBAIOT
JIBaK/Ibl HACBIIIEHHBIM pacTBOpoM conu (100 mi),
cymar Hag Na,SO, U KOHLEHTPUPYIOT HOJ Bakyy-
MoM. TexHHuUeckoe TBEpAOE BEIIECTBO XPOMATO-
rpadupytot (0-15% sTrnanerara B AUXIOpMETaHE),
BBIXo# 2,42 1 (68%) coenuneHus 276 B Buae Oyen-
HO-)KEJITOr0 TBEPAOTO BEILECTBA.
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'H AMP (DMSO-dg) & 8.10 (z1, J=8.1 'y, 1H),
7.62 (m, J=1.1 T'm, 1H), 7.16 (mm, J=8.1, 1.2 T'm,
1H), 6.94 (1, J=2.4 I'u, 1H), 6.69 (x, J=2.5 ', 1H),
6.38 (¢, 2H), 2.46 (c, 3H), 2.40 (c, 3H).

MS (M+H) 349.

ITpumepsr 277-307. CoenuHeHus, IpUBEACH-
HbIe B Ta0J. 32, MOAYYarT MyTeM CYJIb(MOHUINPO-
BaHUS TPOW3BOJHBIX AHWIMHA, NPUBCACHHBIX B
Tabn. 31, Mo MeToAMKe, MPEACTABICHHON B IIpUMe-
pe 277, ecnu HE OTOBOPEHO JPYrOE.

Tab6muma 32
3 Cl
aff
w ¢
D
cad
% Y
X

Tpumep

# C P V W X Y MSMH Buxon
277 CF3 H COMe C1 H Ct 609 72%
278 CI W COMe CiI ,H CI 575 39%
279 Cl McCOMe Ct H Cl 589 %
280 CC H H C H CFR 567 68%
281 C/, H H C H CKH 60l 70%
282 CC H H Cl HCOMe 557 68%
283 C H C O HCOMe 557 68%
284 CFh, H H CICONH, H 57 14%
285 CF, H Cl CICONH, H 610 55%
286 CF; H H CI'CNH H 601 67%
287 CF;, H Cl CICNH H 635 65%
288 CF, H H OMe H ¢ 563 2%
289 c H Ca ¢ H CF 601 61%
290 Ck, H € C H CFh 635 76%
291 C HCOMe C H CF 609 32%
292 CF, HCOMe Ci H CF 643 29%
293 CC H € C CN H 558 71%
294 C/, H C € CN H 59 83%
295 cO H H C CN H 524 8%
296 CF, H H C CN H 558 64%
297 C H ¢ C H - CN 558 66%
298 CF, H C C H CN 592 2%
299 ¢ H H ¢ H CN 524 58%
300 CF, H H C H CN 558 58%
301 G H € ¢ HCNH 601 7%
302 CF, H C € HCNH 635 82%
303 C H C Cl  HCONH, 601 1%
304 C H H C HCNH 567 8%
308 CFs H H Cl HCNH 601 83%
306 CF, H COMe Cl H  Me 589 3%
307 Cl MeCOMe CI H  Me 569 74%

Mpumep 277. N-[3-Anermn-5-xmnop-4-(5-

XIIOpOCH30THA30I-2-WICYTb(haHIT ) PeHMI |-2-XITI0P-
4-tpudropmerundenzoncyiabponamun (277).

K IM pactBopy 1-[5-amuHO-3-x70p-2-(5-
XJI0pOeH30THA30J1-2-WiCybhanmn ) heHus [3TaHoHa
(265) (4,12 1, 11,19 MmMoub) B IHPUANHE, MTOTY4EH-
HOM n3  Aldrich, nobapnsitor  2-x510p-4-
TpudTopMeTIIIOeH30ICYIbGoHMT Xaopun (3,75 T,
13,43 mMmoib) n HarpesatoT 10 90°C B Teuenue 1,5
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4. ChIpyI0 pPEakIHMOHHYIO CMECh KOHIIEHTPHUPYIOT
MIOJT BAKyyMOM, PacrpeiessiioT Mexxy 2M BOaHOM
HCI (100 mi) u strnanerarom (100 mur) u sKcTpa-
rupyrotT 3 pasza stwianeratoM (100 min). O6benu-
HEHHBIE OPraHMYECKHE CJIOU MPOMBIBAIOT JBAXKIbI
HaChIIEHHBIM pacTBopoM coiu (100 mur), cymar
Haa Na,SO,, KOHIEHTPUPYIOT HO0J BaKyyMOM, YHC-
TAT KOJIOHOYHOW xpomatorpadueii (0-5% Et,O B
CH,Cl,) u pactupator co cmecsto CH,Cly/rekcan ¢
nmobasnenuem 0,5 M MeOH, mony9aroT coeanHe-
Hue 277 (4,9 r, 72%) B BUzIe rpa3HO-0€10TO TBEP-
JIOTO BEIIIECTBA.

'H SIMP (400 MI'u, DMSO-dg) & 11.9 (c,
1H), 8.43 (n, J=8.2 I'u, 1H), 8.23 (¢, 1H), 8.01
(ymmpenssiit 1, J=7.2 I'n, 1H), 7.95 (g, J=8.6 I'm,
1H), 7.9 (n, J=2.1 I'u, 1H), 7.48 (a, J=2.4 I'y, 1H),
742 (nn, J=8.6, 2.1 T'u, 1H), 7.31 (n, J=2.4 I'y,
1H), 2.45 (c, 3H).

MS (EI): m/z 609 (38, M-H), 610 (10, M-H),
611 (50, M-H), 612 (12, M-H), 613 (20, M-H), 614
(5, M-H), 615(3, M-H).

Mpumep 278.  N-[3-Anerun-5-xmop-4-(5-
XJIIOpOEH30THA30-2-wiICcynbhaHmn)perni]-2,4-
nmuxiopOen3oncyiabponamus (278).

ITo meToauKe, mpuBeaeHHOW B IprMepe 93.

'H SIMP (DMSO-ds) & 11.8 (c, 1H), 8.24 (n,
J=8.6 I'y, 1H), 8.1-7.95 (m, 2H), 7.91 (x, J=2.0 I'ny,
1H), 7.71 (am, J=8.6, 2.1 I'y, 1H), 7.45 (m, J=2.4
I'u, 1H), 7.42 (an, J=8.6, 2.1 I'y, 1H), 7.29 (u, J=
2.4 T'u, 1H), 2.45 (c, 3H).

MS (M-H) 575.

IIpumep 279. N-[3-Auermi-5-xnop-4-(5-
xJtopOeH30THaz0i-2-micyibhanun)henn]-2,4-
JIxJiop-5-metunoenzoncynshonamu (279).

'H SIMP (DMSO-d¢) & 11.8 (c, 1H), 8.3 (c,
1H), 7.98 (x, J=8.6 I'u, 1H), 7.93-7.9 (M, 2H), 7.46
(m, J=2.4 I'u, 1H), 7.42 (am, J=8.6, 2.1 I'n, 1H), 7.3
(n,J=2.4Tn, IH), 2.45 (c, 3H), 2.4 (c, 3H).

MS (M-H) 589.

IIpumep 280. 2,4-Huxnop-N-[3-xmop-4-(5-
TpUuTOPMETUIIOCH30THAZ0I-2-UIICY b (AHMIT)
(henmn]0enzoncynpponamus (280).

'H SIMP (400 MI'u, DMSO-dg) & 11.6 (c,
1H), 8.23-8.16 (M, 3H), 7.96 (ymMpeHHBIH CUHIIIET,
1H), 7.88 (ymmpennsiit a, J=8.6 I'u, 1H), 7.75-7.67
(M, 2H), 7.4 (ymmpennsni cunrier, 1H), 7.23
(ymmpenssii 1, J=10.7 I'n, 1H).

MS (M-H) 567.

[pumep 281. 2-Xmop-N-[3-xmop-4-(5-Tpu-
(hropmeTniOeH30THA30I-2-IIICYIb(QaHmT ) HeHMT |-
4-tpudropmeTrndeH30ncyIbPoHamMuL (281).

'H SIMP (400 MI'u, DMSO-ds) & 11.8 (c,
1H), 8.4 (n, J=8.3 T'm, 1H), 8.23 (ymmpeHHBIH
cunrnet, 1H), 7.98-7.94 (M, 2H), 8.03 (ymmpeHHbIH
I, J=8.4 I'n, 1H), 7.9 (n, J=8.6 'y, 1H), 7.69 (ymmu-
pennsiii a, J=10.1 I'n, 1H), 7.44 (n, J=2.4 T'u, 1H),
7.25 (an, J=8.5,2.4 'y, 1H).

MS (M-H) 601.

Ipumep 282. MetuoBblit 3¢up 2-[2-xmop-4-
(2,4-mnxnop6eH301CcyTL(HOHIIAMUHO ) pEHIIICYJTb-
(harmT |0eH30THA30II-5-KapOOHOBOW KUCIIOTHI (282).
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'H IMP (DMSO-dg) & 11.5 (c, 1H), 8.32 (x,
J=1.5 T'u, 1H), 8.19 (u, J=8.6 T'u, 1H), 8.08 (u, J=
8.4 I'u, 1H), 7.96 (un, J=2.0 T'u, 1H), 7.92 (an, J=
9.1, 1.6 T'u, 1H), 7.88 (n, J=8.6 I'n, 1H), 7.73 (un,
J=8.6,2.1 I'ny, 1H), 7.4 (n, J=2.2 T'n, 1H), 7.22 (an,
J=8.2,2.0 I'u, 1H), 3.9 (c, 3H).

MS (M-H) 557.

pumep 283. MermnoBeid 3dup 2-[2,6-
Jxy0op-4-(2,4-nnxnop6eH305cyb(hOHIIAMIHO)
(denmCcyIpQaHmI |0CH30THA30I-5-KapOOHOBast  KH-
cnora (283).

ITo meTouKe, MpUBEICHHOH B ipuMepe 93.

'H SIMP (DMSO-dg) & 11.9 (c, 1H), 8.32 (x,
J=0.9 I'y, 1H), 8-22 (&, J=8.6 I'y, 1 H), 8.09 (z, J=
8.4 I'u, 1H), 8.0 (1, J=1.9 I'y, 1H), 7.92 (an. J=8.4,
1.6 I'n, 1H), 7.75 (an, J=8.6, 2.1 I'y, 1H), 7.4 (c,
2H), 3.9 (c, 3H).

MS (M-H) 591.

[Ipumep 284. Amupa 2-[2-xnop-4-(2-xmnop-4-
TpuTOpMETHIOSH30IICYITb()OHMITAMUHO ) hEHMIT-
cynb(haHuI |0EH30THA30JI-6-KapOOHOBOH  KHCIIOTHI
(284).

Awmun 2-[2-xnop-4-(2-xyop-4-Tpudropmeru-
0eH30IICy T () OHIITAMUHO ) (D eHIIICY b (PaHmIT |6eH30-
THA30JI-0-KapOOHOBOH KHCIOTH (284) moydaroT
(14%) w3  2-xmop-N-[3-xm0p-4-(6-11anoOeH30-
THA30J1-2-1iCybhannn)peHu |-4-Tpudropme -
6enzoncynshoramuaa (296) mo MeToaMKe, MpUBE-
neHHoi B mpumepe 303.

'H sIMP (DMSO-dg) & 11.8 (c, 1H), 8.42 (x,
J=13 I'u, 1H), 8.38 (1, J=8.5 I'y, 1H), 8.21 (ymm-
pennsbiit cunrnet, 1H), 8.05-7.99 (m, 2H), 7.94 (an,
J=8.6, 1.5 I'n, 1H), 7.89-7.83 (m, 2H), 7.45 (c, 1H),
7.42 (n, J=1.9 T'n, 1H). 7.24 (nm, J=8.5, 2.1 T'my,
1H).

MS (M-H) 576.

IIpmmep 285.

Avugn  2-[2,6-guxmop-4-(2-xmop-4-tpudrop-
METHIIOCH30JICY T () OHIITAMUHO ) (D eHIIICYTh(PAHIUI |
0eH30THAa3071-6-KapOOHOBOK KHUCTIOTHI (285).

Amvun  2-[2,6-nguxiop-4-(2-xmop-4-tpudrop-
METWIOEH30JICYTb(HOHMIAMHHO)(eHUIICYTb(haHMII-
aMu1|0eH30THA30I-6-KapOOHOBOM KUCIIOTHI (285)
monyyaroT (55%) u3 2-xsop-N-[3,5-auxsop-4-(6-
UaHOOEH30THA30I-2-WiICyibhaHun )peHun|-4-Tpu-
¢dropmernndenzoncynsponamuaa (294) mo mero-
JIMKe, puBeneHHoH B mpumepe 303.

'H SIMP (DMSO-d¢) & 12.0 (ymmpeHubiii
cunrier, 1H), 8.48-8.4 (m, 2H), 8.23 (ymmpeHHBIiH
cunriner, 1H), 8.05-8.0 (M, 2H), 7.95 (a1, J=8.5, 1.7
I'n, 1H), 7.85 (g, J=8.5 I'u, 1H), 7.48 (c, 1H), 7.4
(c, 2H).

MS (M-H) 610.

ITIpumep 286. 2-Xmop-N-{3-xmop-4-[6-(1H-
TeTpa3o-S5-mi)0eH30THa301-2-uicybhanu | pe-
HUI } -4-TpuTOpMETHIOCH30JICYIb(POHAMI.

2-Xnop-N-{3-xnop-4-[6-(1H-teTpazon-5-w)
6eH30THaz0u-2-uicynbhanui|penun } -4-tpudTop-
MeTmIoeH30cymphoraMua (286) mony4ator (67%)
n3  2-xnop-N-[3-xmn0p-4-(6-1naHo6eH30THa30II-2-
wicynbhaHmn)pernn |-4-TpuTopMeTIIOCH30I-
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cynspoHamuaa (296) mo MeToauKe, MPUBEICHHON B
mpumepe 301.

'H SIMP (DMSO-ds) & 8.62 (ymmpeHHbIH
cunrnet, 1H), 8.36 (x, J=8.5 I'n, 1H), 8.19 (ymmu-
pennbiii cunrnet, 1H), 8.08 (1, J=8.1 I'u, 1H), 8.04-
7.95 (m, 2H), 7.84 (1, J=8.6 I'n, 1H), 7.38 (u, J=2.0
I'u, 1H), 7.2 (ax, J=7.9, 1.8 I'u, 1H).

MS (M-H) 601.

pumep 287. 2-Xnop-N-{3,5-nuxmnop-4-[6-
(1H-Terpazosn-5-ui1)0eH30THa30I-2-MICYIb(haHNI |
(henmn } -4-tpuTopMeTHIIOSH30ICY b OHAMEA
(287).

2-X70p-N-{3,5-guxmop-4-[6-(1 H-Terpazon-5-
wi1)0eH30THAa301-2-wicynbdani | herun } -4-tpu-
¢dropmernnbensoncyibdonamuy (287) mnodydaroT
(65%) u3 2-x110p-N-[3,5-quxnop-4-(6-unanobeH3o-
THA30J1-2-1icyibhannn)peHu |-4-Tpud ropmeTu-
oenzoncynbhonamuaa (294) mo MeToauke, MpUBe-
neHHoil B mpumepe 301.

'H SIMP (DMSO-ds) & 8.65 (ymmpeHHbIH
cunrier, 1H), 8.44 (n, J=8.4 I'u, 1H), 8.24 (ymm-
penssrii cuaraer, 1H), 8.09 (x, J=8.6 I'u, 1H), 8.06-
7.98 (m, 2H), 7.4 (ymmmpennsiit cunriet, 2H).

MS (M-H) 635.

[pumep 288. 2-Xmop-N-[4-(5-x0p6en30-
THA30JI-2-WICYIb(aHNIT)-3-MeTOKCUPEHIIT |-4-TpH-
¢dropmernnbensoncynbhonamus (288).

ITo meToauke, mpuBeaeHHOW B ipuMepe 93.

'H SIMP (DMSO-d¢) 8 11.5 (¢, 1H), 8.4 (1, J=
8.3 I'm, 1H), 8.2 (ymmpennsiii cunrier, 1H), 8.01
(n, J=8.3, 1H), 7.89 (n, J=8.5 I'u, 1H), 7.87 (n, J=
2.1 I'ny, 1H), 7.63 (n, J=8.4 I'u, 1H), 7.38 (un, J=
8.6, 2.0 I'u, 1H), 6.96 (x, J=2.0 I', 1H), 6.83 (ux,
J=8.4,2.1 T'u, 1H), 3.8 (c, 3H).

MS (M-H) 563.

IIpumep 289. 2,4-Nuxnop-N-[3,5-nuxiop-4-
(5-TpudTopMeTIIIOCH30THA30-2-HIICYIb(aHWIT)
(henmn |0en3oncyapponamus (289).

'H SIMP (DMSO-dg) & 11.90 (c, 1H), 8.25-
8.15 (M, 3H), 7.98 (1, J=2.0 ', 1H), 7.76-7.67 (M,
2H), 7.38 (c, 2H).

MS (M-H) 601.

IIpumep 290. 2-Xnop-N-[3,5-muxmnop-4-(5-
TpudTOPMETHIOCH30THA30II-2-WICYIb(haHmT ) de-
Hu|-4-TpudropMeTriioeH3ocyabhonamus (290).

'H SIMP (DMSO-dg) & 11.90 (ymmpeHHbI#
cunrier, 1H), 8.43 (n, J=8.4 I'u, 1H), 8.26-8.15 (M,
3H), 8.03 (nn, J=8.4, 1.7 T'u, 1H), 7.68 (an, J=8.6,
1.6 I'u, 1H) 7.40 (c, 2H).

MS (M-H) 635.

[pumep 291. N-[3-Anerun-5-xmop-4-(5-
TpuPTOPMETHIOCH30THA3OII-2 -UIICYITH(DAHIIT )
(henmn|-2,4-muxnopben3oncyiabponamus (291).

'H SIMP (DMSO-dg) & 11.80 (ymmpennbiii
cunrnet, 1H), 8.25 (x, J=8.6 T'u, 1H), 8.22-8.15 (M,
2H), 7.97 (n, J=2.1 I'u, 1H), 7.72 (am, J=8.6, 2.1
I'u, 1H), 7.69 (an, J=8.6, 1.6 I'y, 1H), 7.46 (un, J=
24Tu, 1H), 7.31 (», J=2.4 'y, 1H), 2.47 (c, 3H).

MS (M-H) 609.

IIpumep 292. N-[3-Auermi-5-xnop-4-(5-
TpUPTOPMETUIIOEH30THAZ0-2-UIICY b (AHMIT)

004887

134

¢bennn]-2-xnop-4-TpuGTopMeTUIIOEH30IICY TP OH-
amup (292).

'H IMP (DMSO-d¢) & 11.90 (yumpennbiit
cunrnet, 1H), 8.42 (mn, J=8.1 I'u, 1H), 8.23-8.17 (m,
3H), 8.01 (nnm, J=8.5, 1.4 I'u, 1H), 7.65 (an, J=8.5,
1.5 T'u, 1H), 7.44 (n, J=2.4 T'u, 1H), 7.36 (n, J=2.4
I'u, 1H), 2.48 (c, 3H).

MS (M-H) 643.

IIpumep 293. 2.4-Huxnop-N-[3,5-nuxnop-4-
(6-umanoOeH30THA305-2-MIICYIb(aHuT ) heHMN |
6erzoncynsporamus (293).

'H SIMP (DMSO-dg) & 11.90 (ymmpenmubiii
cunrnet, 1H), 8.49 (a, J=1.1 T'u, 1H), 8.23 (n, J=
8.6 T'u, 1H), 7.97 (1, J=2.0 I'u, 1H), 7.96 (a, J=8.5
I'u, 1H), 7.86 (ox, J=8.5, 1.6 T'u, 1H), 7.74 (un, J=
8.6,2.0 I'u, 1H), 7.38 (c, 2H).

MS (M-H) 558.

[Ipumep 294. 2-Xnop-N-[3,5-nuxnop-4-(6-
UaHOOCH30THA301-2-WICyTbhaHwT)peHn |-4-
TpudTOpMeTIIIOCH30IICYIbGoHAMU (294).

'H IMP (DMSO-d¢) & 11.90 (yumpennbiii
cunrier, 1H), 8.49 (x, J=1.5 T'u, 1H), 8.43 (n, J=
8.1 T'n, 1H), 8.24 (ymmpennsiii cunriaer, 1H), 8.03
(mm, J=8.2, 1.0 I'u, 1H), 7.97 (x, J=8.5 Ty, 1H),
7.87 (nn, J=8.5, 1.7 T'n, 1H), 7.40 (c, 2H).

MS (M-H) 592.

[pmmep 295. 2.4-Huxmnop-N-[3-xmop-4-(6-
MaHo0eH30THa301-2-uicynbhanmi)dennn|0eH-
3oncynbhoramug (295).

'H IMP (DMSO-d¢) & 11.60 (yumpennbiit
cunrnet, 1H), 8.49 (a, J=1.8 I'u, 1H), 8.18 (1, J=
8.6 T', 1H), 8.00-7.94 (m, 2H), 7.90-7.84 (M, 2H),
7.72 (an, J=8.6, 2.0 I'u, 1H), 7.41 (m, J=2.3 Ty,
1H), 7.23 (an, J=8.5, 2.4 'y, 1H).

MS (M-H) 524.

Ipumep 296. 2-Xnop-N-[3-x10p-4-(6-111aHO-
6eH30THa30-2-micynbhanmn)penu |-4-Tpudrop-
Metmiioen3oncynbhonamu (296).

'H SIMP (DMSO-dg) & 11.78 (ymmpeHubiii
cunrner, 1H), 8.48 (ymmupennsiit cunrier, 1H),
8.39 (m, J=8.0 I', 1H), 8.22 (ymmpeHHBII CHHTIET,
1H), 8.02 (ymmpennsiii 1, J=8.4 I'n, 1H), 7.97 (z,
J=8.6 T'u, 1H), 7.90 (n, J=8.6 I'u, 1H), 7.86 (ax,
J=8.5, 1.5 T'u, 1H), 7.43 (n, J=2.3 T'u, 1H), 7.25
(nm, J=8.5, 2.4 I'u, 1H).

MS (M-H) 558.

ITpumep 297.

2,4-JTuxnop-N-[3,5-nuxnop-4-(5-1manooeH-
30THa30J1-2-WICynbhanu)heHn1|6eH30ICy TP OH-
amup (297).

'H SIMP (DMSO-dg) & 11.90 (ymmpenubiii
cunrier, 1H), 8.36 (n, J=1.1 I'u, 1H), 8.23 (u, J=8.5
I'u, 1H), 8.16 (1, J=8.2 I'u, 1H), 7.98 (1, J=2.0 I'L,
1H), 7.77 (nn, J=8.5, 1.5 T'n, 1H), 7.73 (ax, J=8.4,
2.0 T'u, 1H), 7.38 (¢, 2H).

MS (M-H) 558.

IIpumep 298. 2-Xnop-N-[3,5-muxmop-4-(5-
Mano0eH30THa30-2-wicyibhanui)hernn]-4-Tpu-
¢dbropmermnbensoncynbdonamus (298).

'H IMP (DMSO-d¢) & 11.98 (ymmpennsiii
cunrier, 1H), 8.43 (x, J=8.3 ', 1H), 8.35 (n, J=
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1.5 T'u, 1H), 8.23 (yumpennsiii cuarnet, 1H), 8.15
(n, J=8.2 T'u, 1H), 8.03 (mm, J=8.4, 1.0 I', 1H),
7.76 (nm, J=8.4, 1.4 ', 1H), 7.40 (c, 2H).

MS (M-H) 592.

IIpumep 299. 2.,4-Nuxnop-N-(3-xmop-4-(5-
[IUAaHOOEH30THA30JI-2-WICY b aHm )PeHT |OeH-
3oJcyabp(oHamu.

'H SIMP (DMSO-dg) & 11.60 (ymmpenubiii
cunrier, 1H), 8.36 (n, J=1.5 I'u, 1H), 8.18 (n, J=
8.6 T'u, 1H), 8.15 (&, J=8.3 I', 1H), 7.96 (1, J=2.0
I'u, 1H), 7.88 (m, J=8.6 I'n, 1H), 7.75 (nn, J=8.4,
1.5 T'u, 1H), 7.72 (an, J=8.5, 2.0 I'u, 1H), 7.40 (x,
J=2.4Tu, 1H), 7.23 (un, J=8.5, 2.4 I'y, 1H).

MS (M-H) 524.

ITpumep 300. 2-Xnop-N-[3-xsop-4-(5-nnano-
6en3otrazon-2-micynbhannn)penu -4-Tpudrop-
MeTriaoeH3ocyabhonamus (300).

'H SIMP (DMSO-dg) & 11.70 (ymmpeHHbI#
cunrnet, 1H), 8.39 (x, J=8.4 T'u, 1H), 8.35 (a, J=
1.4 I'u, 1H), 8.21 (yumpennsiii cunarier, 1H), 8.13
(1, J=8.4 I'y, 1H), 8.03 (mn, J=8.5, 1.5 I'y, 1H),
7.88 (m, J=8.6 I'y, 1H), 7.75 (mn, J=8.4, 1.6 I'y,
1H), 7.43 (n, J=2.4 T'u, 1H), 7.24 (ux, J=8.5, 2.4
I'u, 1H).

MS (M-H) 558.

[pumep 301. 2,4-Tuxnop-N-{3,5-guxmop-4-
[5-(1H-Tetpa3oun-5-uia)6eH3oTuaszon-2-micybha-
Hit ] hennn } Oenzoncynbponamun (301).

K pactBopy 2,4-muxiop-N-[3,5-quxmnop-4-(5-
[IUAHOOEH30THA30JI-2-WICY b haHm )PeHT |OeH-
3oscynbdonamuaa (297) (250 mr, 0,45 mmorib) B
tonyosie (5 mut) m0oOaBJISIOT a3uJOTPUMETHIICHIIAH
(Aldrich, 0,12 v, 0,90 MMOJIB) U OKCHJ AUOYTHITO-
noBa (Aldrich, 11 mr, 0,045 MMmons). [Tony4ueHHYO
cMmech HarpeBaroT rpu 90°C B Tedenne Houn (15 9).
Jlen nobasmsarotr k 1M BomHOMY pactBopy HCI (50
MJI) ¥ CBIPYIO PEaKIMOHHYIO CMECh IKCTPArHPYIOT
stunaneratoM (3x50 wmur). OpraHmdyeckue CIIOH
OOBEMHSIOT U TIPOMBIBAIOT JIBAXKIBI HACBIIICHHBIM
pactBopom paccoua (100 mu), cymat Hag Na,SO,4
KOHIIEHTPUPYIOT moj BakyymoM. ChvIpoil TBepabIii
nponykr xpomarorpadupyor (20% EtOAc B
CH,Cl,, 3atem 10% MeOH B CH,Cl,), noiyu4ator
209 mr (77%) nponykra B BHIE O€NOro TBEPAOTO
BEILIECTBA.

'H SIMP (DMSO-d) & 8.44 (z, J=1.7 I'n, 1H),
8.21 (n, J=8.6 I', 1H), 8.16 (n, J=8.4 I'y, 1H), 8.01
(nm, J=8.4, 1.7 T'u, 1H), 7.96 (n, J=2.0 T'u, 1H),
7.72 (nm, J=8.6, 2.0 ', 1H), 7.38 (c, 2H).

MS (M-H) 601.

IIpumep 302. 2-Xmop-N-{3,5-nuxmnop-4-[5-
(1H-retpa3osn-5-uia)0eH30Tnazoi-2-uicybhanun|
(hennn } -4-tpuTopmeTHIOSH30ICY b (hOoHAMEI
(302).

Ha3BanHoe coeauHeHHE NOIYYarOT B COOT-
BETCTBUU C METOJUKOW, NMPUBENECHHOW B IpUMEpPE
301.

'H SIMP (DMSO-dy) & 8.44 (1, J=1.5 I'n, 1H),
8.42 (n, J=8.4 I'u, 1H), 8.23 (&, J=1.3 I'y, 1H), 8.15
(m, J=8.4 Tu, 1H), 8.02 (an, J=8.4, 1.4 T'u, 1H),
7.40 (c, 2H).
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MS (M-H) 635.

IIpumep 303. Amug 2-[2,6-nuxiop-4-(2,4-
JUXJIOpOEH30JICy b OHIIAMUHO ) heHnIICy Tb(a-
HUWI|OeH30THA30I1-5-KapOoHOBOM KUCIOTHI (303).

K pactBopy 2,4-auxmnop-N-[3,5-nuxnop-4-(5-
LMaHOOEH30THA301-2-WIICYIbhaHm ) eHMI |
6enszoncynsponamuna (297) (250 mr, 0,45 Mmob)
B Tper-Oyranone (10 mi) nobasmsror KOH (EM
Science IIpoxykrt, 126 mr, 2,25 mMois). [Tonyden-
HYIO CMECh KHILSITAT C OOPATHBIM XOJOAMIBHUKOM B
TeueHHe 1 4. 3areM OXJaXXIaroT JO0 KOMHATHOM
TeMmepaTypsl, no0aBmsror 1M BOAHBIN pacTBOp
HCI (50 mi) 1 mOITy4eHHYI0 PEeakIHOHHYIO CMECh
IKcTparupyroT s3tmianeraroMm (3x50 mi). Opranu-
YECKUEC CJIon 06’])6[[I/IH5HOT, IMPOMBIBAIOT ABAXKbI
HaCBIIEHHBIM pacTBopoM paccoia (100 mur), cymat
Hag Na,SO, ¥ KOHIEHTPUPYIOT TMOJ BaKyyMOM.
Heounmiensslii TBepablil MPOIYKT XpomaTorpadu-
pyrot (20% EtOAc B CH,Cl,, 3arem 10% CH;OH B
CH,Cl1,), noxyuaror 207 mr (80%) coenuHeHHS
303 B Buze 6e70ro TBEpAOTo BEIIECTBA.

'H SIMP (DMSO-dg) & 11.80 (c, 1H), 8.33
(ymmpenssrii cuariet, 1H), 8.22 (o, J=8.5, 1.9 I'n,
1H), 8.08 (ymupennsrii cunrner, 1H), 8.03-7.96 (m,
2H), 7.85 (m, 1H), 7.74 (m, 1H), 7.47 (ymmpeHHBIHA
cunrnert, 1H), 7.38 (¢, 2H).

MS (M-H) 578.

IMpumep 304. 2,4-IMuxmnop-N-{3-x10p-4-[5-
(1H-teTpa3on-5-ui)0eH30THAa30II-2-WICYIb(haHm |
(benwn }oenzoncynbhonamu (304).

Has3BanHoe coequHeHHE NONYdYalOT B COOT-
BETCTBHH C METOJIWKOH, MPHUBEICHHOW B MpHMEpE
301.

'H SIMP (DMSO-d¢) & 8.44 (x, J=1.5 I'n, 1H),
8.17 (n, J=8.6 'y, 1H), 8.14 (n, J=8.4 T'y, 1H), 8.01
(nm, J=8.4, 1.6 Ty 1H), 7.95 (n, J=2.1 ', 1H), 7.87
(o, J=8.6 I'u, 1H), 7.71 (mm, J=8.6, 2.1 I'n, 1H),
7.39 (m, J=2.4 Tu, 1H), 7.21 (nm, J=8.6, 2.4 Ty,
1H).

MS (M-H) 567.

IMpumep 305. 2-Xmop-N-{3-xmop-4-[5-(1H-
TETPa30JI-5-1i1)0eH30THA30II-2-WICYIbhanui | he-
Hu } -4-tpudropmermndensoncyabponamus (305).

HasBanHoe coequHeHHE NONYdYalOT B COOT-
BETCTBHH C METOJWKOH, MPHUBEICHHOW B MpHMEpE
301.

'H SIMP (DMSO-d) & 8.43 (z, J=1.5 I'n, 1H),
8.36 (1, J=8.4 T'y 1H), 8.17 (1, J=1.4 T'u 1H), 8.12
(n, J=8.4 T'u, 1H), 8.03-7.96 (m, 2H), 7.85 (u, J=8.6
I'u, 1H), 7.40 (g, J=2.4 Tu, 1H), 7.20 (uxn, J=8.6,

2.4 T'u, 1H).
MS (M-H) 601.
IIpumep 306.  N-[3-Anerwmi-5-xmop-4-(5-

METHIIOCH30THA301-2-WICYTbGaHwwT ) PeHM |-2-
xyop-4-tpudropmerrinoeH3oncybhonamu (306).

'H IMP (DMSO-d¢) & 11.90 (yumpennsiii
cunrnert, 1H), 8.43 (n, J=8.1 I'u, 1H), 8.23 (n, J=1.2
I'u, 1H), 8.01 (mx, J=8.4, 1.1 T', 1H), 7.78 (1, J=
8.2 T'y, 1H), 7.62 (¢, 1H), 7.46 (x, J=2.4 T'u, 1H),
7.29 (n, J=2.4 T'u, 1H), 7.19 (mn, J=8.5, 1.2 Iy,
1H), 2.47 (c, 3H), 2 40 (c, 3H).



137

MS (M-H) 589.

IIpumep 307. N-[3-Auerwmi-5-xmop-4-(5-
METHIIOEH30THA30-2-WICyIbbanni)penun]-2,4-
JuxJop-S-meTuinoensoncyashonamus (307).

'H SIMP (DMSO-dg) & 11.70 (ymmpeHHbI#
cunrier, 1H), 8.28 (¢, 1H), 7.92 (¢, 1H), 7.80 (x, J=
8.1 I'u, 1H), 7.64 (c, 1H), 7.45 (n, J=2.3 T'u, 1H),
7.29 (o, J=2.3 I'y, 1H), 7.19 (mn, J=8.2, 1.5 I'y,
1H), 2.48-2.38 (m, 9H).

MS (M-H) 569.

[pumep 308. 3-T'mapokcu-6-MeTHIXHHOINH
(308).

PactBop 3-ammuuO-6-MeTmixuHONMMHA [(1,21 T,
7,65 MMOIB), MONYYCHHBIH B COOTBETCTBHH C J.
Chem. Soc. 2024-2027 (1948) Morley, J. S.; Simp-
son, J. C. E.] B 6N H,SO,4 (25 M) oxnaxmaroT B
nensiHOM OaHe, 100aBysIIOT K pactBopy NaNO, (560
Mr, 8,10 Mmounb) B Bojie (2 M) U NIepEeMEIINBaIOT B
teuenne 30 muH npu 0°C. OtaensHo 5% H,SO4
KUISITAT ¢ OOpaTHBIM XOJIOAWIBHUKOM M K 3TOMY
KUISIIEMY pacTBOPY J00aBISIOT MOJIYyYEHHYIO
BBIIIE JMa30peakluoHHyr0 cMech. Cnycta 30 MuH
PEAKIMOHHYI0 CMECh OXJIAXIAIOT IO KOMHATHOW
TemnepaTypsl u HeWrpamm3yor 6N NaOH. Ilomy-
YEHHBIH HEpPaCTBOPUBIIMHCA NPOLYKT COOHMPArOT
(unpTpoBaHUEM. DTO TBEPIIOE BEIIECTBO MEPEKPH-
craymzoBbiBatoT 13 CHCl3/AcOEt, mnosaydaror
npoaykr (308) (348 mr, 29%).

'H SIMP (300 MI'u, DMSO-dg) & 7.34 (1H,
nn, J=1.9, 8.6 T'm), 7.42 (1H, n, J=2.8 T'm), 7.55
(1H, ¢), 7.79 (1H, n, J=8.6 '), 8.50 (1H, 0, J=2.8
I').

Mpumep 309. 3-(2,6-Auxnop-4-HuTpoheHOK-
cn)-6-meTunxuHosuH (309).

K pactBopy 3-ruapokcu-6-MeTHIXHHOIHHA
(308) (348 wmr, 2,19 mmons) B IM®DA (3,5 mur) no-
6asmstror B onuH npueM NaH (60% cycnensuio B
Mmacie, 90 mr, 2,25 MMOJIb) TIpU KOMHATHOH TeMIIe-
parype. Cmoycts 5 w™uH pgobasmsior  3.4,5-
TpuxsIopHUTpoOeH30a (509 wmr, 2,25 MMoab) B
JAM®A (2 mi1) B peaklMOHHYIO CMECh HarpeBaroT
npu 50°C npu nepememnBaHuy B Tedyenue 2 4. Ilo-
clle OXJIXK/IEHHs 10 KOMHATHOH TemIepaTypbl K
peaKuMOHHOM CMecH A00aBIISIIOT BOLY CO JIBJIOM,
3areM noakucisioT 2N HCl u nBakapl 3kcTparu-
pytoT AcOEt. Opranuueckuil cioil TPOMBIBAIOT
HACBHIIIEHHBIM PAcTBOPOM paccolia, Cymar HaJ 0e3-
BomHEIM MgSO, ¥ KOHIEHTpHpYIOT. Heouumen-
HBbI OCTAaTOK MOABEPralOT KOJOHOYHOW XpOMAaTo-
rpaduu (rexcan/AcOEt=4/1, 80 r cuiukarens), mo-
nmy4arot coeguaenue 309 (510 mr, 67%).

'H IMP (300 MI'uy, DMSO-d¢) & 7.52-7.57
(2H, m), 7.61 (1H, c), 7.94 (1H, n, J=8.6 I'm), 8.63
(2H, ¢), 8.86 (1H, 1, J=2.9 T'n).

Mpumep 310. 3-(2,6-Auxiop-4-uutpode-
HOKCH)XHHOJMH-6-kapOoHoBas kuciora (310).

PactBop 3-(2,6-nuxinop-4-HnTpodeHoKCH)-6-
metmwixunoauH (309) (510 mr, 1,46 MMoib) U OK-
cun xpoma (VI) (292 wmr, 2,92 MMonb) B KOHIIEH-
tpupoBannoit H,SO,/H,0 = 2,4 mn/4,7 mn Harpe-
BatoT npu 100°C, mpu 3TOM DOOABISAIOT TPH TOP-
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nuy 1Mo 292 Mr XpoMOBOTO aHTHJIPHA C MHTEPBa-
namu B 8 4. [Tocie 32 4 HarpeBaHue MPEKPaIaroT 1
PEaKIOHHYI0 CMECh OCTaBIJIIIOT Ha Ho4b. Hepac-
TBOPHBILMICS ITPOIYKT COOUPAIOT (HUIIbTPOBaHHEM
W 3TO TBEP/OE BEIECTBO MPOMBIBAIOT JIBAXKbI BO-
ol o monyuyenus coeauHeHus (310) (443 wr,
80%).

'H SIMP (300 MI';, DMSO-d¢) & 7.94 (1H, 1,
J=3.0 I'n), 8.14 (2H, c), 8.56 (1H, c), 8.65 (2H, c),
9.09 (1H, 1, J=3.0 I'my).

Ipmmep 311. MertunoBsit 3¢up 3-(2,6-
IUXIIOP-4-HUTPO(PEHOKCH ) XTHOINH-6-KapOOHOBAS
kuciota (311).

K pacrBopy 3-(2,6-nuxsiop-4-HUTpOpEeHOKCH)
XUHONUH-6-KapboHoBoW KkucIOThl (310) (443 wr,
0,93 mmons) B cyxom TI'® (20 mur) mobammsror
CH;N, B pactBope Et,0 [mpuUroToBI€H U3 HUTpPO-
3oMetuiMoueBuHbl (1,65 r) u 50% KOH (5 mn)].
CMech nepeMenInBaloT NMpH KOMHATHOH Temiiepa-
Type B Teuenue 1 4. K peakiponHoii cmecu 106aB-
JSIOT YKCYCHYyIo Kucioty (1 mur), 3aTeM KOHLEH-
TpupytoT. K ocratky m00aBisiOT HaCHILEHHBINH
NaHCO;, 3KCTparupyroT HABaXIbl STHIAICTATOM.
OpraHmdeckie CIIOW TPOMBIBAIOT HACBHIIICHHBIM
pacTBOpoM paccojia, Cymmar Hag Oe3BOIHBIM
MgSO,4 1 KOHIEHTPUPYIOT, MOIYYIarOT COCIMHEHHUE
(311) (415 mr).

'H IMP (300 MI'u, DMSO-d¢) & 3.89 (3H,
¢), 5.75 (2H, ymmupennsiii cunrier), 6.76 (2H, c),
7.73 (1H, g, J=2.9 I'n), 8.09 (2H, c), 8.67 (1H, ¢),
8.94 (1H, n, J=2.9 I'y).

[Mpumep 312. Merunossiii 3¢up 3-(4-amuHo-

2,6-1xn0ppEeHOKCH ) XMHOINH-6-KapOOHOBast  KH-
ciora (312).
K pactBopy wmermmoBoro »sdupa 3-(2,6-

IUXIOP-4-HUTPOPEHOKCH ) XHHOIINH-6-KapOOHOBOM

kuciothl (311) (0,93 mmoup) m NH,Cl (283 wmr, 5,3
MMOJIb) B CMECH dTaHoJ/TeTparuapodypan/soaa (8
Mi1/16 mi/1 M ) mOOABIISIFOT MOPOIIOK keje3a (296
Mr, 5,3 MMonb). PeakimmoHHYI0 CMeCh KHIIATAT C
0o0OpaTHBIM XOJOAMIBHUKOM B Teuenue 4 4. Hepac-
TBOPHBILHECS MPOIYKTHI YAAISIOT C HCIOJIB30Ba-
HUEM CJIOS LENIUTa, KOTOPBI 3aTeM HpPOMBIBAIOT
TI'®d, aneroHom u 3ateM dTaHOJOM. DUIBTpaT
KOHIICHTPHUPYIOT, HO00aBISIOT HACHIIEHHBIH Na-
HCO; u skctparupyroT [OBaxAbl 3TUJIALIETATOM.
Opranudeckuii cIoH MTPOMBIBAIOT HACHIIICHHBIM
pacTBOpoM paccoiia, CymaT Haa Oe3BOIHBIM
MgSO4 ¥ KOHLEHTPUPYIOT C TONYYEHHEM COEIH-
uenus 312 (372 mr, mo Becy).

'H IMP (300 MI'u, DMSO-d¢) & 3.89 (3H,
¢), 5.75 (2H, ¢), 6.76 (2H, ¢), 7.73 (1H, m, J=2.9
I'm), 8.09 (2H, c), 8.67 (1H, ¢), 8.94 (1H, n, J=2.9
I'm).

[Mpumep 313. MetunoBslit a3¢up 3-ruapokcu-
8-XxuHOMMHKapOOHOBOM KKCIOTHI (313).

K cmecn 8-xMHOIMHKAapOOHOBOW KHCIOTHI
(500 mr, 2,89 mmonp) B TT'® (80 mu) nmobasnstor
CH,N, B pacTBOpe 3TaHOJIa [IPUTOTOBJIEH U3 HUT-
po3ometmnmodeBuHHI (1,65 1) 1 50% KOH (5 mi)]
Ipy KOMHATHOW TemiepaType. PeakunoHHYIO
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CMeCh TEepeMelIMBaloT B TeueHue 12 4 W 3areMm
KOHLICHTPUPYIOT, MOIydas IPOMEKYTOIHBIN 3¢up.

'H SMP (300 MI'n, DMSO-d¢) & 3.92 (3H,
c), 7.60-7.70 (2H, m), 7.93-7.96 (1H, m), 8.14-8.17
(1H, m), 8.44-8.48 (1H, m), 8.97-8.99 (1H, m).

K pactBOopy NpOMEXyTOUYHOrO METHIIOBOTO
a¢pupa 8-xuHONMMHKApOOHOBOI  Kucimotel (2,89
MMOJIB) B yKCycHOW KHcioTe (4 Mi) mo0aBisiioT
30% H,0, (0,6 mu). PeaknmoHHyI0 cMech Harpe-
BatoT npu 85°C B TedyeHue 7,5 4. 3aTeM peakIfoH-
HyI0O cMech 00pabarbiBatoT HachkinieHHBIM NaHCO;
M OKCTPAarupyloT IecTh pa3 xijopodopmom. Opra-
HUYECKUH cioi cymar Han Oe3BomHbiM MgSOy4 u
KOHLEHTpUPYIOT. CBIPOH OCTaTOK pPacTHPAIOT B
CMeCH XJIOPO(OPM/TOIYO0I, NOTYyHatOT COCANHEHHE
313 (256 wmr, 44%, B 2 sTama).

'H IMP (300 MI'uy, DMSO-d¢) & 3.89 (3H,
c), 7.52 (1H, n, J=6.9 I'm), 7.57 (1H, 1, J=1.5 I'n),
7.66 (1H, nn, J=1.5, 6.9 T'n), 7.95 (1H, nxm, J=1.5,
8.1 T), 8.63 (1H, x, J=2.7 I'm), 10.5 (1H, ymupen-
HBI CHUHTIIET).

[Mpumep 314. Merunoseiii a¢up 3-(2,6-
JXJIOp-4-HUTPO(EHOKCH ) XHHOJINH-8-KapOOHOBOI
KuCHOTHI (314).

K pacrBopy MmerunoBoro s¢upa 3-rugpoxcu-
8-xuHONMMHKapOOHOBOH KucmoThl (313) (256 wr,
1,26 mmonp) u 3.4,5-TpuxnopHutpoden3ona (294
Mmr, 1,30 mmonp) B amertone (40 mi) m00aBISIOT
K,CO; (870 wmr, 6,30 mMonb). CMech HarpeBaroT
IpU KUISTYEHUH C OOpaTHBIM XOJIOJMIBHUKOM B
teueHue 3,5% vacoB. PeaklimoHHYI0 CMECh OXJIax-
JAI0T 0 KOMHATHOM TeMIepaTypbsl U HepacTBO-
PHUBLIMICS NPOAYKT YAAISIOT (QUIBTPOBAHHEM 4Ye-
pe3 uennut. OUabTpaT KOHLEHTPHPYIOT M OCTaTOK
OUMIIAIOT KOJIOHOYHOHW Xpomarorpadpueid (rex-
ca/atinanerar=4/1, 80 r cunukarens), NOJIy4aroT
coequnenne 314.

'H SIMP (300 MI'u, DMSO-dg) & 3.92 (3H,
¢), 7.67 (1H, an, J=7.3 T'n), 7.79 (1H, n, J=2.9 I'n),
7.88 (1H, mn, J=1.5, 7.3 T'm), 9.05 (1H, &m, J=2.9
I'm).

ITpumep 315. MetunoBsrii 3¢up 3-(4-amuno-
2,6-muxI0pPEHOKCH ) XMHOIMH-8-KapOOHOBOH  KH-
ciotsel (315).

K pacrBopy wmerunoBoro s¢upa 3-(2,6-
JUXJIOP-4-HUTPO(DEHOKCH ) XMHOTUH-8-KapOOHOBOM
kucnotsl (314) (1,26 mmons) u NH4Cl (370 wmr,
6,91 MMolB) B CMECH 3TaHOJ/TETparujapo-
¢ypan/Bona =8 miu/4 mi/2 M1 100aBISIFOT OPOILIOK
xkenesa (386 mr, 6,91 MMons). PeakimonHyto cmech
KUISATAT C OOpAaTHBIM XOJOAWIBHHKOM B TEUCHHUE
3,5 4. 3areM OXJaXIalOT IO KOMHATHOW TeMmIepa-
TYpbl M HEpacTBOPUBLIMIICA MPOIAYKT (GUIBTPYIOT
yepe3 nenut. GuiabTpaT KOHIEHTPUPYIOT U N00aB-
JAIOT K ocTatky KoHneHTpupoBaHHBIH NaHCO;,
9KCTParupyroT IBaKAbl dTuiareraroM. OpraHude-
CKHMH CJIOM IPOMBIBAIOT HACBILICHHBIM PAacTBOPOM
paccona, cymar Hag MgSO, U KOHILIEHTPHUPYIOT.
ChIpoil MPOAYKT UYUCTIT KJIOHOYHOM XpoMaTorpa-
¢ueit (rexcan/stunanerat=2/1, 80 r cuimkarens),
nmoy4aroT coequaenue 315 (543 mr).
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'H SIMP (300 MI'u, DMSO-d¢) & 3.91 (3H,
¢), 5.77 (2H, ymupennsiii cunrier), 6.78 (2H, c),
7.50 (1H, #, J=3.0 I'm), 7.61 (1H, mn, J=8.1 I'm),
7.81 (1H, an, J=1.4, 6.4 I'm), 8.08 (1H, mx, J=1.4 I'y,
6.4 '), 8.93 (1H, x, J=3.0 I'y).

Ta6nuia 33
NH,
Cl
2 S
X
[Ipumep # \Y X Y Y4
316 H Cl H Cl
317 H F F H
318 H F H F
319 Cl Me Me H

Ilpumep 316. 3-Xmop-4-(3,5-auxnopdenti-
cyibdanmn)penmiamus (316).

PactBop Tper-Oyrokcuaa xamus (1M B TT'®)
(13 M) mOOaBNISAIOT NPU TEpEeMEIIMBaHUM K pac-
TBOpY 3,5 muxioptuodenona (2,37 r) u 3-xmop-4-
¢ropuuTpodenszona (2,3 r) B TI'® (20 mi). Dk30-
TEPMHUUYECKON pEeakLUK NpPU TepeMEIINBaHUM Jal0T
OXJIAJINTBCS 10 KOMHATHOW TeMIlepaTypsl M peak-
LMOHHYIO CMECh BBUIMBAIOT B BOAy. [lomydeHHOe
TBEpIOE BEIIECTBO COOMpPAIOT (PUIBTPOBAHUEM U
MIPOMBIBAIOT OBICTPO MPOCTHIM PUPOM IS yaalie-
HUSL TIPOMEXYTOYHOTO HHTpocoenmHeHus (3,5 r).
ITocnennee pacTBOPSIIOT B 3THIIALIETATE MPH KHILA-
YEeHHH C OOpaTHBIM XOJOAWIBHHKOM. Jluruiapat
xsopuaa onosa(ll) (2,3 r) 106aBIAOT MOPUUIMH B
BUJI€ TBEPJOrO BELIECTBA WU KHIITAT C OOpaTHBIM
XOJIONWIBHUKOM B TeueHue 2 4. [locie oximaxne-
HUSL CMECh pa30aBIAIOT dTIianeraToM, racat KOH
(0,5N, 500 mur) U SKCTparupyroT TPHKIBI dTHIIALE-
TaToM. OpraHuueckuil cnoil MpOMBIBAIOT BOIOH,
cymiat Hajg Cyiab(aToM MarHust U KOHICHTPHUPYIOT,
MONy4aroT mpousBogHoe anmwimmHA (316) (2,9 1) B
BUAE TBEPAOTO BEIIECTBA CBETIOrO PBDKEBATO-
KOPUYHEBOTO 1[BETA, MPUIOAHOTO JJISI UCIIOIb30Ba-
HUS B ocneayomux peakuusax. T.mi. 157-160°C.

'H SIMP (DMSO) & 7.36 (n, J=8.4 I'u, 1H),
7.341 (1, J=2 I'y, 1H), 6.91 (M, 2H), 6.831 (&, J=2.4
I'u, 1H), 6.602 (o, J=8.4, 2.8 T'u, 1H), 6.01 (yiuu-
peHHbIH cunriaer, 2H).

IIpumepst 317 u 318.

3,4-Inudroptiiodenon wu  3,5-nudroprHO-
¢enon momyuator meropom D.K. Kim et al. (J.
Med. Chem. 40, 2363-2373 (1997)) u npeBpamarT
B YCIOBHUSIX CHOCO0a, MPUBEICHHOIO B IMpHUMEpe
316, B COOTBETCTBYIOIIHE POU3BOHBIC AHUIIMHA.

IIpumep 317. 3-Xmop-4-(3,5-mudropdenni-
cynbdanmn)penmnamun (317).

'H SIMP (DMSO) & 7.361 (n, J=8.4 'y, 1H),
6.983 (M, 1H), 6.84 (1, J=2.4 I'y, 1H) 6.61 (M, 3H),
6.02 (c, 2H).
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IIpumep 318. 3-Xmop-4-(3,4-mudropdhenn-
cynbdanun)penniaamus (318).

'H SIMP (aueron) & 7.377 (n, J=8.4 T'n, 1H),
7.258 (ar, J=10.4, 8.4 I'u, 1H), 6.97 (M, 1H), 6.94
(m, 2H), 6.714 (10, 8.4, 2.5 T'u, 1H), 5.42 (c, 2H).

Ipumep 319. 3,5-uxnop-4-(3,4-qumeruii-
denmncyabdanmn)henmnamud (319).

Cmechy 3,4-mumeruntuopenona (1,38 1, 10
MMOJb), 3,4,5-Tpuxiiopautpodenzona 2,49 r, 11
mmoub) 1 K,CO; (4,15 1, 30 Mmmons) B anerone (15
MIT) KATATAT ¢ OOpaTHBIM XOJOIMIFHIKOM B Tede-
Hue 2 4. [Tocie dero peakmoHHYI0 CMECh KOHIICH-
TPUPYIOT, CBHIPOM NPOAYKT UHUCTAT KOJOHOYHOM
xpomatorpadueit (H/A=9/1, 180 t cunmmkarens),
MOJIy4ar0T JKenroe macio. HeounmieHHsIN ChIpoid
3,5-muxiop-4-(3,4-aumeTrnd eHuCynb(paHu)
HuTpoOeH3on pactBopsitor B CH,Cly/aTHnauerare
(5 Mn/20 mi). K pacrBopy nob6asisiror SnCly-2H,0
(9,03 1, 40 MMOJb) M pEaKUHMOHHYIO CMECh Iepe-
MEIIMBAIOT TPH KOMHATHOW TeMIleparype B Teue-
Hue 12 4. Jlo6aBnstor Kk peakunoHHoi cmecu 30%
NaOH, skctparupyror aBaxsl atunanerarom. Op-
TaHUYECKHUM CIIOM MPOMBIBAIOT BOJOM, CyIIaT Haj
MgSO, n KOHIEHTPUPYIOT, nony4aroT 2,86 T (96%,
2 nmopuun) coenuHerus 319 B Buae Oemoro TBepao-
TO BEIIECTBA.

'H SIMP (300 MI'uy, DMSO-d¢) & 2.14 (6H,
¢), 6.11 (2H, yumpenssrii cunrner), 6.66 (1H, nx,
J=1.8, 8.1 T'm), 6.77 (2H, ¢), 6.82 (1H, 1, J=1.8 ['m),
7.02 (1H, g, J=8.1 I'u).

ITpumepsr 320-337.

[TpousBoiHbIE aHWIIMHA, TPEICTABICHHBIE B
Tabn. 33, cynbQOHWIHPYIOT B YCIOBUAX CIoco0a,
NPUBEJICHHOTO B NpUMepe 3, U 3aTeM OKHUCISIOT JI0
COOTBETCTBYIOIIETO CYIb(OKCHIA B YCIOBHSX CIO-
coba, npuseneHHoro B npumepe 103, wm cynbdo-
Ha B YCJOBHUAX CHOCO0a, IPUBEACHHOTO B MPHMEpPE
104, gto cootBercTByeT mpumepam 320-337, mpo-
WLTIOCTPUPOBAHHBIM B Ta0II. 34.

Tab6mmna 34
AV
NH
C
D
Ct
Z
;E,j e
X
[Tpumep MS
# [K [a B C D v X Y z (M-H) |
320 0 Ta "Tr Cl H H cl H a 5099 |
321 1 a H T a H H Cl H cr 5258
[322 |2 cl H [a H H Cl H Cl 5418 |
23 |o ca |[H ,a [H jH [ [H TIF 478
(324 |1 ci H a i H F [H F
25 12 |a H a Jm TH FoJmF 5099 |
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[326 !"o ic1 H CFh, [H H F H F 1}12:4
327 |1 ¢t {H |CFh |H H IF H F 461
328 2 \\ Cl H CFa H H F H F 544 ‘
[329° [0 Tet H al CH, |H F H F 2919 |
ElE ‘J‘ @] H ci CH, |H F H F
|31 [z Ta H c jcn |H F H ¥ 523 8
332 |0 al H cl H |H |F T[F T H
333 1 I H cl H H F F H 4939
334 |2 ;CI H |o |H [H |F F H [5099 |
335 |0 [a [ H cr [H |H T |F T [ (™ |51z |
336 |1 a H CF. |H H F F H 493 9
37 |2 ‘l [¢] H CE, |H H F F H 544
EE a H CR[H e TTaR e [ 50|

IIprmep 324.

'H SIMP (DMSO) & 11.5 (ymmpeHHblii cHHI-
net, 1H), 8.12 (x, J=8.8 T'u, 1H), 7.88 (1, J=2 I'l,
1H), 7.748 (n, J=8 T'y, 1H), 7.661 (nx, J=8.8, 2 I'ly,
1H), 7.476 (m, 1H), 7.42 (M, 2H), 7.28 (ox, J=8.4, 2
I'a, 1H), 7.17 (ymupennsii cunrnet, 1H).

TIpumep 330.

'H SIMP (aueron) & 10.1 (ymHMpeHHbIH CHHI-
ner, 1H), 8.147 (¢, 1H), 7.80 (1, 1H),7.648 (c, 1H),
7.49 (m, 1H), 7.40 (M, 2H), 7.15 (a, 1H), 2.433 (c,
3H).

ITpumep 332.

'H SIMP (aueron) & 9.80 (yIIHMpEHHbIH CHHI-
ner, 1H), 8.162 (n, J=8.4 ', 1H), 7.735 (1, J=2 I',
1H), 7.615 (nn, J=8.4, 2.1 T'n, 1H), 7.436 (n, J=2.2
I'm, 1H), 7.358 (ar, J=10.5, 8.4 T'm, 1H), 7.292
(mmn, 1H), 7. 224 (nn, J=8.4, 2.3 T, 1H), 7.176 (n,
J=8.4Tu, 1H), 7.16 (M, 1H).

IIpumep 338. 2-Xnop-N-[3,5-nuxnop-4-(3,4-
nuMeTmiheHwicynbhanni )penun|-4-TpudTop-
MeTmioeH3oncynshonamus (338).

PactBop mpousBomHoro anmimHa 319 (860
Mmr, 2,68 wmmosb) u 3-xyop-4-TpudTopMeTHII-
oenzoncynbhormwixiopuna (658 mr, 2,68 MMoIib) B
nupuause (10 Mir) mepeMeInmBaroT IpH KOMHATHOM
Temnepatype B TeueHue 2 u. K peakiimoHHoil cmMecu
JI00ABIISIFOT BOJY, KOTOPYIO 3aT€M MOJIKUCISIOT 2N
HCI. PeakunoHHYI0 CMeCh SKCTParupyrOT TBaXKIIBI
stunareratoM. OpraHUdYecKdil CJIOH IPOMBIBAIOT
HACBHIIIEHHBIM pPacTBOPOM paccolia, CymaT Haj
MgSO,4 1 KOHIEHTPHUPYIOT. TeXHMUECKUI 0CTaTOK
YHCTAT KOJOHOYHOM xpomarorpadueii (H/A=4/1,
80 r cunukarens), moydatoT coegunerune 317 (591
Mr, 41%) B Busie 0€I10ro TBEPIOTrO BELIECTBA.

'H SIMP (400 MI'y, DMSO-de) & 2.11 (3H,
¢), 2.13 (3H, ¢), 6.78 (1H, nn, J=2.1, 8.3 I'm), 6.81
(1H, ¢), 7.01 (1H, x, J=8.3 I'y), 7.30 (2H, c), 7.98
(2H, nn, J=2.1, 8.3 '), 8.18 (1H, c), 8.35 (1H, x,
J=8.3 I'm), 11.6 (1H, ymmpeHHBIH CHHIIET), T.ILI.
156-158°C.

MS (M+H) 540.

Ipmmep 339. 3,5-Muximop-4-(6-MeTHIxH-
HOJUH-3-mi1okcH)permtamu (339).

K  pactBopy  3-(2,6-nuxnop-4-uutpode-
HOKcH)-6-meTrimxuaOMHA  (309) (1,30 1, 3,71
mmois) u NH4Cl (992 mr, 18,55 MMoib) B 3TaHoO-
ne/rerparuapodypane/Boae = 12 mur/12 /3 mi
nobapisoT mopomok  okenesa (1,04 1, 18,55
MMoJTb). CMech KUISTAT C OOpaTHBIM XOJIOMIIBHH-
KoM B TeueHue 4 4. HepacTBopuBIInECS MPOLYKTHI
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yAAISIOT GUILTPOBAHUEM uepe3 LesuT. Ouiabrpar
KOHIIGHTPUPYIOT U K ocTatky nobasmstor NaHCO;,
3aTe€M JKCTParupyroT IBaXKIel dTHianeratom. Op-
FaHWYECKUH CJIOM MPOMBIBAIOT HACBIILIEHHBIM pac-
TBOPOM paccoiia, cymar Haj 0e3Boaubiii MgSOy u
KOHIIEHTPUPYIOT, Noy4aroT coeaunenue 339 (1,18
T, 98%).

'H SIMP (300 MI'u, DMSO-d¢) & 2.44 (3H,
¢), 5.75 (2H, yumpenssrii cunrier), 6.77 (2H, c),
7.27 (1H, n, J=2.8 '), 7.48 (1H, 1, J=8.6 '), 7.67
(1H, ¢), 7.89 (1H, g, J=8.6 I'n), 8.74(1H, x, J=2.8
I'm).

[pumep 340. 2-Mepkanto-4-MeTHIOCH30-
tnazodn (340).

HazBanHOe coenuwHEeHHE IOITydalOT, MCIIOJNb-
3y METOIUKY, MPUBEACHHYIO B mpumepe 239, uc-
xonas1 w3 2-Opom-4-metmndenmwiamuna  (Acros)
(27,9 1), xamueBod cosm O-3TUIKCAHTOTCHOBOM
kuciothl (Lancaster, 54 1) B numeruiapopmMamue
(250 mur). Mepkanroden3oruason 340 moaydaroT B
BHUJIE CBETJIO-KOPHMYHEBOTO TBEPIOTO BemecTna (27
r). [lepexpucrammmzanus n3 CHCl; naer pozosaro-
6empre kpuctamwisl (20 T).

'H SIMP (DMSO-dg) & 7.499 (ymmpennbiii
cunrnet, 1H), 7.223 (x, J=8 I'u, 1H), 7.198 (u, J=8
I'm, 1H), 2.342 (c, 3H).

ITpumep 341.

Coennnenne 341 momydyaroT B YCIOBHSX Me-
TOIWKH, TPHUBEICHHON B mpumepe 84.1, myTtem
kongeHcanuu tuona 340 (9,3 r) c 1,2,3-tpuxiop-5-
HuTpoOensosnom (113 r) B aumernndopmamuie npu
ucnosb3opanud NaH B xauectBe ocHoBaHus. Pac-
THUpaHKe ¢ MpocThiM 3dupom maet 341 (12,4 r) B
BU/JIE JKEJITOTO TBEPAOTO BEIIECTBA.

'H SIMP (DMSO-dq) & 8.577 (c, 2H), 7.795
(ymmpennsiii cuarner, 1H), 7.736 (n, J=8.4 T,
1H), 7.303 (m, J=8.4 I'u, 1H), 2.405 (c, 3H).

[pumep 342.

Boccranosiienne coemunenus 341 (12,4 1)
SnCl, mo MeToawke, MPUBEACHHON B mpumepe 32,
JIaeT TIOCJie PACTUPAHUS C XJIIOPUCTHIM METHUIEHOM
npousBogHOe aHwiuHa 342 (9 r) B BUAE TBEPIOTO
BEILIECTBA.

'H SIMP (DMSO-dg) & 7.709 (yummpeHHbIH
cunrner, 1H), 7.699 (g, J=8 I'u, 1H), 7.262 (n, J=8
I'u, 1H), 6.859 (c, 2H), 6.45 (c, 2H), 2.384 (c, 3H).

ITpumep 344.

Coenunenue 344 mnomyvyaroT 1O METOIUKE,
IpUBEJEHHON B mpumepe 84.1, myTreM KoHAEHca-
mun THoma 245 (2,01 1) ¢ 1,2,3-Tpuxmop-5-
HUTpOOeH30m0M (2,51 T) B nmumerminpopmaMuze
IIpU HCIIOJB30BAaHUM B KauecTBe ocHoBaHMs NaH.
[TepexpucTammmsanys u3 npocToro ddupa/rexcana
naet coequHenune 344 (3,2 T) B BUE JKEITOTO TBEP-
nmoro Bemectna. T.m1. 116-118°C.

ITpumep 345.

Boccranosnenune coemunenus 344 (3,01 r)
SnCl, no Meronuke, npuBeAeHHOI B mpumepe 32,
JaeT Mpou3BoaHOe aHWimHa 345 (2,8 T) B BUAC
TBEPAOTO BEILECTBA.
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'H IMP (DMSO-d¢) & 7.772 (n, J=8.0 Iy,
1H), 7.630 (ymmpenssii cuarier, 1H), 7.155
(ymmpennsiii 1, J=8 I'u, 1H), 6.855 (c, 2H), 6.442
(c, 2H), 2.409 (c, 3H).

MS (M+H) 341. Bseruucineno 49.27% C,
2.95% H, 8.21% N; Haiineno 49.39% C, 3.16% H,
7.98% N.

NH;

X S
]

X

Cl

IIpumep 342: X=CH;, Y=H

ITpumep 345: X=H,Y=CH;

IIprmepsr 346-351.

CynbhoHUIHPOBaHNE MMPOU3BOIHBIX aHWIMHA
342 unu 345 mo MeToauKe, MPUBEIECHHON B MTPUMeE-
pe 3, maer cynb(GOHAMHIBI, IPEICTABICHHBIC B
Tabm. 35.

Tabmuma 35
or
C Ci ®
N S
pas]
X
Hpumep MS
# A B C D X Y (MH
346 cl H CF, H Me H 581
347 CF, H ¢ H Me H 581
348 cl H C Me Me H 56
349 cl H Ch H H CH 58l
350 cl H € Me H CH: 56
351 cl H CH H H CHy 527
IIpumep 346.

'H SIMP (DMSO-dg) & 11.90 (c, 1H), 8.416
(m, J=8.0 T'm, 1H), 8.228 (ymmmpeHHBI CHHTIET,
1H), 8.024 (ymmpennsiit a, J=8 I'u, 1H), 7.690 (m,
2H), 7.383 (c, 2H), 7.265 (ymmpennsii a, J=8 I'm,
1H), 2.379 (c, 3H).

MS (M-H) 580.8.

TIpumep 347.

'H SIMP (d-DMSO) & 11.70-12.00 (1H, mm-
poxwmii), 8.22 (1H, 1, J=8.6 T'm), 8.17 (1H, c), 8.08
(1H, n, J=8.5 I'n), 7.68-7.75 (2H, m), 7.39 (2H, ¢),
7.28 (1H, 0, J=8.2 I'y), 2.39 (3H, ¢).

MS (M-H) 580.8, 1.m1.227.0°C. Brruucieno:
C 43.20, H 2.07, N 4.80; Haiineno C 43.23, H 1.97,
N4.91.

ITpumep 348.

'H SIMP (DMSO-dg) & 11.71 (ymmpeHubiii
cunrner, 1H), 8.237 (ymmpennsiii cunrier, 1H),
7.915 (c, 1H), 7.708 (¢, 1H), 7.698 (x, J=8 I'u, 1H),
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7.365 (c, 2H), 7.266 (nn, J=8, 1.6 I'n, 1H), 2.414 (c,
3H), 2.380 (c, 3H).

MS (M-H) 560.8.

ITpumep 349.

'H SIMP (DMSO-dg) & 11.94 (ymmpeHHbI#
cunrier, 1H), 8.416 (n, J=8.4 T'u, 1H), 8.231 (x,
J=1.6 I'y, 1H), 8.024 (nx, J=8.4, 1.6 I'y, 1H), 7.767
(n, J=8 I'u, 1H), 7.628 (c, 1H), 7.382 (c, 2H), 7.185
(mm, J=8.4, 1.6 T'n, 1H), 2.398 (c, 3H).

MS (M-H) 580.8.

IIpumep 350.

'H SIMP (DMSO-dg) & 11.725 (ymmpenubiii
cuarier, 1H), 8.236 (ymupennsiit cunrier, 1H),
7.918 (c, 1H), 7.785 (m, J=8 T'n, 1H), 7.637 (c, 1H),
7.363 (c, 2H), 7.183 (n, J=8 I', 1H), 2.408 (c, 6H).
MS (M-H) 560.9.

ITpumep 351.

'H SIMP (de-DMSO) & 11.67 (1H, c), 8.12
(1H, n, J=8.1 T'm), 7.80 (1H, 1, J=8.2 '), 7.58-7.68
(2H, m), 7.46 (1H, 0, J=8.1 '), 7.35 (2H, ¢), 7.20
(1H, n, J=8.2 T'y), 2.40 (6H, c).

MS: (M-H) 526.8. T.un. 112.8°C. Brruucne-
HO: 47.60% C, 2.85% H, 5.29% N; Haiineno:
47.28% C, 2.98% H, 5.28% N.

ITpumep 352.

[IpousBonHoe aHmimMHA 342 TmpeBpamaT B
COOTBETCTBUU C METOJMKOM, NMPUBEACHHON B IpH-
Mepe 34, B COOTBETCTBYIOLIMN CYJIb(OHUIXIOPU
352 B Buze 0€JI0r0 TBEPIOTO BEIECTBA.

'H SIMP (CDCl5) & 8.131 (c, 2H), 7.786 (xn,
J=8.4 T'u, 1H), 7.567 (ymmpenusii cunriet, 1H),
7.28 (ymmpennsii a, J=8 I'n, 1H), 2.482 (c, 3H).

o X

IIpumep 353 X=
Ci b

X S

S Tipumep3ss X=

Me'  Tpumep 352 X=Cl

[pumep 353.

Konnencanueit coemunenus 352 (85 wmr) ¢
3,4-nuxnopanuiuHOM (42 MT) TI0O METOJAMKE, IPH-
BEJICHHOM B mpumepe 3, Moyiy4yarT CysibhOHAMU
353 (76 mr) B Buie 6€710T0 TBEPAOTO BEIIECTBA.

'H SIMP (d-DMSO) & 11.01 (1H, c), 8.04
1H, ¢), 7.76 (1H, c) 7.72 (1H, a, J=8.5 I'n), 7.62
(1H, n, J=8.7 T'n), 7.34 (1H, ¢), 7.29 (1H, 0, J=7.6
I'm), 7.13-7.23 (1H, m), 2.40 (3H, c).

MS (M-H) 546.8. T.ru1. 181.0°C. Beruucneno
43.65% C, 2.20% H, 5.09% N; Haiineno 43.10% C,
2.21% H, 4.81% N.

[pumep 354.

Kounencanwus coenunenus 352 (85 mr) ¢ 2,4-
MUXJIOPAaHWIMHOM (42 Mr) MO METOJWKEe, MpHUBe-
JICHHOI B mpuMepe 3, JaeT Mmocje MepeKpuCTalIu-
3alUK U3 BOJHOTO MeTaHoua cynbdonamus 354 (38
MT) B BHJIe 0€10T0 TBEPIOrO BEIIEeCTRa.

'H SIMP (d-DMSO) & 10.72 (1H, c), 7.96
(2H, ¢), 7.79 (1H, ¢), 7.72-7.77 (2H, m), 7.47 (1H,
o, J=8.7, 2.4 Tu), 7.33 (1H, n, J=8.6 I'm), 7.31
(1H, x, J=8.6 I'y), 2.41 (3H, c).
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MS (M+H) 548.9. T.nn. 160°C. BeraucneHo
43.65% C, 2.20% H, 5.09% N; Haiineno 43.83% C,
2.19% H, 5.10% N.

Crienytoline mpuMepbl WLTIOCTPUPYIOT CHH-
Te3 coequHeHuit popmyier 355-358.

cl ") H F
a
d* |
N
355 X=NO, 357 X=NO,
356  X=NO, 358 X=NO,
IIpmmep 355.

2,3-nmuxnopautpobenson (6,15 r, 32 MMob),
MeTHJIAaMHH Tuapoxiiopun (2,38 r, 35 MMons), Tpu-
stwinamuH (9,8 mi, 71 Mmonb) U nuMeTuidopma-
mug (16 mm) momemator B 100 M1 KpyTI0JOHHYIO
kon0y m HarpesaioT mpu 90°C B TedeHHE HOYH.
PeakuMoHHYI0 CMeCh 3aTeM OXJI&XKIAIOT JI0 KOM-
HATHOH Temmeparypsl U BbUIHBaAIOT B 600 M1 BOJIBI
co spoM. [lonmydyeHHoe opaHKeBOe TBEpIOe Bellle-
CTBO COOMpAIOT (GUIBTPOBAHUEM U CyIIAT C IOMO-
mplo Hacoca. [lepexpucrannuzanust U3 TOpSYEro
rekcana maet 3,2 r (53%) coenunenus 355 B BuIE
SIPKAX OPAH)KEBBIX KPUCTAILIOB.

'H AIMP (d¢-DMSO) & 7.75 (1H, mn); 7.62
(1H, mm); 6.76 (1H, T1); 6.63 (1H, ymmpeHHSBIA
cunrier); 2.75 (3H, T1).

TIpumep 356.

B xpyrnogonnyto xondy nomemarot 3,8 T (20
MMOJTb) coeauHenus 355, 22,9 r (102 mmons) nu-
THIpaTa AUXJIOpUAA ojioBa U 125 mu sTmianerara.
Konby narpesator npu 75°C B Teuenue 3,0 u. Pe-
aKIMOHHYIO CMECh OXJIKAAIT 10 KOMHATHOM
TeMmepaTypel, pazoasisitor 300 M ATHIAIIETATA U
npombiBatoT 250 ma 2N BoxaHoro pactBopa KOH c
nocnenyromuM godasierreM 200 M HaCHIIEHHO-
ro pactBopa paccona. OpraHudeckuil cioil cymar
Haja cynb(aTroM HATPHUS W KOHIEHTPHPYIOT IO TO-
mydeHHus 0enmoro amMop¢HOTO TBEPIOTO BEIIeCTBA
355 (2,9 1, 90%), KoTOpOE HMCIONB3YIOT O€3 Jajb-
Helmell ouncTKY (Ha BO3AyXe KOPHIHEBEET).

'H SIMP (d¢-DMSO) 8 6.68 (1H, 1); 6.56 (2H,
M); 4.98 (2H, yumpenssii cunrier); 3.76 (1H,
ymupeHHsiit cunrier); 2.59 (3H, 1).

ITpumep 357.

B kpyrinononnyto kondy nomemaror 356 (1,0
r, 6,4 MMmoiub), 4-HUTPO-2-GTOPPEHUIYKCYCHYIO
kucnory (148) (1,4 r, 7,0 mmonb), u 4N BoxHBII
pacteop HCI (13 mun). KonOy xunsarsT ¢ oOpaTHeIM
XOJOAWIPHAKOM B TEYeHHE HOYHM. PeakInOHHYIO
CMECh 3aTeM OXJIAXIAIOT W MOJIICTAYNBAOT Ha-
CHIIIICHHBIM BOJHBIM PAacTBOpOM OMKapOOHaTa Ha-
Tpust. OpraHMYecKuil CIIOW SKCTPAarupyroT XJIOpHU-
CTBIM MeTHWJIeHOM, cymaT Haj Na,SO, W KOHIEH-
TPUPYIOT, MONYYarOT PO30BbIA TBEPABIA NPOMYKT.
DTOT NPOIYKT HEPEKPUCTAIUIN30BBIBAIOT U3 XJIOPHU-
CTOr0 METWJICHA M FeKCaHa, IMOJIy4aloT COeANHEHNE
357 (1,4 1, 75%) B Buje MyIIUCTBIX KPHCTAIUIOB.
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'H SIMP (400 MTI'w) (dg-DMSO) & 8.16 (1H,
nn); 8.08 (1H, an); 7.62 (1H, 1); 7.49 (1H, an); 7.23
(1H, zn); 7.13 (1H, T); 4.48 (2H, c); 4.08 (3H, c).

ITpumep 358.

Hutpo coenunenne 357 (1,3 1, 4,0 MMoib)
BOCCTAaHABIIMBAIOT IO METOJUKE, IMPUBEICHHOH B
npumepe 356, mosyyaroT MPOU3BOJHOE AHMIIMHA
358 (1,0 r, 86%) B BuIe rps3HO-OENBIX KpHCTal-
JIOB.

MS (M+H) 290.1.

[pumepsr 359-361.

[IpousBonHOe aHmIMHA 358 KOHIEHCHPYIOT C
Pa3IHYHBIME CYITb(QOHUIXIOPHIAMH IT0 METOIUKE,
MpHUBEICHHON B mpuMepe 192, momywaror cynbdo-
HaMU/IbI, IPEJCTaBICHHbIE B Ta0JI. 36.

Tabnuma 36
W B
N>
C
CL ¢
M F
Cl
f
Y
IIpumep MS
# A B C D Boxon  (M-B)
359 Cl H cl H 36% 496
360 H H -COMe H 50% 470
361 Me H Cl  Me 60%
362 Cl H C  Me 496%
ITpumep 359.

'H AMP (d-DMSO) & 11.01 (1H, c), 8.07
(1H, n), 7.87 (1H, n), 7.63 (1H, nn), 7.49 (1H, n),
7.22 (1H, n), 7.15 (2H, m), 6.89 (2H, m), 4.21 (2H,
¢), 3.99 (3H, ¢).

MS (M-H) 496.0.

[pmmep 360.

'H SIMP (d-DMSO) & 10.78 (1H, c), 8.12
(2H, n), 7.94 (2H, n), 7.51 (1H, n), 7.26 (1H, n),
7.17 (2H, 1), 6.97 (2H, ™), 4.24 (2H, ¢); 4.01 (3H,
c).

MS (M-H) 470.1.

ITpumep 361.

'H SIMP (de-DMSO) & 10.75 (1H, c), 7.91
(1H, ¢), 7.51 (2H, m), 7.26 (1H, n), 7.16 (2H, nn),
6.88 (2H, 1), 4.24 (2H, c), 4.01 (3H, ¢), 2.54 (3H,
¢), 2.34 (3H, ¢).

ITpumep 362.

'H AMP (d-DMSO) & 10.97 (1H, c), 8.10
(1H, ¢), 7.83 (1H, c), 7.52 (1H, n), 7.27 (1H, n),
7.17 (2H, T), 6.94 (2H, m), 4.24 (2H, c), 4.01 (3H,
¢), 2.38 (3H, ¢).

[pumep 363.

3TOT mpUMep WLTIOCTPUPYET TOoTy4deHue 2,6-
nuximopoenzoTnazona  (363).  2-AMHHO-6-XJI0p-
6enszormazon (15,7 r, 85 mmomns) B H;PO, (85%)
(470 mi) narpesatot 10 100°C u pactBOpsitot. 3a-
TEM MPO3pPauHbIil PACTBOP OXJIAKIAIOT U DHEPIHYHO
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MepEeMEIINBAOT MEXaHW4YecKol Mmermanko. Men-
neHHo nmobapimstor NaNO, (17,6 T, 255 mmons) B
Bome (30 mur), mommepikMBas TeMIIEpaTypy HHXKE
0°C. Otaenbno pactBop CuSO4/SH,0 (85 r), NaCl
(107 r) B Bozme (350 mu) oxnaxnator a0 5°C u me-
peMelIMBalOT MeXaHudeckod Mewankou. Ilocie
WCUE3HOBEHUSI OKPACKM Ha KaJIMH-HMOA KpaxMalb-
HOW Oymare NMa30HHEBBIH PACTBOP BBILAECPKHUBAIOT
Ha XOJIoZe W J00aBIAIOT MEIUIEHHO K pPacTBOPY
XJIOpUIa MEOU TPU SHEPTHYHOM IIepEeMEIIHBAHNH.
PeaknmmoHHYI0O CMECh OCTaBIISIIOT HAarpeBaThCS 10
KOMHATHOM Temmiepatypsl. Uepes | 1 mocie nobas-
nernst Bogs! (1 1) 1 mpocToro adupa (1 1) peakuu-
OHHYIO CMECh IBaKIbl IKCTparupyror. OpraHmue-
CKHMIl CJIOM NMPOMBIBAIOT BOJOW W cywmiatr Haj 0e3-
BoaHbIM MgSO, u KoHueHTpupyrT. Coipoii ocTa-
TOK YHCTAT XpomaTtorpadueii Ha cuimkKarene
(H/A=4/1, 180 r cuiukarens), IoJly4atoT Ha3BaH-
Hoe coexuHeHue 363 (7,46 T, 48%).

IIpumep 364.

OTOT mpuUMep WLTIOCTPUPYET ModydeHue 3,5-
IuxI0p-4-(6-x110pOeH30THA30II-2-UITOKCH ) (D eHIIT-
aMUHA.

K pactBOpy 4-amuno-2,6-guxnopgenona (6 r,
26,5 mmodb) 1 2,6-nuxnopoen3orunasona (363) (6 T,
29,4 mMonb, 1,1 3kB.) B quMeTwicyibhokcuae (25
i), gobasisitor K,COs (11 1, 80 Mmonb, 3,0 5kB.).
CmMeck mepememnBaioT U HarpeBatoT 1o 160°C.
Coycts 5,5 94 K PEakIMOHHON cMecu T00aBJISIOT
Boxy (20 mu), 3areM cmech Herrpanmuzyror 2N HCl
W 3KCTparupyooT TpH pasa stuinaneraroM. OpraHu-
YECKUH CJIOW IMPOMBIBAIOT HACBIILEHHBIM PacTBO-
poM paccona u cymaT Haj Oe3BomHbIM MgSO4 u
3aTeM KOHIEHTPUPYIOT. CBIpOH OCTATOK YHCTST
komoHouyHO#M xpomatorpadueir (CHCls/aneron =
9/1, 180 r cunukarens), moay4awor 3,5-nuxsop-4-
(6-x10pOeH30THA30-2-WiI0KCH ) beHraamuHa (364)
B BHJIe YEpHOTO TBepAOro BeuiecTna (4,52 r, 49%).

'H IMP (300 MI', DMSO-ds) & 5.86 (2H,
yIMpeHHsid cunrner), 6.74 (2H, ¢), 7.48 (1H, nn,
J=2.1, 5.7 Tw), 7.70 (1H, n, 8.7 '), 8.10 (1H, n,
2.1 I'n).

ITpumep 365.

OTOT mpuMep WILTIOCTPUPYET MOJIydeHHe 2-
x1op-N-[3,5-auxnop-4-(6-x10pOEH30THA30T-2-
WIOKCH ) PeHI |-4-TpUPTOPMETHIOCH30ICY T OH-
amuna (365).

PactBop 3,5-muxmop-4-(6-xm0pOeH30THA30II-
2-unokcu)penmnamuna (364) (2,0 r, 5,79 Mmmoib) u
3-x510p-4-TpUdTOpMETHIOEH30JICYITb(HOHUIIKIIO-
puna (1,7 r, 6,08 mmons) B nupunune (10 mi) me-
peMeIIMBaloT pU KOMHATHO# Temneparype. Ciyc-
T8 3 4 JO0aBJISIOT K PEaKUUOHHOW CMECH BOIY,
cMmech 3ateM nonkucisitorT 2N HCL. Peaknmonnyro
CMECh JKCTparupyooT IBaxapl sTwianeratoM. Op-
TaHUYECKUH CJIOM NMPOMBIBAIOT HACHIIIEHHBIM pac-
TBOPOM paccoia, cymaT Hag MgSO, 1 KOHIIEHTpH-
pytoT. TexHu4yecKkuil OCTaTOK OYMLIAKOT KOJIOHOY-
Hoit xpomarorpadueit (H/A=4/1, 80 r cunmkarens),
MOJTy4YaroT Ha3BaHHOE coequHeHue 365 (2 T, 65%) B
BHJIe OEJI0T0 TBEPAOTO BelecTBa, T. . 82-84°C.
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'H SIMP (400 MI'u, DMSO-d¢) & 7.32 (2H,
¢), 7.46 (1H, nn, J=2.2, 8.7 T'n), 7.67 (1H, n, J=8.7
I'm), 8.00 (1H, g1, 8.0 I'm), 8.14 (1H, m, J=2.2 I'm),
8.20 (1H, c), 8.38 (1H, n, J=8.3 I'm), 11.6 (1H,
YIIUPEHHBIN CUHTIIET).

MS (M+H) 586.

ITpumep 366.

OTOT npuMep WUIIOCTPUPYET NoaydyeHue 2,4-
quxistop-N-[3,5-auxnop-4-(6-xnopoeH30THa3051-2-
wiokcH )penm|oen3oncynshonamuaa (366).

PactBop 3,5-muxmnop-4-(6-xmopbeH3zoTHazon-
2-nnokcu)permnamuna (364) (2,0 T, 5,79 MMoIB)
2,4-muxnopben3oncynbpdormnxiaopuna (15 r, 6,08
MMOJIb) B mupuanHe (10 MI1) mepeMemunBamT IpH
KOMHATHOW Temmeparype B Tedenune 12 4. K peak-
IIMOHHOW CMECH J00aBIAIOT BOAY, 3aT€M IOAKHC-
asirot 2N HCI. PeakmoHHYI0 cMech 9KCTparupyror
JBaKAbl dTminaneratoM. OpraHu4eckue CJIOoHM Ipo-
MBIBAIOT HACBIIIEHHBIM PAaCTBOPOM Paccoiia, CyIiaT
Hag MgSO, u KoHUEHTpUpyT. TexHu4eckuil oc-
TATOK YUCTAT KOJOHOYHOW Xpomarorpaduei
(H/A=4/1, 80 r cunukares), HOJXy4aroT Ha3BaHHOE
coequaenue (366) (1,49 r, 46%) B Bume Oemoro
TBEPJIOTO BEIIecTBa, T.IiI. 73-75°C.

'H SIMP (300 MI'u, DMSO-dg) & 7.29 (2H,
c), 7.46 (1H, nn, J=2.2, 8.8 T'm), 7.69 (1H, n, J=8.8
I'm), 7.71 (1H, nm, J=2.2, 8.4 TI'm), 7.95 (1H, g,
J=2.2 Tu), 8.14 (1H, n, J=2.2 I'n), 8.18 (1H, x,
J=8.4Tn), 11.5 (1H, ymupeHHBI# CUHTIIET).

MS (M+H) 553.

ITpumep 367.

DTOT mpuMep WLTIOCTPUPYET MosydeHue 3,5-
JxJIop-4-(6-MeToKCHOEH30THA301-2-NITOKCH ) (e-
HuamuHa (367).

K pactBopy 2-x510p-6-MeTOKCHOEH30THA30IIA
(mpuroToBieHHOTO Kak ommcano Weinstock et al, J.
Med. Chem. 30: p. 1166 (1987)) u 4-amun0-2,6-
nquxsopdenona 13 r (mocrynsoro ot Tokyo Chemi-
cal Industry Co., Ltd.) B aumernicynbdorcune (9
M), no6asisor K,CO; 3,12 1. CMmech HarpeBaroT
npu 150°C B Teuenue 3 u. PeakunoHHyro cmech
YHCTAT KOJIOHOYHOH Xpomarorpadueil (cruinka-
rejib, 3TUNALeTaT:reKcad = 1:2), nosyyaroT aHUINH
367 (1,43 1, 56%), T.1u1. 158-160°C.

'H IMP (300 MI'w/CDCl;) & 3.84 (3H, c),
3.85 (2H, ymmpennslit cunrier), 6.69 (2H, c), 6.97
(1H, nn, J=2.6 I'n, J=8.9 T'm), 7.18 (1H, 0, J=2.6
I'm), 7.61 (1H, 1, J=8.9 T'm).

CF, o ]
\Q\S,N-Q-O
i
Cl

cl o0

o

)

=N

ITpumep 368.

OTOT NpUMep WILIIOCTPUPYET IOJy4eHHe 2-
xsop-N-[3,5-auxnop-4-(6-MeToKCHOEeH30 THA30T-2-
WIOKCH )(peHmI |-4-TpUPTOPMETHIOCH30ICYTB(DOH-
amuna (368).
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K pactBopy 3,5-muxmop-4-(6-mMeTokcnOeH-
30THa30:1-2-miokcH ))penmnamuna (367) (1,40 1) B
nupuauae (5 win), npobaBnstor  2-xy0p-4-Tpu-
¢ropbenzoncynsponamun 1,15 r. Peakimonnyro
CMecCh TepeMENINBAIOT 2 4. 3aTeM €€ OUMINAIOT He-
MOCPEACTBEHHO  KOJIOHOYHOH  Xpomarorpadueit
(cunukarens, AcOEt:rexcan = 1:3).

[Tonmy4eHHBI NPOXYKT PacTHpalOT C TeKca-
HOM, YTO JaeT Ha3BaHHOe coenuHenue 368 (1,97 r,
82%) B BHIe OECIBETHOTO MOpOIIKA, T.IUI. 164-
165°C.

'H SIMP (300 MI'yDMSO-dq) & 3.79 (3H, c),
7.00 (1H, mm, J=2.9 I'm, J=8.8 T'm), 7.31 (2H, c),
7.55 (1H, n, J=8.8 T'm), 7.58 (1H, &, J=2.9 '), 8.00
(1H, mn, J=1.5 Ty, J=8.1 T'u), 8.20 (1H, 1, J=1.5
I'm), 8.37 (1H, x, J=8.1 T'm), 11.59 (1H, ymmpen-
HBIH C).

MS (M+H) 583.

ITpumepsr 369-370.

CoenuHeHHs IO IPUMEpPaM, TPeJICTaBICHHBIM
B Ta0J1. 37, MOTy4aroT U3 NPON3BOIHBIX aHWIIMHA 75
U COOTBETCTBYIOLIMX CYJIH(OHIIXIOPUIOB O CHO-
co0y, npuBeneHHOMYy B mpuMmepe 3. CoennHEHHS
OYHMIIAIOT XpoMaTorpadueil Ha CUITHKAaree.

Tabmmma 37

W

HN/S

e

NMPUMEP
#

Cl

MS

A B C D (M-H)

369
370

Cl H
n C
371 CH:H
372 C1 H

IIprmep 369.

'H SIMP (dg-aueton) & 9.54 (YIHMpeHHSI C,
1H), 8.82 (ymmpernsii ¢, 1H), 8.446 (m, J=8.8 I'm,
1H), 8.129 (u, J=8.4 T'u, 1H), 7.763 (n, J=2 TI'n,
1H), 7.602 (ax, J=8.4, 2 T'u, 1H), 7.428 (M, 2H),
7.327 (nn, J=9.2, 2.4 Ty, 1H) 7.252 (11, J=7.6, 1.2
I'm, 1H), 7.17 (o, J=8, 1.2 'y, 1H).

MS (M-H) 466.0.

ITpumep 370.

'H IMP (de-DMSO) & 10.643 (ymmpennbiii
¢, 1H), 9.954 (ymmpennsiit ¢, 1H), 7.983 (m, J=2
I'u, 1H), 7.934 (ymmpennsiii cunrier, J=8 I'u, 1H),
7.885 (m, J=8.4 I'u, 1H), 7.717 (nn, J=8.4, 2.4 I'n,
1H), 7.454 (n, J=8 T'm, 1H), 7.360 (ymmpeHHBIH
cunrner, J=7.6 T'n, 1H), 7.226 (a, J=2 T'u, 1H),
7.194 (1, J=8 I'u, 1H), 7.142 (nm, J=8.8, 2 I'm, 1H),
7.106 (T, J=8 I'u, 1H).

MS (M-H) 466.0.

TIpumep 371.

'H SIMP (d¢-aueton) & 9.31 (YmIMpeHHSIH c,
1H), 8.80 (ymupennsiii cunrnet, 1H), 8.403 (x, J=8

Ci
Cl
Cl
Cl

H 466
H 466
Me 460
Me 480
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I'u, 1H), 7.928 (c, 1H), 7.45-7.35 (m, 4H), 7.3-7.2
(M, 2H), 7.164 (ymupennsii T, J=8 I'u, 1H), 2.64
(c, 3H), 2.387 (c, 3H).

MS (M-H) 460.0.

ITpumep 372.

'H SIMP (d¢-aueron) & 9.48 (ymMpeHHEIi c,
1H), 8.82 (ymmpennsiii cunrier, 1H), 8.064 (c,
1H), 7.707 (c, 1H), 7.45-7.40 (M, 4H), 7.335 (nn,
J=8.8, 2 T'u, 1H), 7.252 (tm, J=7.6, 1.2 T'u, 1H),
7.19 (1, J=8, 1.2 I', 1H), 2.425 (c, 3H).

MS (M-H) 479.9.

[pmmep 373.

Ucnonp3ys metonuku, onucanHsle Lehmann,
et al., ibid, BeIOpaHHBIC COCTUHEHHUS IEMOHCTPH-
pytot cienyromue 3uaueHus [Csy B MCHBITAHHUSIX
PPARYy aurangHoro cBsi3bIBaHUS MPHU UCIOJIb30Ba-
uun ["H]-BRL 49653 B KadecTBe paHONMraHIa.
3nauenusi [Csy ompenensitoT Kak KOHIEHTPAIUIO
UCTIBITHIBAEMBIX COCIUHCHUM, KOTOpas TpeOyeTcs
Juist nofasienust Ha 50% crnenuduyeckoro CBs3bI-
Bauus ['H]-BRL 49653 u mpencrasuser (+) <30
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TIpumep 374.

Bribpannasie coeamueHmst BBomaT KK-Ay
memmam B Buge 0,018% (30 mr/kr) amermueckoi
J00aBKH K pa3MeNbYeHHOMY IHTaHUIO M OLICHUBA-
I0T C TOYKM 3peHus aHtuanabernyeckor sddex-
TuBHOCTH, Kak omucano (T. Shibata, K. Matsui, K.
Nagao, H. Shinkai, F. Yonemori and K. Wakitani
1999, European Journal of Pharmacology 364:211-
219). M3meHeHne ypoBHEH caxapa B CBIBOPOTKE
KPOBH IO CPaBHEHUIO C HEOOpaOOTaHHBIMH KOH-
TPOJIHBIMH )KUBOTHBIMH TIPEJICTABIEHO B Tabi. 39.

Ta6nuna 39
[pumep # KK-Ay rimroko3a

87.3 ++
178 ++
179 ++
219 +
233 -

364 +
365 ++

<10%; (+) 10-20%; (++) CHMXKCHHE TJIIOKO3bI

MKM, (++) <10 MM, (+++) <] MkM.

Tabmwmma 38
CoenuHenue 1Cso (UM)
4.1 +++
16.1 +++
27.3 ++
27.5 ++
49.1 +++
50.1 +++
72.2 ++
72.3 +++
72.4 ++
73.4 +++
73.5 +++
73.6 +++
73.7 +++
73.8 +++
73.9 +++
79.5 +++
86 +++
87.3 +++
95 +++
97 +++
108.4 +++
158 +++
160 +++
178 +++
179 +++
219 +++
233 +++
290 +++
292 +++
349 +++
364 ++
365 ++
368 +++

>20%.

XoTs maHHOE M300pEeTeHHe OMMCAaHO B JETa-
JISX C WCIIONB30BAHUEM HILTIOCTPALIU U TIPUMEPOB
C [eNpI0 00ECTIeYnTh YeTKOEe €ro MOHWMAaHHe, IS
CIeIMaINCTa B JAaHHOM OOJacTH NpH O3HaKOMIIe-
HUHU C TE€M, YTO PacKphIBAETCS JaHHBIM H300peTe-
HUEM, OyJIeT SICHO, YTO OIpEAEIeHHbIE M3MEHEHUs
1 Moan(UKALUU MOTYT OBITh C/IeNaHbl 0e3 n3MeHe-
HUHA CYHOIHOCTH HM300peTeHHst B paMKaX, Ompeje-
JICHHBIX (POPMYJIOH.

DOOPMVIJIA N30BPETEHN A

1. Coenunenune GopmyIibl

R R’
53
Ar'\x /{ \
YR
rne Ar! MPENCTABISAET COOOI He3aMEeUIeHHBIH 2-
OEH30THA30IMII WM  3aMEIIEHHBI  2-0eH30-
THA30JIWII, UMeroIui oT 1 10 3 3aMecTuTeeH, He-
3aBHCHUMO BBIODAHHBIX M3 TPYIIIBI, BKIIOYAIOIIEH
rasoren, -OR', -OC(O)R', -NR'R", -SR', -R', -CN,
-NO,-, -CO,R', -CONR'R", -C(O)R', -NR"C(O)R',
-S(Oy)R', -S(0O),NR'R", nepdtop(C;-C,)ankokcu u
nep¢dTop(C,-Cy)ankmi, tae R' u R" aBusrorest Hesa-
BHUCHMO BBIOPaHHBIMH W3 TPYIIIBI, BKJIIOYAIOIIEH
Bozopoz, (Ci-Cg)aikui, reTepoasikuil, He3aMelleH-
HBIA apwi, (He3aMerneHHbIH apui)-(C -Cy)ankun u
(me3amereHHBIN apmin)okch-(C -Cy)anKur;
X mpencrasisier coboit -S(O)y-, rme namekc k
MpeACTaBIsieT coOoi 1emnoe uncio ot 0 10 2;
Y mpexacraBiseT coboil IBYXBaJIEHTHBIH MOC-
TUK, BBIOpaHHBIA M3 Tpymnmsl, coctosmed u3 (Ci-
Cg)ankunena, -O-, -C(0)-, -N(R'?)-S(0),-, -N(R'?)-
S(0),,-N(R")-, -N(R'*)C(0)-, -S(0),-, rme R u
R’ sBusAloTcst 3aMecTUTENsIMH, HE3aBHCHMO BBI-
OpaHHBIMH M3 TPYIIIBI, COCTOSALIEH M3 BOAOPOJA,
(C-Cy)ankuna, (C,-Cg)rerepoankmna u apui(Ci-
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C,)ankuiia; ¥ MTHAEKCH M U N HE3aBUCUMO SIBJISIFOT-
cs 1enasMu ynciamu ot 0 10 2;

R' mpencrasmsier co6oif 3aMecTHTENb, BbI-
OpaHHBII U3 IPYMIIBI, COCTOSIIEH U3 Bogopona, (C,-
Cs)rerepoankuia, apuia, apui(C;-C,)ankuna, ra-
norena, 1wano, Hutpo, (Ci-Cglankuna, (C;-
Cg)ankoken, -C(O)R'™, -CO,R"™, -C(O)NR"R'S,
-S(0),-R", -S(0)-NR"R', -0-C(0)-OR", -O-
C(0)-R"”,  -O-C(O)-NR"R'®,  -N(R'")-C(0)-
NR"R', -N(R'")-C(0)-R" u -N(R'")-C(0)-OR";
rie

R" MpeacTaBisieT co00i 3aMecTHUTENb, BBI-
OpaHHBII U3 TPYMIIBI, COCTOAIIEH U3 Boxopona, (Ci-
Cglankmna, (C,-Cg)rerepoankuia, apwia H
apwi(C,-C,)ankuna;

R" u R'® sBusrores 3aMECTUTEIISIMU, HE3aBU-
CHMO BBIOpaHHBIMU M3 T'PYIIIBI, COCTOSALIEH M3 BO-
mopona, (C-Cg)ankmma, (C,-Cg)reTepoainkuia,
apwia u apwi(C,-Cy)anmkuia, wid B3sSThIE BMECTE C
a30TOM, K KOTOPOMY OHH 00a MPHCOCIUHCHEI, 00-
pas3ymor 5-, 6- WK 7-4IEHHOE KOJIbBIIO;

RY MPEICTaBIseT COOOi 3aMEeCTHUTENb, BBI-
OpamHblii w3 rpynmbel, cocrosmer u3 (Ci-
Cglankmna,  (C,-Cg)rerepoankuia, apwia H
apmn(C,-C,)ankuna;

HWHAEKC P MPEICTaBIseT COOON IIeJI0e YMCIIOo
or0mo3wm

MHJCKC ( MPEICTABISCT COOOM IIeJI0e YMCIIO
ot 1 1o 2;

R’ mpejcraBiiseT coboi He3aMeleHHbIH aprT
WIK 3aMELIeHHbI apui, umeromuil ot 1 go 3 3a-
MECTHTENEH, He3aBUCUMO BBHIOPAHHBIX W3 TPYIIIEI,
BKurovatome ramoreH, -OR', -OC(O)R', -NR'R",
-SR’, -R', -CN, -NO,-, -CO,R', -CONR'R", -C(O)R’,
-NR"C(O)R', -S(O,)R', -S(O),NR'R", nmepdptop(C;-
Cyanxokcu u nepdtop(C,-Cy)ankun, roe R' u R"
SBIISIFOTCSL HE3aBHCHUMO BBIOPAaHHBIMH M3 TPYIIIHI,
Brumouaromei Bonopona, (C;-Cgankwui, rerepoal-
KWJI, He3aMeIIeHHBIN apuJl, (He3aMeICHHBIN apu)-
(Ci-Cyankun u (He3aMmeuleHHbIH apui)okcu-(C-
Cy)ankum;

R’ mpexcraensier coGOil 3aMECTHTENb, BbI-
OpaHHBIN W3 TPYIIBI, COCTOSIICH W3 rajJoreHa,
ano, HuTpo u (C,-Cg)ankokeu;

WK ero (papManeBTUIECKU IpueMiieMast COJb.

2. Coemuaenue 1o 1.1, B KOTOpOM R? npen-
CTaBJISIET COOOM 3aMEIEHHBIN WM HE3aMEIIEHHBII
apwil, BBIOpaHHBIH M3 IPYIIBI, cOCTOseH U3 (de-
HWIA, TUpuAnia, HaQTWiIa M TUPUIA3HHWIA, H
uMeronuii ot 0 10 3 3aMecturelsicld, HE3aBUCUMO
BBIOpaHHBIX W3 TIpymnnbl, BriIovaoomed -OR',
-OC(O)R', -NR'R", -SR', -R', -CN, -NO,-, -CO,R’,
-CONR'R", -C(O)R', -NR"C(O)R', -S(OpR/,
-S(O),NR'R", mnepprop(C;-Cg)ankokcu wu mep-
¢drop(C,-Cy)ankmin, rae R' u R" sBisrorest HezaBu-
CHUMO BBIOpaHHBIMH W3 TPYIIIBI, BKJIIOYAIOIIEH BO-
nmopon, (C-Cg)ankmi, TeTepoaikui, He3aMelleH-
HbI apui, (HezamerneHHbId apwi)-(C-Cy)ankun u
(me3ameniennblit apuin)okcu-(C-Cy)ankui.

3. Coemmnenne mo 1.1, mpeacTaBIeHHOE
(hopmyitoii, BEIOpaHHO W3 IPYIIIBI, COCTOSIEH 13

004887
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4. Coenunenwe 1o 1.1, mpeacTaBIeHHOE

(dbopmyJIioi, BEIOpAaHHOM U3 TPYIIIbI, COCTOSIIEH U3

1
R3 \Rz R \RZ
1
Ay X—Ar'
R! H R

) )

5. Coenunenue mo m.4, B kKoTopoM X Mpea-
craBisseT coboit -S-; Y mpencraBiseT coOoi
-N(R'?)-S(0),-, rne R'? mpexcrasmsier coboii 3a-
MECTHTEIb, BRIOPAHHBIN W3 TPYIIIBI, COCTOSIICH W3
Bopopona u (C,-Cg)amkuna;

R' mpexncranser coGoil 3aMeCTHTENb, BbI-
OpaHHBII W3 TPYNIIBI, COCTOSINEH W3 BOJOPOAA,
ramorera, (C;-Cg)ankmma, (C,-Cg)rerepoankma,
(C;-Cs)ankokcH, -C(O)R", -CO,R™,
-C(O)NR"R'®, -S(0),-R", -S(0),-NR"R'’, -O-
C(0)-R" u -N(R"-C(0)-R"; rze

R" MPEACTaBIsAET COOON 3aMeCcTUTENb, BbI-
OpaHHBII U3 TPYINIIBL, cocTosiel 13 Boxopoaa, (Ci-
Cglankuna, rerepo(C,-Cg)ankuna, apuina H
apmin(C,-Cy)ankuna,

R' u R'® sBusioTcs 3aMecTHTENSIMH, He3aBH-
CHUMO BEIOPaHHBIMU U3 TPYIIIBI, COCTOAIICH U3 BO-
nmopona, (Ci-Cg)ankmia, (C,-Cg)rerepoankuia, wiun
B3ATBIE BMECTE C a30TOM, K KOTOpPOMY OHH 00a
MIPUCOECTUHEHBI, 00pa3yIoT 5-, 6- WiIm 7-4iIeHHOE
KOJIBIIO;

R mpencraBasier coGoif 3aMecTHTENb, BbI-
OpaHHBII U3 TPYMIIEL, COCTOALICH U3 Boxopoaa, (C;-
Cg)ankmia, (C,-Cg)rerepoankuia,

MHJIEKC P NPEJACTaBIsIeT COOOH LiesIoe Yuciio
ot 0 10 2;

WHJICKC  MPEJCTABISICT COO0H 2; U

R? mpejcraBnseT coGoi He3aMeIIeHHbIH HIn
3aMeleHHbIH (eHnn, umeromuii ot 1 1o 3 3amec-
TUTeNel, HE3aBUCHMO BBIOPAHHBIX M3 TPYIIIHI,
Brimrovaromer ramoreH, -OR', -OC(O)R', -NR'R",
-SR', -R', -CN, -NO,-, -CO,R', -CONR'R", -C(O)R',
-NR"C(O)R', -S(O,)R', -S(O),NR'R", nepdprop(C;-
Cyankxoxcu u niepdptop(C;-Cy)ankwmi, rae

R' u R" aBnsAr0TCS HE3aBUCUMO BBHIOpAHHBIMH
U3 TpymIbl, BKIovarome Bogopon, (C,-Cg)amku,
reTepoaKui, He3aMeUICHHbIN apuil, (He3aMelleH-
Hetd  apun)-(C-Cylankun  u  (He3aMeLeHHBIH
apuin)okcu-(C;-Cy)anku;
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R’ MpeacTaBIsieT co0OW 3aMeCTUTENb, BbI-
OpaHHBIN W3 TPYMIBI, COCTOSIICH W3 TaloreHa, W
(C4-Cg)ankoxcw.

6. CoenuHenue mo 1.5, B KoTopoMm X Mpe-
cTaBisieT coboit -S-; Y mpencrasisier coboit -NH-
SO,; R' sBustercs 3aMECTHUTEJICM, BBHIOPAHHBIM M3
Tpymmel, coctosimed u3 ranoreHa, (C;-Cg)ankuia,
(C,-Cg)rerepoankmna, (Ci-Cg)ankokcu, —C(O)RM,
-CO,R"™, -C(ONR"R', -S(0),-R" u S(0)-
NRPR'; R?® mnpexacrapnser co6oii (eHUIbHYIO
rpynmny, umeromyw ot 0 1o 3 3amecTuTenel, Bbl-
OpaHHBIX W3 TPYNIBI, COCTOAIIEH W3 TaJloreHa,
-OCF;, -OH, -O(C;-Cg)ankxmma, -C(O)-(C;-
Cyg)ankmia, CN, -CF;, (C;-Cg)ankmia u -NH,; u R’
SIBJISIETCSI 3aMECTUTEJIEM, BBIOPAHHBIM M3 TPYIIIIHI,
COCTOSIICH W3 rajJioreHa, METOKCH U Tpudropme-
TOKCH.

7. CoemmHenue 110 1.6, B KOTopoM Ar' mpes-
CTaBIIIET COOOH OCH30THA3ONHIBHYIO TPYIIIY,
uMerolyo ot 1 g0 3 3amectureneil, HE3aBUCUMO
BBEIOPaHHBIX M3 TPYIIIBI, COCTOAIICH W3 TaJoTeHa,
-OCF3, -OH, -O(CI-C6)2UIKI/IH3, -CF3, (Cl-Cg)
ankmwia u -NO,; R! MIPENCTaBIsAET COO0M 3amecTh-
TeNb, BRIOPAHHBIN U3 TPYIIIBI, COCTOSIIEH U3 Taio-
reHa, (C;-Cg)ankmia, (C,-Cg)rerepoankmna u (C-
Cg)ankoken; R? mpexcrasmsier coGoii (beHnIbHYI0
rpynny, umeronryto ot 0 no 3 3amectureneil, BbI-
OpaHHBIX W3 TPYMNbl, COCTOSAIIEH M3 TrajoreHa,
-OCF;, -OH, -O(C;-Cg)ankuna, -C(O)-(C;-Cyg)
ankmna, -CN, -CF;, (Ci-Cg)ankmna u -NH,; u R’
SIBIISICTCSL 3aMECTUTEICM, BEIOPaHHBIM W3 TPYIIIIHL,
COCTOSIIEH W3 TaJioreHa, METOKCH W TpudTopme-
TOKCH.

8. Coemunenue 1o 1. 1, umeromnee GopMyiry

Cl
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9. CoennHenue hopmyJisl

R3 R!
NS,
Arl\x 2 \
YR
rae Ar! MpeCTaBIseT co00i He3aMelmeHHBIH 3-
XMHOJMHUI WM 3aMEIIEHHBIH  3-XWHOJWHMIIL,

uMmeromuii ot 1 1o 3 3amectuTenei, HE3aBHCHMO
BBIOpAHHBIX M3 TPYIIBI, BKIIOYAIOIIEH TIajoreH,
-OR!, -OC(O)R', -NR'R", -SR', -R', -CN, -NO,-,
-CO,R', -CONR'R", -C(O)R, -NR"C(O)R',
-S(0,)R', -S(O),NR'R", nepprop(C;-Cs)ankokcu u
nep¢top(C,-C,)ankui, rae R' u R" sBistorcs Hesa-
BHUCUMO BEIODAaHHBIMH W3 TPYIBI, BKIIOYAIOIICH
Bozopon, (C;-Cg)ankui, reTepoakil, He3aMelleH-
HBIA apw, (He3aMerneHHbI apwi)-(C-Cy)ankun u
(me3amerneHHbIN aprin)okcH-(C -Cy)amKu;

004887
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X mpexacraBiseT coboil IByXBaJIEHTHBIA MOC-
TUK, BBIOpaHHBIA W3 Tpymmsl, coctosmed u3 (Ci-
Ce)ankmnena, (C;-Cq)ankunenokcu, (C;-Cg)anku-
nenamuHa, (C;-Cg)ankuneH-S(O)-, -O-, -C(O)-,
-NR'")-, -N(R"C(O)-, -S(O)- 1 mpocToii cBsi3H,
rae

R'' mpencraBnser coGoii 3aMecTHTENb, BbI-
OpaHHBII U3 TPYNIIBL, cocTosimel 13 Boxopoaa, (Ci-
Cg)ankmina, (C,-Cg)rerepoankmna un  apui(Ci-
C,)ankuna,

WHIEKC k TpencTaBisieT cOOOH mejoe YUCIo
ot 0 10 2;

Y mpexacraBiser coboil IBYXBaJIEHTHBIA MOC-
TUK, BBIOpaHHBIA W3 Tpymmsl, coctosmed u3 (Ci-
Cg)ankunena, -O-, -C(0)-, -N(R"?)-S(0),,-, -N(R'?)-
S(0),-N(R")-, -N(R'*)C(0)-, -S(0),-, tme R u
l{13 SABJISAKOTCA 3aMCCTUTCIIAMH, HC3aBHCHUMO BbI-
OpaHHBIMH M3 TPYIIBI, COCTOSALIEH M3 BOAOPOJa,
(C-Cy)ankuna, (C,-Cg)rerepoankmna u apui(Ci-
Cy)anmkuna; u

WHACGKCHI M W N HE3aBHCHUMO SBIIIOTCS IIe-
JIBIMH yucaaMu ot 0 110 2;

R! MPEICTABISAET COOOM 3aMEeCTUTENh, BBI-
Opanablii w3 rpynmbel, cocrosmed w3 (C,-
Cg)rerepoankuna, apuna, apui(C;-C,)ankwmna, ra-
qmoreHa, uwuano, HuTpo, (C;-Cglankmma, (Ci-
Cg)ankoken, -C(O)R'™, -CO,R"™, -C(O)NRPR'®,
-S(0),-R", -S8(0),-NRPR'’, -0-C(0)-OR", -O-
C(0)-R"”,  -O-C(O)-NR"R',  -N(R'-C(0)-
NR"R'S, -N(R"™)-C(O)-R" u -N(R'"-C(0)-OR"’;
rie

R MPEICTAaBISAET COOOH 3aMECTHTENb, BEI-
OpaHHBII U3 TPYIITEL, COCTOAMICH 13 Bomopona, (C;-
Cg)amkuma,  (C,-Cg)rerepoankmina, apuia H
apmin(C,-Cy)ankuna;

RY u R'® spnsrores 3aMECTUTEIISIMH, HE3aBH-
CHUMO BBIOPaHHBIMU U3 TPYIIIBI, COCTOAIICH W3 BO-
nopona, (Ci-Cglankuna, (C,-Cg)rerepoainkuia,
apuna u apui(C,-Cy)ankuiia, Wi B3sThie BMECTE C
a30TOM, K KOTOPOMY OHHM 00a NpHCOEAMHEHBI, 00-
pasyroT 5-, 6- UK 7-4IeHHOE KOJbLIO;

R'" nmpencraBnser coGoil 3aMecTHTENb, BbI-
OpaHHBIi U3 Tpynmel, cocrosimedr w3 (Ci-
Cg)amkuma,  (C,-Cg)rerepoankmina, apuia H
apun(C,-Cy)ankmna;

WHJICKC P TPEICTaBISIET COOOH mejoe YUCIIOo
or0mo3mu

WHJAEKC q MPEACTaBIsIET COOOH mejoe YUCIIOo
or 1 10 2;

R? npesicTaBiiser co60ii He3aMeIeHHBIH apyT
WM 3aMeIleHHbIN apui, umeromuii ot 1 1o 3 3a-
MECTHTENICH, He3aBUCUMO BBHIOPAHHBIX M3 TPYIIIIEI,
Bktovarorneii ramores, -OR', -OC(O)R', -NR'R",
-SR', -R', -CN, -NO,-, -CO,R', -CONR'R", -C(O)R’,
-NR"C(O)R', -S(0,)R', -S(O),NRR", mepdrop(C;-
Cy)amkoxcu u nepptop(C,-C,)ankmn, rue

R' u R" sBnstoTcs HE3aBHUCUMO BBEIOpaHHBIMU
W3 TpyHmsl, BKmModaromei Boxopon, (C,-Cg)ankmi,
TeTepOANIKIII, HE3aMEIIeHHBIH apui, (He3aMelleH-
ve1ii  apun)-(Ci-Cy)ankun  u  (He3aMEIIeHHBII
apmn)okcu-(C-Cy)ankui;
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R’ MpeacTaBIsieT co0OW 3aMeCTUTENb, BbI-
OpaHHBIII W3 TPYIIBI, COCTOSIIEH W3 TraJoreHa,
mano, HUTpo u (C;-Cg)akokcu;

WK ero (papMaieBTUUECKU IpUemiieMast COJb.

10. Coenmuenne o 1.9, B kotopoM R* mpen-
CTaBJIICT COOO# 3aMEIICHHBIA WM HE3aMEICHHBIH
apwi, BRIOPAHHBIA W3 TPYIIBI, COCTOSIICH U3 Qe-
HWIA, TUpuAwia, HaQTWia W TUPUAA3WHWIA, H
uMeronuit ot 0 10 3 3aMecturesnield, HE3aBUCUMO
BEIODAaHHBIX M3 TPYIIIBI, BKIIOYAOMICH TalloTeH,
-OR', -OC(O)R', -NR'R", -SR', -R', -CN, -NO,-,
-CO,R', -CONR'R", -C(O)R', -NR"C(O)R',
-S(Oy)R', -S(0O),NR'R", nepprop(C;-C,)ankokcu u
nepdrop(C;-Cy)ankmi, rae R' u R" siBisrores Hesa-
BHUCUMO BBIODAaHHBIMH W3 TPYIIIbI, BKIIOYAIOIICH
Boziopo, (C-Cg)askuil, TeTepoaIKui, He3aMeleH-
HBIA apwi, (He3amerneHHbId apui)-(Ci-Cy)ankuwi u
(ue3zamenieHHbIH apruin)okcu-(C;-Cy)anku.

11. Coeagunenue mno 1.9, mpencraBiIeHHOE
(hopmyitoii, BRIOpaHHOM M3 TPYIIIBI, COCTOSIIEH U3
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12. Coeagunenue mno 1.9, mpencraBiIeHHOE
(hopmyItoii, BRIOpaHHOM M3 TPYIIIBI, COCTOSIIEH U3

RS
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U
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13. Coenunenne mo 1.12, B kotopoM X Tpen-
CTaBIIsIET COOOI NBYXBaJCHTHBIH MOCTHK, BHIOpaH-
HBIA U3 rpynmnsl, cocrosmieit u3 -CH,-, -CH(CHj;)-,
-0-, -C(0)-, -N(R")- u -S-; rze

R'" mpencraBmser coboii 3amecTHTENb, BbI-
OpaHHBIN U3 IPYyNIbI, COCTOSIIEH W3 BOAOPOAA U
(Cy-Cy)ankumna,

Y npencrasnser co6oii -N(R'?)-S(0),-, rie

R'? mpencraBuser coGoil 3aMecTHTENb, BbI-
OpaHHBIN W3 TPYMIBI, COCTOSIICH W3 BOAOPOAA H
(Cy-Cy)ankuna,

R! MPeACTaBIseT CcOOOM 3aMECTUTENh, BBI-
OpaHHBII U3 TPyMITEL, cocTosmel u3 ramorena, (Ci-
Cglankmna, (C,-Cg)rerepoankmina, (C;-Cg)ankokcw,
-C(O)R", -CO,R", -C(O)NR"R'’, -S(0),-R",
-S(0);-NR"R'®, -0-C(0)-R" u -N(R'*)-C(0)-R";
rae

R'" npencraBisier co6oii 3aMecTHTENb, BbI-
OpaHHBIN U3 TPYIIIBL, COCTOSIIEH U3 Bopopona, (Ci-

004887

158

Cglankmna,  rerepo(C,-Cg)ankmia, u
apmin(C,-Cy)ankuna;

RY u R'® spnsrores 3aMECTUTEIISIMH, HE3aBH-
CUMO BBIOpaHHBIMH U3 TPYIIIbI, COCTOSIIECH U3 BO-
nmopona, (Ci-Cg)ankuia, (C,-Cg)rerepoankuiia, Wil
B3STBIC BMECTE C a30TOM, K KOTOpPOMY OHH 00a
NIPUCOEIMHEHBI, 00pa3yloT 5-, 6- WM 7-4jIeHHOe
KOJIBIIO;

R npencraBiuser coboif 3aMecTHTENb, BbI-
OpaHHBII U3 TPYIITEL, COCTOAMICH U3 Bomopona, (C;-
Cg)anmkuna, (C,-Cg)rerepoankmna;

WHJEKC P MPEACTaBISIET COOOM meioe YUCIIOo
ot 0 10 2;

WHCKC ( TIPEeICTaBIsIeT co00H 2; n

R’ MpeACTaBIsieT CO00M He3aMEIeHHBIH WU
3aMeleHHbId (eHnn, umeromuii ot 1 1o 3 3amec-
TUTeNel, HEe3aBUCUMO BBIOPAHHBIX M3 TPYIIIHI,
Bktovarorneii ramores, -OR', -OC(O)R', -NR'R",
-SR', -R', -CN, -NO,-, -CO,R’, -CONR'R", -C(O)R',
-NR"C(O)R', -S(O,)R', -S(O),NR'R", nepdprop(C;-
Cy)amkoxcu u nepptop(C,-C,)ankun, rue

R' u R" sBnstoTcs HE3aBUCUMO BBEIOPaHHBIMU
W3 TpyHIbl, BKIodaromei Boxopon, (C,-Cg)ankm,
TeTepOANKIII, HE3aMEIIEeHHBIH apui, (He3aMeIleH-
ve1ii  apun)-(C-Cyankun  u  (He3aMEIIeHHBIN
apmin)okcu-(C-Cy)anmkmi;

R’ npexcraBmsier coGOi 3aMECTHTENb, BbI-
OpaHHBIN M3 TPYIIbI, COCTOSINEH W3 rajoreHa, W
(C;-Cg)ankokcwu.

14. Coenunenue no .13, B kotopom X mnpea-
craBiseT coboit -O-, -NH- wm -S-; Y npencrapis-
et coboii -NH-SO,-; R' sBustiercs 3amecturenem,
BEIOPaHHBIM W3 TPYIIIBI, COCTOSIICH M3 TajoreHa,
(Ci-Cg)ankmma,  (C,-Cg)rerepoankmma,  (C-Cyg)
amkoken, -C(O)R'™, -CO,R"™, -C(O)NR"R'®,
-S(0)-R" u S(O)q—NRISR“’; R? mpescraBmsier co-
6011 QeHmIBbHYIO rpymiy, uMeromryio ot 0 1o 3 3a-
MECTHTENeH, BHIOPAHHBIX W3 TPYIIMbI, COCTOSIICH
u3 ranorena, -OCF;, -OH, -O(C;-Cg)ankmia,
-C(0)-(Cy-Cy)ankuna, -CN, -CF;, (C;-Cg)ankuna u
-NH;; u R® sBisercs 3aMEeCTHTEIEeM, BEIOPaHHBIM
U3 TPYIIIBI, COCTOSIICH W3 TalloreHa, METOKCH H
TpU(DTOPMETOKCH.

15. Coemunenune mo m.14, B KOTOpOM Ar!
MPECTAaBIsAET CO00H 3-XMHONWIBHYIO TpPYIILY,
nMmerornyio oT 0 1o 3 3aMecTHTenel, He3aBHCUMO
BBIOPAHHBIX W3 TPYIIIBL, COCTOSIIEH W3 TaloreHa,
-OCF;, -OH, -O(C\-Cg)ankxmma, -CF;, (C;-
Cgankmna u -NO,; R! MpeACTaBIsAeT coO0l 3amec-
TUTEJb, BBHIOPAHHBI M3 TPYNIbBI, COCTOSIIEH U3
rajorena, (C;-Cg)ankuia, (C,-Cg)rerepoaikuia u
(C,-Cg)ankokcr; R* mpencrapister co6oif (eHmIb-
Hy10 rpynny, uMerouyto ot 0 1o 3 3amecturenei,
BEIOPAHHBIX U3 TPYIIIBI, COCTOSIICH W3 TaloreHa,
-OCF;, -OH, -O(C,-Cg)ankmma, -C(O)-(C;-
Cg)ankmia, -CN, -CF3, (C;-Cg)ankuna u -NH,; u R}
SIBIIICTCSI 3aMECTUTEJIeM, BEIOPaHHBIM W3 TPYIIIIEI,
cocTOsIIIeil M3 rajoreHa, METOKCH u TpudTopme-
TOKCH.

16. Coegunenwue 1o 1.15, umeromniee Gpopmyry

apuia
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rae A mpeAcTaBisieT coOOW 3aMEeCTHTEINb, BRIOpaH-
HbIi 13 rpymnsl, cocrosuied u3 H, Cl u CF;;

B mnpencraBmsier co0oii 3aMEeCTHTENb, BHI-
OpanHbIit U3 rpymisbl, cocrosiueid u3 H u Cl;

E mnpencrasisier co0o#f 3aMeCTUTENb, BBI-
OpanHbIil u3 rpymkl, coctosiei u3z H, Cl u CF;;

D mpencraBisier co0OW 3aMECTHUTEINb, BBI-
OpanHbIi 13 Tpynbl, cocrosimerd u3 H u CHs;

V mpexncraBisier coOOW 3aMECTHTEINb, BBI-
OpanHbIil U3 rpymbl, coctosmniei u3 F u Cl;

U mpencraBnsier co0Oi 3aMeCTHTENb, BHI-
Opannblii w3 Tpymmsl, cocrosmeir w3 H, CH; u
COzCH3; n

W mpencraBnsier coboii 3aMecTHTENb, BHI-
OpannsIil 13 Tpymnnsl, coctosmen uz H, Cl, CO,H u
CO,CH;.

17. Coenunenue no m.16, B KOTOpoM A BBI-
oupator u3 rpynmsl, coctosiieid u3 Cl u CF;; B
npeacrasisier coboit H; E BeiOuparor u3 rpymnmsl,
cocrosmeit u3 Cl u CF3; D npencrasisier coboit H;
V mpencrasnser coboit Cl; u U u W kaxbiii mpen-
craBisieT coboit H.

18. Coenunenne no 1m.17, B KOTOpoM A BBI-
oupator u3 rpynmsl, coctosmelr m3 Cl u CF;; B
npexacrasisier coboit H; E mpeacrasisier coboit Cl;
D npeacrasnser coboit H; V mpeacrasnser coboit
Cl; u U u W xaxnsiii npeacraniser coooit H.

19. Coenunenue no n.17, B koTopom A mpej-
craBisieT coboit Cl; B mpexacrasmsier coboii H; E
npeactasisier coboit Cl; D npencrasnser coboit H;
V mpencrapnser coboit Cl; u U u W kaxbiii mpes-
craBisieT coboit H.

20. Coenunenue 1o 1.16, B KOTOpoM A mipen-
craBisieT coboit Cl; B mpexncrasmsier coboit H; E
npencrasiser coboit Cl; D nmpexncrasmiser coboit M;
V npeacrasinsiet coboit F wmu Cl; u U u W xaxaprit
npencrasiseT coboi H.

21. Coenunenue 1o 1.9, nmeriiee GopMyy
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WA ero GpapMareBTHIEeCKH IprueMiieMast Colb.

22. Coenuaenue mo mobomy u3 mm.1-21, saB-
ssroeecs: MmoayisitopoM PPARy u umeromee UKsy
MeHee gyem | MKkM.

23. Kommosuiwsi, comeprkaiias (papmaieBTu-
YECKHU HpHeMJ’leMbel HOCHUTCJIIb U COCJUHCHHE IIO0
mooomy u3 . 1-21.

24. Komnosuius 1mo .23, BBITOJHCHHAs B
BHUJIE I03UPOBAHHON (HOPMBIL.

25. Komnozunus no n.24, xoropas npeiHa-
3HAYCHA JIJIS OPaJbHOTO BBEICHHUS.

26. Kommnosunus mo m.23, comepskamiasi co-
eIMHEHNE, OXapaKTepru30BaHHOE B .2 1.

27. IlpuMeHeHHe COennHEeHHs 0 JTF0oMy U3
. 1-21 B 3peKTUBHOM KOJIMYECTBE IJISI M3TOTOB-
JICHU MeIWKaMeHTa Uil TPEIOTBPAIICHUS WIIN
JIeYeHHsI COCTOSIHUM, BbI3bIBaeMbIX PPARY B opra-
HU3ME.

28. Ilpumenenue 1o .27, B KOTOPOM yKa3aH-
HBIM OPIraHU3MOM ABJIACTCA MJICKOIIUTAIOMICE, BbI-
OpaHHOE W3 TPYIIIBL, COCTOSILEH U3 YellOBEKa, CO-
0aku, 00€3bsHBI, MBI, KPHICHL, JIOMAIA U KOIIKH.

29. TlpuMeHeHue 1o m.28, rae MIEKONMUTAaro-
UM SIBJISICTCS YEITOBEK.

30. [Ipumenenue mo n.27, TIe METUKaMEHTOM
SIBIIICTCSI MEIUKAMEHT Uil TPEIOTBPAIICHUS BO3-
HUKHOBEHUS COCTOsIHUS, BbI3bIBaeMoro PPARY.

31. [Ipumenenne no m.27, Toe yKazaHHOE CO-
CTOSIHWE BBIOMPAIOT W3 TPYMIBL, COCTOSIICH W3
NIDDM, oxupeHusi, TUIEPXOJIECTEPUHEMHH, TH-
MEPIUNHAAEMHAN, TUIIEPIUIIONPOTEHHEMUHN U BOCIIA-
JIUTENBHBIX COCTOSIHUM.

32. IIpumenenue no n.27, Tae yKazaHHOE CO-
CTOSTHME SIBJISIETCSI MeTabOJMYECKHM pacCTpOud-
CTBOM WJIA BOCHTAIUTEIIEHBIM COCTOSTHHEM.

33. Ilpumenenue no .27, rae ykazaHHOE CO-
CTOSTHME BBIOMPAIOT W3 TPYIIBI, COCTOSILNEH u3
PEBMATOMIHOTO apTPUTA M aTEPOCKIEpPO3a B Opra-
HU3ME.

34. Ilpumenenue 1o 1.33, r1ae Ha3BaHHBIM Op-
TaHW3MOM SIBIIIETCSI MJICKOITUTAIOIIEe, BEIOpaHHOE
W3 TPYIIBI, COCTOSIIEH W3 dYelnoBeKa, CoOaKw,
00€3bSHBI, MBIIIH, KPHICHI, JOIIAIH, KOIIKH.

@ EBpasuiickasi naTeHTHas opraHusauus, EAMNB
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